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A compound having an affinity for a cannabinoid 2-type receptor. It is 
represented by the formula (I): (I) wherein R<1> represents a group 
represented by the formula -Y<1 >-Y<2>-Y<3>-Ra (wherein 

Y<1> is a single bond, etc.; Y<2> is -C(=0)-NH-, etc.; and Y<3> is Q 

optionally substituted aryl, etc.), etc.; R<2> represents hydrogen, etc.; ^2 

R<3> represents alkyi, etc.; R<4> represents alkyi, etc.; and R<5> Q 

represents optionally substituted alkyi, etc.; provided that R<3> and CT 

R<4> may in combination represent a ring in cooperation with the adjacent JST 
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(57) Abstract: A compound having an affinity for a cannabinoid 2-typc receptor It is represented by the 
formula (I): (I) wherein R^ represents a group represented by the formula -Y^-Y^-Y^-Ra (wherein Y^ is a 
single bond, etc.; Y^ is -C(=0>-NH-, etc.; and Y^ is optionally substituted aryl, etc.). etc.; R^ represents 
hydrogen, etc.; R^ represents alkyl, etc.; R"* represents alkyl, etc.; and R* represents optionally substituted 
alkyl, etc.; provided that R^ and R^ may in combination represent a ring in cooperation with the adjacent 
atoms, etc. 
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(it«> R MiSC : - Y' -Y2-Y3-R a i^fp. Y Mi#iK^^ ; Y {i - C 
( = 0) -NH-^ ; Y3{*sm?nTl^-Ct. J;^r^T';~;^^) -Cm^ix^m^ ; 
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mmm 

10 

15 ^CD^^ f*i:£it* K§^<*:T=rr:;^ h i: bT> 7'7:^H>^^W; 

i:As^Eqe>^^TV^S^s^ ^^{Clx Hypertension (1997) 29, 1204-12 lO tJi^ T 
20 i3y±\i^ ^ Y^^^t\^X\^. 1 9 9 0#Jc::ij>:Miy 1SS§<*:j!)S^ 

25 <b*«lilbs :^feigE^P$ll^tffl^^^i^^^ie^^ffl^ ilili#ffl?&^-rc: iliStoA^ofe (Nature, 
1993, 365, 61-65) o 

1 
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^^si^p^|J^J^ mikmM. mmmtbxm^^tix^^^ (Nature. 1998, 349, 277. 

28 1)0 

^<\^tbx\ts wo 9 9/0 2 4 9 9:rvwo 00/40562 \z^yu>mm 



HXIiMe 

t:U >IS##:i: bttts EP 0 4 8 1 8 0 2 J. Med. Chem. 1998, 
10 36, 953-066 13 IS ©irCH I VtStt t f i.<b-&tl*^^(f tl S ■> 

i^tc&<-f<D (A) izmt^^ u>mmi^ifi. mm<Df^mi^t\uxi^mms s- 

4 6 0 6 8 lCf3®$n•r^^§o*fc^^^^TO(B){c:5^f mmii^ifi. J. CUem. 

Soc. Perkin. Trans. I (1984) pll73-1182 tlB® ^ ^^ 5 o 



20 ( 1 ) ( I ) : 





2 
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r2 




. g^fe$nT^^T^) cfcl^*;^A^-r;^^ -( v^ti^ri- 

$^^■r^^■t4)<t^^T^ T)V3^i^^ T)\/^}]/^-^^ t)]/^=-)]/ 

^XttE^fe:^n•rv^T^> J;V^T;^=3p^>t?& t) ; YMi^i^^s -0-s - 0- c 
( = 0) -X -0-C ( = 0) -0-C ( = 0) -NRb-x -0-SO 

2-^ -NR^'-s -NR*'-C ( = 0)-. -NR'^-SOz-x -NR*'-C ( = 

10 NH) -NR''-C (=0) -0-> -NR^-C ( = 0) -NR^-s -N 
R^-C ( = 0) -NRb-SOg-x -NR*>-C (=S) -x -NR^-C ( = 
S) -NR*'-x -NR*'-S02-NR''-x -NR''-C ( = NH) -NR"-, 
-S-x -S02-0-X -SO2-NR''-, -S02-NR*'-C (=0) -N 
Rb-x -C (=0) -0-s -C ( = 0) ~NR^-x -C ( = 0) -NR"- 

15 C ( = 0) -X -C ( = 0) -NRb-C (=S) -s -C (=S) -NR'^-x. 
-C (=S) -NRb-C (=0) -X -C ( = NH) -NR^-x -C ( = 0) 
-s -C ( = 0) -NRb-C ( = NRM -Xfi-C (=0) - N R »> - N R 

-f * t) ; R'^fig^^nTiNt ife J;v^7;^:¥;^^ tt^^nxv^r * J; v^t;i/^- 
;v> s^$tl■^:l^T^) MJfe^nxovT* J;v^^m^SiS^ 

Ife^ ^lT^/^t J;int;1'^;i/n S^fe^^^Tv^T^» g^^tixi^ 

R'^JiTk^x Ml^^nxv^T^) cfci^Tji/^Jp^i/x g^fe$i^■rv^-c^) J;<'\7;i/'!r-;i/, 

3 
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jS^fe$nTl/^Tfe bb-a^SfS/s T;i/3=3i^>>> 

-S0-^ -S02-> -NH-^ -C (=0) -CH2-^ -C ( = 0) - 
NH-3^{i-NH-C ( = 0) --e&t) ; RM±g^fe^^^T^r^■C*<tV^^3g^^^S 
Xttg^^nT^^T^) J:v^M^^^ST•fe?.) -e^^ns^-C^D ; 

)\/ 7. )}/ y ^ =:-)]/ ^ h a xttiC : - Y « - R" Y^ 

-S-s -so-. -S02-> -NH-. -C ( = 0) -CH2-> 
-C (=0) -NH-E-Xtt-NH-C ( = 0) -"Cfe •) ; E{i#i^^Xtt« 
Jfe ^ n r ^^ 1 4) J; T ;i/ ^ V > T * t) ; R « life ^ n T -c J; t> ^lS3i^SX 

•C4) J;V^T;i/^;bXI*^ : - Yfl-R» Y«tt#ie-&, g^fe$tLTV^T4) 

J;v\t;i/^1/ t'^u^-uv. -so-. - 

S02-> -NH-. -C (=0) -s -C ( = 0) -NH-E-Xtt-NH-C 
( = 0) -t?fet) ; E{d;#i^^Xttg^fe$n■r^/^T4» J;l>7';i/:^r^>-efet) ;R« 
26 «gJfe$nTv>T4) J;v^^lRg|^SXttg^fe^i^•rv^T* J;^^«3fl^^?;St?fe 

R2jai;fR3©;a^t)-fr. R3;5tJCR4©j^-^to-B:, R4;autR5cDjja-^ij-|9. 

4 
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SB ( 1) hnmmxdb^) xm^n^^x&^±t^ ( D fB«®*>:Mi^-f k 

v^•T:^><t^^i^^lS[3J^^±07';^=^^;I/XttS : - Ye-R« {%\^. Y'ttfiife^n 
TINT*) cl;t,^i'i^ D7';^=¥•;^^ gj^l^nr ^^T J: ^.^^•7" n t- y 

(4) R i^s^ : - Yi-Y^-Y^-R" (j^cjn, yi, Y^. Y^^ R*StJ^R'> 

20 tt±f3 (1) tmrnrnx-^^) x^^t\,^mx-^^±m (i) ~ o) 0^^■rn 

(5) R1ASS:-Yi-Y2-Y3-R'^ (^^|^'^ Y^ Y ^^fctJ^R NiifB ( 1 ) 
i:I^^aT*$> t) ; Y2(i-0-^ -NR'^-C ( = 0) -:Sl{i-C (=0) -NR 

25 7?&5±iB (4) i3iK0:«7>:?-tfy-f Y zm.^mw-m.m'&wmuM. 

(6) R3;iS^t^•R*AS-^lI*o-^:V^:^V^±BB (1) ~ (5) (D\\tM\zmm 

5 
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i\'\'rD7";-;i/-c*s) 7?53^$n-5S"T?fe 0 ; R*A**l^lxttfi^ft^tL•r^^■r *> 

5 J;VN:P;i/:^r;i/t?fe-S ({aU^ R3Jit>*R'*Ai|^^{;7fc^T-$)5:l-&^^< o ) ±iB 
(8) R3JiVR4AJ-i^t75to-c. l?$g^-r?.Ji-?i:«k:'\xnM^:RtJf/3itt 

T4) cfc^^^>■^f >^T-^v>) ;£Mts±i3 (1) ~ (5) (Dutnt^izmmo 

:fy)U^y=-}l'7 X y> ^ i^7y^ 7}l'::i^i/s 7J\/^)l'7,J\/t^~Jl/:t^i^s hU7)V 

7^;i/5;U;^dr2/SV/5lttTS/;Vf-:t) T-fe t) ; Y^Ji^ig-^, -0-^ -0-C 
20 (=0) -s -0-C (=0) -0-^ -0-C ( = 0) -NH-s -NH-. 
-NRi'-C (=0) -NH-C (=0) -0-^ -NH-C (=0) -NH 
-s -NH-C (=S) -NH-> -S-^ -S02-0-^ -SOg-NH-. 
-SO2-NH-C (=0) -NH-. -C ( = 0) -0-^ -C (=0) -NR 
i--^ -C (=S) -NH-x -C (=0) -NH-C ( = 0) -C (=0) 
25 -NH-C (=S) -^ -C ( = 0) -s -C ( = 0) -NR^-C ( = NR«') 
-Xtt-C ( = 0) -NH-NR'>--efeD ; R'^*si:m^^^■Cl^Tt)<t^^T;^:3p 
;i/ im^&tVXit. \iYu^i^RV^/:^it7y}\y^)\^) ^ 7)V^=.)V, mWi^ 

6 
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15 0 ; R^^^'NT^DT U-^l/tfSS) t3 ; 

:^r-v>xtt- c ( = 0) -NH-7;i/^v>--cfe D ; R "^ttgife^ V^T % 

20 (Sl^gi: bT{i> /^0'5^>, T)V^)\^^ T)V^]y>i^:i-^i/ 

i^Y, 7K^s 7)V=l^i/, 7)\y^-)V:t^i^. 7 )\/^)V7.)l^^~)]^^^i^, 7 

7 
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T u -;i';^>ii'*-;i/7 5 t^;vK;v. yf^'^RxJ^/Riti^y^) xtt^ : -y« 

mm imi^mtLx\ts :tdpvsv/xttb hd^stj^) tmmt^t^s r^svr 

* *s -i^ {3 o "C s BUS? 1- S i: « 13 '^ 5^ n IS 9^ Jfc T>-/3i fiaSi 1^^ *s b 

(10) tfi;f{JifiES!lT?$)-5±IB (1) ~ (9) 0V^•r^^*»t^«^®A>:hl;^^ 

15 2 m.^m^WL^fSLumWi^m. 

(11) ^^|lpfii^jT-fe^±IB (1) ~ (9) OVN-rtlA^tSBSO* >:f- 
-f K 2MS^#i^ffi^4E^M%^ 

(1 2) ^|{it&Sg^J-efe5±iB (1) ~ (9) 0VNTtiA^K:HB«CD*>:M^y 
K 2^§##J^ffittEi^Slfigtl> 

20 (13) ii0^tiJT-$.^±i3 ( 1) ~ (9) cDv^■r^^A^^ciBf^®*>:^t;y -< K 
2MS^{^iiini£giiiia^ti> 

(14) S (I) : 



(^C^f^ R Mi^ : -Y1-Y2-Y3-R* (iC^s Y^ YK Y^R-{fR^\t± 




N 
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5 tt#^g^3^«*7;i/:^-i/>-e$) 0 ; R'^tt±B3 ( 1 ) tmmm-^$>^) -^m^ti^ 

RM*7Jc^X^i«^fe^n•cv^•c^) J;^/^T;^:^r;l/-e& D ; 

J:v^^^i!&3^^;^±cD7';l/:sp;^3^{i^5; : - y^-r^ (^jcfj, Y«st;«RM*±iB ( i ) 
10 fcHitilffeS) ^^^$^^ss■t•& t) ; 

Xit±m ( 1 ) i:l§lit^-C&S ; 

15 >-\i>M^mmt^m^{^s R : -Y 1- Y*- Y3-R» Y^t&s* 

J^^tffe t) ; Y3ASli^^$tlTV^-?:^) J;V^7';^^^ >T-fe t) ; YMi-NR*"- C 
( = 0) -C ( = 0) -NR^-'G^,*) ; R'^{±Bm$i^•cv^t'b J;v%MISSS 

20 R3SZJ^R^A^-!^t*o-Cs l?i|g-rSJi?i:^t(C#S^M^^ (fibs R 

«^7x::i;i/tfeS) -e5^$tlSSt*S3l^SVR3STrR''#-ii{3*;^-Cs SI 
25 i^fSHiP^fc^^t'O-lf >S?fe?&fi)4U^ *^oRiAsi5:-Yi-Y2-Y3-R'^(S 
4>s Y^ As^j^^-^fe Y3ASi5^l/>-C-fe t5> Y^AS-C ( = 0) -NR^-T* 

9 
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(15) Ri*siC:-Yi-Y2-Y3-R»(SJitJ^Yi^ Y ^JSLTfR''\t±^ ( 1 
4) iiPllt^tafe D ;Y^\t-0-. -NR»'-C (=0) -Xtt-C ( = 0) - 

(16) R3s^^•R*A^-^^::^d;t^Tl^«:v^±l3 (14) Xti (15) IB^CD^b 
10 (17) R3Z5ct;fR*AS-i^C«Jt?Ts J!f^-rSii?i:^*fc:'^7^nM^;RDf/X 

it^^m^^-^ifiiffmiri^^x j:i>^m^mmt ±m ( i 4) xtt ( i a) as^ 

(18) Ri;{)Si5:-Yi-Y2-Y3-R'^ (SSfti, YMi^^^-Cfe D ; Y^ 
ttfilfe$^^TV^T*iV^T;^=¥^>t?&t) ;YMi-0-> -NH-C (=0) - 

15 3Z.tt-C(=0)-NH--tfeD; R "ligSl^ tit * .t U^fg^iCSXttM 
^fe$tl,•rv^T^) J;^^=^^^SC^■^fe■2>) Tg^^tL-Sa-Cfe t) ; R^ASzk^T-fe t) ; 

R3*s7;i'^;v. /ND^vxttiC : - y^-r^ (^fi^, Y^a^iig^-e* D ; R"* 
M m $ v> T * J; v^ ^^^SSX ^ n T v> T 4. J; v^ ^^^iCS-c * 

20 4. J;V^^mli&3 Ji;±®7;V=^r;i/Xt*S : -Y^-Re (^t^j^ Y « ttSJfe^ tit l> 

25 4) J;v^^*?^^UTV^t:t) J;v>±i3 (14) l3mcD<b-&tix ^orn y 

(19) ^ ( I ) : 

10 
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R 




i^-&Xttg|^^n-Clr>-C4» J;i>7;i/^I^>-e* !? ; Y^tt-C (=0) -NR'>- 

5 D ; RNi*^"^feS) -e^^nsS-Cfe D ; RMizK^Tfe ?) ; R^S 

t>-R''tt-i^l^5&oTs PgE-r-Sli^i:^^^^:^^^ (mu R3;tisg|febTlN?.^ 

(2 0) ±13 ( 1 9) mm(Dit^<^ (fibs R^jSt/Ri^ijs-i^t^^^X^ 
•rfe?)) ^^oRiASjt : - Y 1- Yz- Y^-R*^ (sect's Y^RV^V^ 

(21) ^ ( I ) : 



20 R° 

(Af^s RMi^:-Yi-Y==-Y3-R'' (^Ctfs YMi#^^-e$.0 ; YMi- 

11 




wo 02/053543 



PCT/JP01/n427 



TJ]/^J\/X$> D ; R^it^mm3]iX±<0TJl^^JVXit^ : - Y^-R* (^4'> Y« 

ieift ^ nr ^r^ -r t ct ^ D z^i'+yi/j^ttSJI* ^^ T * J: n T I) -;u 

10 

(2 2) ±|B (2 1 ) nmoib^^. -eCDT-D ^OS!ll±f|=§$n 

f 

(2 3) Si ( I ) : 



15 {^fp, RMiSr-Yi-Y^-YS-R"^ (Sff> Y 'SU' Y ^ fi^ig^-C t) ; 

YMi-NRi'-c ( = 0) --cfeb ; R '^ttg^^ nr v^■r *> J; VN^^siSSfi-e 

20 ( 2 4 ) ±SB (2 3) i3|!^®<b^tl^ ^©7-0 K^'^/^^, *©^%±fFg$n 
(2 5) : 




(1) 
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(Sif^'^ Ytt#iig^. -NH-. (CH2) l-5-^?^?J^ Y^tt- 

C ( = 0) -NH-Xtt-NH-C ( = 0) -fS.?). Y3{i#iS^Xttem$n 
n T V ^ T t) J: V ^ x D T U - ;i/ X fi JJI ^ n T I N T % «fc V ^ 7^ D -f ^ ; 1/ -C D X 

R5fd:tt^^$t^-^:^^T4).k^^^^l!^3 w±®7;i/+;i/XttS; : - y^-r^ {^tp, 
Y6tt7;i':^u>-efe?) ; R'»{iM^^I$^^T^^■r^> J;^^7U-;^^ B^fe^nTV^T 

(26) Y*s-(CH2) 3-T-&5±IB (2 5) SB«©<b^i^> -tCDT-D 

(27) ^ : 



(^(I^N R3ZiyfR*tt^n^'na3i:b-CT;v^;V'-cfe D> ym*-c ( = o) - 

NH-Xtt-NH-C (=0) -tfeDs Y3tt#!iig^Xtt|lg|^nTV^T*) J;V\ 



15 




13 
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(28) Y3*sg|fe$nTi/>-r t) J;v^7';^:^^>•c&5±IB (25) - (27) 

(29) ±I3(14)~(18)^ (20)^ (22). (24)~(28) 
(3 0) ^>i-\:^^-( K 2SS^f*:^ffltt-e*S±S3 (2 9) IB«0|S^«afie 

(3 1) m0imm-(!&?>±m (2 9) mmcommmM. 

(3 2) ^feiS«l«fJ^J-^a&-5±i3 (2 9) ^moEMfS^i^s 

(3 3) m0i^mm'(:&^±m (2 9) E,m(D^mmm^. 

(3 4) ll^g^J-efe§±IB (2 9 ) IBm0ISm!i.fiKtl. 

(3 5) ±13 (1) ~ (1 3) (D\,^ttiifizmm(Dih-^m^ist-^t^iLt^^ 

(3 6) :<7>:Mf y 2m^mi^izm^t ^m^o^mM^w^t ^tziixD 

±IB (1) ~ (13) CDV^ftl*»{3BBm©<b^tICD^5Bffl. 
[1] (I) : 



fit^$nTi\-c*) -f V5";ri/T-^ fij^ 

14 
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^tlT^/^t^^<fcV^7$ th'OdpS/, yjva^i/, T)V^)V^:^^ 7}V^=.)V 

^Xttgj!tl^nTi>T% J;v^7;p^l/>t?a& ?) ; Y2tt#i@^, -0-. -0-C 
5 ( = 0) -0-C ( = 0) -0-^ -0-C ( = 0) -NR"-. -0-SO 
2-. -NR"-. -NR^-C (=0) -NR»>-S02-> -NR^-C ( = 
NH) -NRb-C ( = 0) -0-^ -NR^-C ( = 0) -NRi*-. -N 
R«>-C ( = 0) -NR»'-S02-> -NR»'-C (=S) -NR»-C { = 
S) -NR''-> -NR»>- S 02-NR*'-> -NR^-C ( = NH) -NR^-, 
10 -S-> -SOg-O-s -SOj-NR^-^ -SOg-NRb-C ( = 0) -N 
TL^-s -C ( = 0) -0-> -C (=0) -NR"-. -C ( = 0) - N R •> - 
C ( = 0) -s -C ( = 0) -NR^'-C (=S) -C (=S) -NR"-, 
-C (=S) -NRi'-C (=0) -XJ4-C ( = NH)-NR»>--C-fe>J;R* 

15 -Cl^T* il^^$tlTV^T4) J:l/Ni^^58iC»s fiJJl* % 

df^-;i/, ilt^^nrv^r'fe J;VN^m^iGS> iim^tvTVNTt) J;v^mm^a;Sx 

'>T:^^^ g^fe^nT^^■C^) j:v^T ^ y s tKndf-i/, T;i':3^i/s 

25 =.Yu%\t^: -Y«-R° YMi#i^^^ -0-, -S-^ 

-SO-^ -S02-^ -NH-^ -C (=0) -CHa-. -C ( = 0) - 
NH-Xtt-NH-C ( = 0) --^fef); R V^■C 4) J; V^J^m]i^^ 
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xtin^^ntv^T** J;v^^g^^^st:&^) r'm^n^mx-$>'o 

5 $/7:hh> ixt v>-c J; v\ 7 ^ y ^ tKp^i^^ 

j;v^T;^^^>^ T;i/^-b>x 7';^^-^>^ -o-> -s-s -so-> - 

S02-> -NH-^ -C ( = 0) -^ -CH2-^ "C ( = 0) -NH". -N 
10 H-C ( = 0) -Xit-C ( = 0) -NH-Blfe^FnTV>-C4) J;VN7';P^l/>- 

15 jK^^i's TJv::i^''ytiJV-!i'^-;Vs tit 1 4) J: 'f ^v^it 

i/7i-Vs U^-^nx^^X<b i.^^T X J s \:.Yu^i/^ 7)^^^"^/. 7)\/^}V=f- 
7)V^~JV:t^i^^ 7)V'if-~)ly:t^t/Jl.tt=.Vnx:&\} ; 

20 J;lr^T;^^^>^ 7)]/^~ly>. 7)V^-\y>. -0-s -s-^ -so-^ - 
SOa-, -NH-x - C (=0) -^ - C (=0) - NH-^ -NH-C ( = 0) 

-Xli-C ( = 0) -l^R-m^^nX^^X i) X\,^7JV^U>-X-^\) ;R^itm 

25 Xits R2SVR='om^fc)■B•^ R3;RycR4oi[^t)-&, R 4;stJf R « ©M^fc-a- 
CD v> -Tti - o CD ili^ ^3 A« - {3 ^d: o T 7^ n ^ / X ^ISffi ^ ^ *s ^ 
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TV^Tt) J:V^^5llf»2W±«D7;Vdf.;v3ltt^ : -Y^-R" Y<^RTfR^ 
(i±IB[l]i:lRlltSt?fe2.) ■Cg^v^n2)S-C-S-S±IB[l]iBiJ<Z)*>:Mf^^ H 2 
10 MS^<*:iSSH4E^iilfigi^, 

[3] RSAS'^T^DJi^ZitJ^/Xtt^fiSffllB^AJ^n-lELTOT^ctVNfilfe^tl 

[4] Ri*s^ : -Y»-Y2-Y3-R* (^cfi, Yi. Y^, Y^, R»;5irR 
tt±f31 1 ] i: I13t ^T- S )T- ^ ^ n 5 St & § ±iB[ 1 ]~ [ 3 ]® V> -rn A» {C IB® 

20 [5] R : -Y>-Y2-Y3-R* (isle's Y^ Y ^jjRUCR '^tt±iBI 1 ] 

iil^jSHtfe!) ; Y^t-O-s -NRb-C ( = 0) -3^tt-C (=0) -NR 
"--eft D ; R''f**5Rxttll^^n-cv^T* J:^^7';^+;l/■c•fc-s) t?^$n§S 

[6] R3St^•R*As-i^iH^oTl/^:5:^^±fB[l]~[5]0^r^■rn*^^::iBf^©* 
25 >:Mfy'f K 2^S^#:^ffi14g|liia^tl> 

[7] R3*S7Jcm^ m^^tlX^^Xi) AD^>Xtt^:-Y5 
-R" YMi^ie^. g^^^tl■CV^-C^) 
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TINT*) J:v^Sg|$tl•cv^T^) (mtx MJ^^nrv^T*) J;in:7 

[9] RlAS7Jc^^ *;i/^dp^>, v•5^;t^>T■:^ 5 

10 y> h KD:5F2/X{±iC : - Y»-Y2-Y3-R» (SC4'> StfY^fi-^n-^ti 

7^;i/'5r- t h'n:5ri'5ittTi^ b-) ; Y2|±#|g^s -0-. -O 

-C ( = 0) -^ -0-C ( = 0) -0-x -0-C ( = 0) -NH-x -NH 
-> -NR"»-C (=0) -^ -NH-C (=0) -0-s -NH-C (=0) - 
15 NH-s -NH-C (=S) -NH-^ -S-^ -SOj-O-x -SOg-NH 
-^ -SO2-NH-C ( = 0) -NH-s -C ( = 0) -0-^ -C (=0) - 
NR''-X(±-C (=S) -NH--^&D ; R'^ifiU^^ti-C^^^X'b ^l^^TJl^^)]/ 

25 RZAS7jc|Sx 7';i/^r-;i/X{iS: : - Y*-R« (^tfi. Y*AS-0--^fe 
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^-UyX\t-C ( = 0) - NH-T;Vdrlx>-'Cfel3 ; R'^itnu ^ >-vm.^^ 

(SIfeSi: LTtt^ J^u^>^ 7)V^}V, 7)V:3^^y^ 7}V^]y>i^:t^i^^lt 
R*ifi7km5!Lit7J]/^Jl/-^$><3 ; 

X'b^\,^^m^3&.±(D7;V^)]^ (mm^tLXii. AD^>, tKD:^ri^3^tt 
Ti^ K) Xj*^ : -Y«-R« Y V 0 ; R^lig^^^T 

10 ^^T^) «fcl^5' U-;Ux K^fe$^^Tl^T^) J:vNJ^^n7;i/df;p, iBii^Ffi-c v^■c 

R^:&xj^R^ifi-m\zi3:^xmm^nx\<^x^^\^^7)]y^u> immmtv 

(a^^Si:UTtt^ T'i/;!/^ 7^ )]/^)\/Xit7}V^~V >) X^^ti^s X(*R* 
S tJf R - ^ t *e o T ^ IS^ g ^ AS ^ 4£ b T V^ -C <b J; ^^ g m $ n T V^ T J; V^ 

20 [10] ^^;^^^sK^J•C•SS±l3[l]~[9]CDl^■rnA^^fBf^0* h* 2 

(1 1] ^^fPM^J■e$)?.±EIll~[9]^D^,^•rnA^K:l3ii0*>:^ty H 

(1 2] w^sJ^&^i?fyT•&-5±f3Il]~[9]0v^•rnA^tIa«8o*>:l-t^y k 

[13] ^ii^JT•fe^±iB[l]~[9]0^^■r^^^^^CleSO>b H 2S 
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[14] ^ (I) : 

r2 




R3{i1ggl$nTv^T*)a;v>7';i/dp;i/, Any^xJiSC : -ys-Rd (^cj,^ 

10 RMd:7J<^X(iSm$i^-cv^-c^) J;i>7';v:^;i'-C& t) ; 

R Mi^x nli^S V/Xtt^iaiP^S^*s^i£ b "C V^ T *) J; VNjSgl^ n-C V^T *) 

R3Sy«RM*-i^l::«:o-C'sxnJl^^St;?/Xtt^iSI[lie^*«:n-SUTV> 

^(ix R^ifi^ : - Y^-Y^-Y^-R'' Y » As^ig^t- & >) ; Y3>bsgife 

^nT^^Tfect^^T;^^^>t* t) ;Y2tt-NRf-C ( = 0) -^ - C ( = 0) 
20 -NRf-T"$. ^) ; R tlT ^^■r cfc l.>^^3i^SX{iS^^ tit O T 

«kV\^^]iJCSt* ?) ; R^it7mXiimWii^tiX\,^Xi>^\,^T}U^)l^X$>^o ) 

R^RXfR*ti-'miZtji^Xy'Vy^'^ly>X$>^. R ' : _ Y i 
_Y2_Y3-Ra (^El3, Yi;aD^Y3As#3^^-e^ f) ; Y ^ ifi - 0 ^0 i R"" 
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7 j:^;u-Cfe-5) •VTri^ti^^-^^^m'^RXfR^RV^R^Hfi-miziSir^xy''^' P 
Y^ifix.^\y>l!&^. Y^ifi-C (=0) -NR''--Cfet3s ifi-oR'^ifiyt. 

^> 

[1 5] R : -Y»-Y2-Y3-Ra (^tfj, Y»> Y3SVR»tt±iB[l 

4]i:|q)itS-C-$) D ;Y2tt-0-^ -NR^-C ( = 0) -Xtt-C ( = 0) - N 

R*-"Cfe D ; R''Ji7j<^xttMJfe^n-cv>-c4) j:vNT;v:^r;vc-fe5) -^r^^tis 

[1 6] R3St^^R''A«-i^^;:^d:oTV^^J;l,^±|B[l 4]Xli[l 5 ]|Bi60<b^i^^ 
[1 7] R^SlFR^is-^C^RoT^xDM^ZiV/XliTplgSji^^^tiS^:^ 

[18] R»*«5Si:-Y»-Y2-Y3-R» (St^^ YM*#ite^-e*t) ; Y» 
ttgJfe^nTV^-C* J:VNT;i/dpix>T?fe t) ;Y2{^-0-> -NH-C ( = 0) - 
Xtt-C (=0) -NH-T-&t) ; RN*S^^$nT^/^T^) J;v^j^^^^SX{iH 

20 m^nTv^•t^) J;l/^^^^a^s•t?fei)) T-^^nssx-^i) ; R^jtjSzK^-e^ d ; 

R 3*s7;i/^;i/s ^ND-if : - Y^-R"* (S4>^ Y^tt^ie^-eS D ; R* 

f i ® Jfe ^ n T V > T ct V ^ ^ S S X tt ? n T V ^ T 4> J: I > ^ ^ 3i 5t a ^ 
■5) -eg^^n-S^T-^. D ; R^:&S7j<^XttT;i/^;i/t?$. ?} ; R ^ isg^^n-c V>T 

25 T4)<};v'>T;i/dpi/>-efe!3 ; R«{iBg|^tlt^^t:^) 'J— gJ^^tiTV^ 
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X R 3 S V R Mi - !^ t: o -c 7^ n li ^ *s ^ S b T V > T 4) J; V ^ 7 ;i/ dp b > t* 
[19] ^ il) : 



i^^XttS^fe^n•rv^•r4>J;^^5';l/=^l/>■c•&t) ; y^^-c ( = o) -nr"- 

10 UfRMi-i^t::>S:oTT;v^Ix>-CS t) ; R ^tt^mma lj;±CD7;w^;i/X(i^ : 
-Y6-R« {^^s Y«{iit^fe$n•cv^•c^) J;^^T;^d^l'>■cfe t) ;R«ttlEj!fe^ 

V^•C^)«tV^^7^D7 'J-;v-C-$.?)) T" ^ ^ i) Sx* D ; Xtt S Xtt 0 T' ^ » ) 

15 [2 0] ±IB[1 9]fBS8©^b^ife ({ab> R^RV^R^ifi-miZ^^-oXy' ^ 

A^oRiASjS: : -Y'-Y^-Y^-R*^ (^cln, Y ' V Y ^ 

[2 1] S; (I) : 



r5 

RMA^ ; -Y1-Y2-Y3-R* (jC^Js Y Mi#iig^T-a& D ; Y^tt- 
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c ( = 0) -NRb-T-fet) ; Y^tM^fi^^x^imm^nx\,^x%^\>^T)v^u> 

gjfe^ nr ^^ T 4) J: V'* 5^ ^ o n•r^^■c * J; v^'^5^ □ 7 ij — ;i/ 

10 

[2 2] ±fB[2 l]!a«JOfl3^i^^ ^CDT-D 5/^^, ^0MII±fF^^ns 
[2 3] ±83[1 4]~[1 8]. [2 0]X{d:[2 2]^DV^■r^^*^^C|Bi^0<b^t^^W 
15 [2 4] :<7>:Mfy-f K 2S§^<*:^intt-e*^±S3[2 3]I3«OSIIimfig#Jx 

[2 5] m0immx$>i±m[2 3]mm(ommmmm. 
[2 6] ^5!gjii]^j^jf$)S±i3[2 3mm(Dmmmm^. 

[2 7] Blfe?&J[t^J-Cfe2.±^[2 3]fBI80E^iia^tl^ 
[2 8] l^«ig-^$>S±IB[2 3]I31^0E^$afig«gOo 

mm^nx\f^x%^\,^7)v^i'yxh^j -fMiztj:^Xs m^t^M^ii 
^^z^y'um^:Sl.u/y!.\t^mmm^tfi^tELx\i^x%^\,^mm^nx\.^x'b^ 
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k 

^n■rl^t4) J;V^7 5 y > tHn:^P'>, T)\/-3^l/^ T )\/ ^ }V ^f- s T)\/^=^)V 

15 ^xiitttfe^nrvN-cb D ; YMi^ig^s -o-> - o- c 

( = 0) -> -O-C ( = 0) -0-s -0-C (=0) -NRb-s -0-SO 
2-x -NR^-s -NRi'-C (=0) -NRb-SOg-s -NRi^-C ( = 
NH) -s -NR^-C ( = 0) -0-s -NR^'-C (=0) -NR^-^ -N 
R»>-C (=0) -NR*'-S02-s -NRi'-C (=S) -NR^-C ( = 
20 S) -NR^-s -NR^'-SOa-NRb-, -NR^-C ( = NH) -NR^-. 
-S-s -SOa-O-s -SOg-NRK-s -SOa-NR^-C (=0) -N 
Rb_^ -C ( = 0) -0-> -C ( = 0) -NR^-s -C ( = 0) -NR"- 
C (=0) -s -C ( = 0) -NR'>-C (=S) -s -C (=S) -NR»>-s 
-C (=S) -NR'^-C (=0) -s -C ( = NH) -NRi^-s -C ( = 0) 




(I) 
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-C ( = 0) -NR^-C ( = NR'') -X{±-C ( = 0) -NR^-NR" 

gm$^^•cv^•c4) J;v^T;^=¥-;^^ am^ntVNt t J^VNj^Sl^iC^. 

iyTth. SM^tiTV^T** J:l>7' 5 th'D^^i^s 7)V^^Z/^ 

}Vt^=.)l,^ - h DX(i55 : - Y4-R<= i^dp^ YM*#lg-&^ -0-^ -S-s 
-so-. -S02-> -NH-> -C ( = 0) -CH2-. -C ( = 0) - 
15 NH-Xfi-NH-C ( = 0) -t?fet) ; R"={iM^^$nTV^T t)<tVNK^i^SS 

7;i/r/:3f-s^. 7 )\>>T-)\^ii^^'i/^ 7)\^-)\/ii^^%/^ 7)V^ 

y( 7;i'^;i/;^;i/*-;v> - h nxttic : - -r* (^pfj^ ye 

0-s -S-s -S0-> -S02-> -NH-. -C (=0) -s -CHa-N 
25 -C (=0) -NH-E-Xtt-NH-C ( = 0) --efeD ; Ett^Hg^XttlE 
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X\,^T;U^U>^ TJV^^U>^ T)]/^-]y>^ -o-^ -S-^ -SO-s - 
S02-^ -NH-> -C (=0) -C (=0) -NH-E-Xtt-NH-C 
5 (=0) --trfe 13 ; E tt^^-^XttS^^ tit l^ T t J; 1/ > T- D ; 

S Jfe $ n -C V ^ -r * J; V ^ ^ 11 Si S X S Ife ^ n -r V ^ T * <t V ^ IS ^ S S5 g t- * 
5) t) ; 

Xtt^ R2StrR3CDi^I-&t)-a-> R32ith'R''CD$I-&t)-&^ R-'S-^'R^CDm-^fc-B: 
4> J: < ; 

15 

R\ R*Sy'R5£DV>-rti*^-o*s®ife^nTl>-5C: i;*s^ff 5,ix.5o 

*%H^fti^tr®^f $ bi>iitifc bT{i^ ijiT0*0**^<f e)n5o 

R M3■o^^T 

20 l)Ri*sS:-Y»-Y2-Y3-R'' (Sicf, Y^s Y2> Y^s R ''StJfR " {i± 

SB (1) imnm-rt^i) -tf^^nsas-cssig^x 

Kndpi/, *;v^t^ -f r-Yi-Y^-Y^-R* (,^^s Y^RXJ^Y^it 

•?i^^J^^fe3AUt#i^•&Xttffi^fe$i^1:^r^-^: * J:^^7;^:3p^> (SMSi: bttt^ 

26 



wo 02/053543 



PCT/JPOl/11427 



)VK)V;ir^t^RX//X\tTi^)V^t)'(!$>^ ; Y^tt^ig^s - 0->-0-C( = 
0) -> -0-C ( = 0) -0-s -0-C ( = 0) -NH-> -NH-^ -N 
5 R»'-C (=0) -^ -NH-C (=0) -0-. -NH-C ( = 0) -NH-. 
-NH-C (=S) -NH-s -S-. -SO2-O-S -SO2-NH-. -S 
O2-NH-C ( = 0) -NH-. -C (=0) -0-^ -C ( = 0) -NRb-^ 
-C (=S) -NH-^ -C ( = 0) -NH-C ( = 0) -C ( = 0) -N 
H-C (=S) -X -C ( = 0) -X -C ( = 0) -NR^-C ( = NR'') -X 
10 {i-C( = 0)-NH-NR''--^fe!3 ;R''ifimi^^tiX^^Xi>^\>^7J]/^}\^im 

15 * J:v^5'1^DT;^:^^;^ (amSJ:UT«s TU-;i/St>-/xttt KD=^'J^) ^ B 
Bm^ntoT*) J;^r^^7"D7>;-;^ (g*^Si;LTtt> ;i-^v, ^xdtu- 

7ts-;i/, T y -;i/;^;i/5f?-;i/> T;i/=3^;vst;f/3ittAD'y >'fbT;^^;^;!J;^^^^- 
25 3) Ri>()SS:-Yi-Y2-Y3-R» Y^ Y3ZiVR»tt±f3 ( 1 ) i: 

!?;Y2tt-0-^ -NRb-C (=0) -Xtt-C ( = 0) -NR" 
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5 5) RiASS; : - (^ip, Y'itm^'^X$> K) i Y^itWm^ 

ntV^T* J;V^7;i/^U>-Cfe D ;Y2(i-0-^ -NH-C ( = 0) -X^-C 

6) Ri*siC;-Yi-Y2-Y3-R* (iCffx YMi^ig-^T-^D ; Y^ji^ig^ 

10 xtt®^fe^n•t^r^r 4» J:(r^7';i/^i/>-ea& t> ; Y^tt-c ( = 0) -nr"--??* 

7) Ri*siC:-Yi-Y2-Y3-R'' (^^Ff^^ YMi#i^^-Cfet) ; YMigJfe^ 
n"rv\t* J;V^T;^dpl/>•Cfe»3 ;Y2{i-C (=0) -NR''-Xtt-NR»'- 

15 C ( = 0) -xib ?) ; R'^«ligl$i^T^^T4)<t^^T';-;^3lttSm$i^T^^"C4) 

8) R'ifi^: - Y^-Y^-Y^-R'^ (Sff^ Yitt#i^^-^&t) ; Y^ttgjfe^ 

^^■r^^-c^> J;VN^^t^cDT;v=^v>-cfe D ;Y''tt-o-. -nh-c ( = o) - 

3Z.tt-C (=0) - NH-T-feD ; R ^ ttS^^ cfc V^J^^^^SX(iM 

R 2 Co INT 

1) R^a^ykBs TJV^)V. 7;i/^r-;i.x{i^ : -Y4-R= (Sft's Y^i^-0- 

25 2 ) R2/&s7jc^x«SJ!6^nTo-r*) J:v^7;^^;^t?afe«:®^^ 
3) R^i:^yKmx&^^'^. 



28 



wo 02/053543 



PCT/JPOl/11427 



2) R^^s*^, g^^l^^^■c^r^•c* ^NP-y^XttS : -V-R^ 

4) R3AS7JC3S. J\a^>^it^ : -ys-Rd (Stx Y«{*#ilg^x 
7JV^=.VyKlt- C ( = 0) -NH-:7';i':^rl' >-T-fe D ; R •'ttSi^^ V> 

■ct) J:v^T >j (m^&tbXit. j\uffy, yjv^jv. T)\/zi^i^, tjv^ 

15 TV~?V (m^&tbXits J\ufy^ T;]/^}V^ Tjv^uyy:^ 

5) R3*s|iife^ti-ci^T*» J;^^7;^:^;^> Any>xttS; : -y«-r«» (^ffx 
YS(i#«g^Xtt7';i/dp:::i/>-efeD ; R"'tt±S3 (1) fcHitllt-fc^S) -eja^^ 

20 6 ) B.^ifit.m. : - Y5-R<J (itPti, Y5(4#ig^XttT;i/=3P- 

7) R3i)ST;i/^;i/-c$)§«^> 

25 R<tOV^T 

2) R'»AS7j<^. 7;i/:^r;i/Xtt^ : - Y5-Rd (^t)3, Y Mi^ig^T-fe (3 ; R 
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3) R*i^7kmr'^?>m-^. 

2) R6*s^^^3 Jii±®T;i/^;t'3ittS : - y«-R« i^fp. YUtmm^tix 

3) R5Asttm^^^■rv^t:^) J;^^)^^|g^3 w±cD7;i/:3r;i/Xliie: -Y6-R* 

4> J:V>i^lRI5[3JW±0 7;i/dp;i/XttSi; : -Y'-R* (j^^'n Y«ttjEm^^^T^^ 
^^T4> Jill's 7" D-t>->f 

5) R^ifin^ms ^y'um'?Rv/:5i.\t^mm^^ifiift-^Lx\,^x<b^\>^mmtti 
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6 ) R 5 D M^^iti'/Jitt ^fiSfflJ^^*':^'^ U-C T t) J; V\fiJ^I^ tlT V^T 

5 J;V>^^iil3JW±®T;U:¥;i/Xtt^:-YB-R«(^4's Y«Sl>*R«{i±IB( 1 ) 

7) R5;i^^3gi!t3JW±07;P^;i/Xtti(; : - ye-R* (Si*> Y'>ity?\^^u> 
Tafe t) ; R^tt®i^^nT^^T*ct^^7";-;^t?S5) s^^n-SSifS Si^-^^ 

8) R^ifi^mWl.3]ii±<DT)l^)V11$>im^s 

10 9) R^As^ : -Y8-R- Y SiT;!/^ U ; R«tifi#l$nTV^ 

R3SVR*^c:■ov^•r 

15 1) R3SVR*#-i^{3^j:^t^,^i,ii-&, 

25 5 ) R^jRlTR^AS-i^fZJ&ots mmt ?>m'? t^iZ^y" a m^f-RV/J^it^fS. 
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R22itJfR3K:oV^T 

10 

R^:Ri;fR5K:oV^T 

1) R^R.-u^R^if-m^zfU'DX. mWit^mi'}L^\^^f^mm-^ifi^^\yX\^x 

15 

1) X*smJ!im?-C-*5S^> 

2) XASj|KSJi^-e$.|)^^o 

20 *^BJ^b^t){^*5^^T^ ^t{i:±tB (2 5) ~ (2 8) (OM^Wt^i^i^o 
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T))^^)V) CD-gPlC-NR-, -N=^ =N-^ -0-s -S- (Rtt^^Xtt 

f^Ffssii^^j tit, -Si^-&, =sig^^ici!*-r5o 

5 T)l^Jl) ®-a5{C-CR = CR-> -C = N-s -C = C- (Rtt^tl^tl^ 

^TJi^^jvj tit. ~ 1 2 0iS0t^Xti^St^OT;i/^;i/Slt[*Us 

10 ^'iJitKs i.f-;i<'x n-rntr;!/, 'fV7'Pt;i/s n-:/f•;^^ 'fv:/f-;i/, 

sec-:/g^;^^ tert-rf-;i/> n-'^>5=-;l/> 'f V^>'f•;^^ neo-^yf-)^. n-^^5/;Wv 
R^'x R^s R\ R*(OT)\^^JVtVXits ^iZ. i^l^ggl 1 ~ 4 ©Em^ 

15 -f v7'Db:;^> sec-z^^ji^. tert-::^^;i'*«if t Ut^o 

20 JlWtbl^o ^m^3kX±CDTJ\y^JVtLXits m^it. n-rot;!/. -f V 7* 
Pt:;Us ■iV7=f-}\/s sec-T'^;!/^ te^t-7'5^;^^ n-'O^^l/x 'fV^> 

25 r/\xnM?A^:rt'4£bfe±fBT;i/:5r;i/j iibTtts 1 ~ 3 nil? A^^/^ 

7^Dig?AS:n'?Ebfcj^^m3~8©T;i/=ip;i/*s^?$ b<^ J;5!fe7';u^;i/i: 
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^ vruiT^^i/s n-zryi^^/s 'fV^h^i^s aec--:^ Y ^"^y, tert-:/ h 

V sec-:/^;i/5=-:ts tert-:/5=-;i^^;ts n-^>f-;i'5^;ts n- 

25 1.;^ h^i/x.'^As 2-^ h^i'x^;!/, i-ji h dp J/ 2-x h dpi/a:5";i/, 

l-n-rD4^dr£/xf-;i/, 2.n-rn :}<dpx>x5^;i/, 1-^ h dpi/.n.T-D tf;!/, 2-^ h 
dri'-n-T'D t:;^^ 3-;< h drt/.n-7'D tr;i/^ 1-Ji h dr S^-n-T" n tr;i/, 2-3:. h dpi/. 

34 
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rT)V^)V'^:^TJi^}Vj tits ±ffi rr;i/:^r;i/j t±8B ifi 

;i'5=-:t-n-7'D t:;i/, l-xf-;i/f-;r-n-rp h:;!'. 2-x5^;i/5^:r-n-7'D t^l/. 3-x^ 
10 3-n-7'Dlf;i'f-;a-.n-7'Dlf;i/«AS^If e)tl§o 

PUt^btz^^m^Ls mK.lit. ?^^)VT s. y x5^;i/T ^ y ^ n- 

yxn \:i}VT y ^ $ ^ x^;i/^ 2-;'< 5^;i/7 5 ^ xf-;i/, i-xf-;b 

T^yx^;!/^ 2-x^;w7^ /x^^;!/^ i-n-r p t:;i/T 5 > x5^;i/, 2-n-7"Pt:;v 
15 T^yxf^;i/^ s-n-rp trji/T 5 y x^;i/^ 1-^ ^;i/7* 5 ^ -n-r p t:;^^ 2-;^ 5^ 
;VT ^ y -n-7*p t:;i/> 3-^ f-;!/^ ^ y -n-T'p t:;i/x i-x5^;i/t ^ y -n-rp t:;^^ 

2-x^;i/T ^ -n-rP 3-xg^;i/T 5 >' -n-7*P l-n-^P ^ ^ -n- 

rpfcr;i/s 2-n-7*P t:;i/7"$ /-n-rp t^;^^ 3-n-rp t:;uT^ y-n-rp t:;i/^*f 

20 

^ISItiJe^;i)«:^Sbfej^^^3~8cDT;i/:Jp;i/*sjff$ b<^ c: ® J; a ^S: t ;i/ ;i/ 
l-7"P^^;i/x 2-rp^r:;v, 2-^x-;^^ 3-yx-;^^ 1,3- 
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5 

r/NDy>^7;i/^r;i/j tit. ±iB rr;i/^;i/j ic: l w±0>'NDy>Asgj^L 

10 pj:^;i/^) ^*s^{j'e>ti§o 

;tP^ h^'ri^s h ij 7;i/;t-PJt h (2,2.2- h U P h =^i/^) ^As^tj' 

15 

^^1?-^f-V>> ^r^^^^>^ l-;X5^;i/xg^V>> l.x5^;i/ai^ V 
>s 1,1-i^^ 1/ i,2-i^^f-;i/x5^b>, i,i-i^x.^)\yjL^uy, 1,2- 

20 s;x5=-;i/X5^ l-x^;i/-2-;><5^;i/x^V>, l-p<f-;i' h Up<5^1/>^ 2-;><g=- 

i,i-s;;>(^;b b u^^i/>> i,2-s^^^;i/b Uptf-vVs 2,2- 

J]/h 'J l,2-S^xf-;i/ b ';^^^>^ 2,2-S^x^;i/ b 2-x^ 

;i/-2-^5';i/ h 'J b 2-y f-;i/7' 

25 l.l-t^^'f-f^^T-V'y ;>i'f-V>. l,2.i?;>< f-;i'7^ b 7;><^l/>s 2,2-$;p(^;i/x h 5 

Y\ Y\ -C (=0) -NE-7)}/^]^>-0 ''TJV^U>j t 
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■r^id^-o©ia^t)#As-i^t;: idiots g?^-rsJS?i:^^{i'^xDji^2fet;f/X 
^ tSffi ig^ >bs U T -c t) J; ^^ ^ n T ^^ T t, J; ^^ ^ S jf^fig t -5 0 
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(^>^/-f;i/. :^7^-f;^^). ^t^d t u (i^ 
f)i^J\^:fyJi'n'^-Jum) !6J#{f6n5o Zh^<Dmit^ biZTJ]^=^JV, y\a^>m 

5 bTii h;i/:t'f /Nn>y >>{)SBIfebfc7';i/^;i/*;i/#-;i/Si: bttt 

r7)v^~)vyf^iyj t\t. mmm=f'^±^ r^^b^-ji/j *siigiL,fe36*« 

3-^ ;i/-2- :r dp ^ n 5 o 

rT;i/=Srr:;v;r^i/j ^mii?lc±H3 ^T)V^-)Va i^mnLtzm^Wi 

15 

r7';i/^;i';^;i/7 Y -^Pj i:tts ^ :=:;K::±g3 r7';i/:^;i/j ifim^X^tz 

38 
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r7JV^j\/7.Ji'7fi=-jV7K y J (D7)]/^)l^7.j\/t^~;\^&^it^ ±13 ry;i/dp;u 
ry)v^=.)V:ir^i^it})]/7i's-)]/7^y A (D7 )]/tr ::i}\/:ir^>>^^\t^ ±gB 

10 ^f^bV^o 

n ^i^?tj;i/:1^::i;Uj Pllt^T- t) s r 7- □ :<j jji - ;i/ 7- 5 ^ j iibTtts 

l^lis ^ ^:^>>:iJ;^7}^:::;^T^y^ 31 b ^ y ^ tert- :/ h $/ * 

T7v-)vfs)V!i'^-)]/7^ >f A (D7^)-}]/m6^\ts ±m f7v-)uj tmMm 

^7 ^)-)VtiJ\/yf^=.)V7 ^ J tbXit^ ^>V^ )V7 S. y . ± 

20 7 h'f;i/7^ y AS^^ 

{:: ^ )J > ;tj ;i/ 7}? - ;i/ T $ y Ai$f ^ b v^ o 

rT;i/^;i/;^;i/3t;n;i/;r#i^j (D7 )]/^)V7.}]/it^=.)\^^^\t. ±13 r^jvdp;!/ 
25 }inMm.xtb^ . ^7 )\/^)]/7.}]/ilr^-)]/t ^i/ a h\^X\ts 
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tt o7U-;^a5^ttv ±IBr7";-;i/j i;l5|ica-c$) t) ^ 

10 rj/^r p;7;i,^p.;v;jt,;V7j?-;i/j (0 i7 n T ))/ ^ Ji'^^its ±IB T J/ D T ;i/ ^^E^ 

m^it. ^>i^;i/s ^xzi^i/rD :^7 
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^(^^ p<5=-;i/7' 5 . x5=-;i/7'$ys n- ra tr;i/7" ^ i -7'Dtr;i/7'$ y^ 

2 -7i-;pj:f-;i/7'$ y^ 1 -7 a: -;i/7"D tf^l/T $ >'^ 2-7xr:;P7'Dhr 
;i':?'5y, 3 -7x:::;i'7'D >'^ 1 -:^7 9^;p;><9^;i/r 5 2-:^7 

'^)V^^)V7 ^ J ^ i/^yi/)V7^ ^ 7 )V^)VX)Vn-^~)V7 X y> (^Jx.li\ 

^tJ' >;^;V'Ji^-;i/T $ y ^ 3^ifyx)Vits^)V7\>>m) s 7 )v^-)V:^^t/ti )V 

J, :s.\.iri^ti)\/i!ts-)\,7 X J s \jQxt-':r \ ^^yti )\,ifs-)\,7 X J m) s 7)\/>T~ 
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5 ^g^$fl,x^^T^) J;^^*;^^^*^-r;^J ©SilSi: UTtts 

7'-fe5";i/s 7'nK;r-;i/> ^v^-f;!/^) ^As^(fe>nSo *;i//n-^-y;i/Scd^ 

20 -So 
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5 imtlt. -CH=. -CHg-) AS i~5ffl©/s^Dli?T'gl^^llfcJi3!P6^ 

10 7 'J;^^ 3-7 >j;v) ^ (^aJx.K^ 2.f-xr:;i/, 3-^j^~)v) . trn u;i/ («»J 

M^n';;i/, 2-t:py;i/> 3-ifnu;i/), ^-^^v/U;!/ im^it. i-^K^ 

3-t:v^/';;i/s 4-1:^7 v b';7\/u;i/ 1, 2, 4-b u 

^.'f;^^ 1, 2, 4-b u U-;^•3-1';^^ 1, 2, 4.h i;T\;-;i/-4-f > f-h 

15 7 u ;v (^J^«> 1-7" b ^ y 2-x h 7 y 5-5" h^'Jv s 

yy;!/ (^J^K^ 2-;t^f-y y 4-*:^-y-y y 5-;t:Ji^-y-v^ y . -fv^^-y- 
i;y;i/ (^«J^{^^ s-y v^^rity y;i/v 4-< v^-y-v^y;i/> 5--r v^-y-y y^i/) > ^ 
Tyy;v (««]^f^^ 2-5^7Vy;i/> 4-f-7Vy;i/> 5-^7yy;i/) . ^T$^Tv^y 
;^^ V 5" 7- \/ y (^sJ;l{^^ 3--f v5=-7y y ;^^ 4--1' v^^t^ y s-^vf-r 

20 v^y;i/) > try^;^;i/ 2.t:y>:^;i/x 3-t:yi;;i/> 4.tyi?;i') ^ \^vvt^ 

=.)]/ im^i^. 3-if y 4-tf y , try^i^ri^ («»J^«s 2- 
t:y5$;r:;i/, 4-i:v KP=^)]^. 5-t y 5 J'-;!/) s 7 7if-;i/ (0|J^«^ 3-77 
if-;i/) ^ t:v^::^-;i/ (^Jx.«s 2-1:^7 , :t^v-i^TVV )v m^it. 1, 
3, 4-;r=¥-y-s^7\/-;i/-2-'f x ^>'J7Vji^ im^\ts 2-^>'J[h]y v 3- 

25 ^>V[b]7y;i', 4-^>v^[b]7 y s-'^^ v^[b]7 y 6-'^>\/[b]7 y 7- 

'^>y[b]7 y . 'x>y^ai-;i/ (^Jx.(^^ 2-^>'J]h]^x.-)V, 3-^>y[b] 
4-^>7[b]5=-x,:i;i/^ 5-^> ^ [b]f-x- Ji/^ 6-^> V^tb]5^x - 7. 
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^>^/[b]^x-;u) , 5.^vu im^^ts i-'^yi/'Y 5^^/y;l/^ 2- 

s S/^y 3-i/>^ 4-i/>yf U 

:>-yU;i/ (^Jx,{i> 2-:^^:^^/ U 4-:5r:h^/ ij 5-^±'J V 6-^f-'J 

10 4-^ J 5-^!^^ u;i/x e-^Jr^ >j;i/s v-^ry s-^spy > y 

y K u ;i/ {.mx\^^ i-'f > h* u ;^^ 2-'f > f u 3--r > K u 4-< > k u 

S-'f > H u ;^^ 6--f > H U v-f > H u > v > H u 7 r :^ m 
;?.(^^ 1-7 2-7 ^ fett 7 3: y ^ T (^fiJ;l(S^ 1- 

20 7i75^ri;:=.;i^s 2-7 x7 3-7 i y 4-7 i 7 ::: 

4<@^tfi^miKl~9®^^5?#^&mi*b. 1-tD 2-l^n 'J^;i/, 

25 3-iiDij-;i/> t:DUi?7, 2-1^0 u 3-1^ D u I-'f 5 ^7 u 
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Thu^s tfaui^^N t^'^u^^>'^ tr^^s?./ As^if * uvn, 

5 

rglfe^tirvN-c*) J:^^T;^^^>J ^gj||$J^Tv^'r % J;l^T;l/^;^J . rg 

r D Jii?St>'/3J ^fiSWig^ A^^^ffi b T l/^ r 4> <t O MJfe ^ tLT T <t V> 
S t- ft ji 0 ffig ® Jfe ^ n T T J: v> o 



15 nig, cfcdfg) s >'NDy>^b:p;i/^;i/ (^^jiLKs CF3. cHzCFj^ cHzCCIj^) . y 
;u=5r;i/ (^»J^^^^ x?";!/, ^rvrnt^;!/, tert-:^?^;i/^) . 7)\^>T~)y 

m^\t. ^ h^S/. Jc:h:^ri/> y^DsJ^:^^/, :rh:^5/^) > 7 ;i/ 3 ^ J/ 1^ 
25 75 y. 7)\/^)\/7\j imtlt, ^f-;i'T5>'s x^;i/7^yx 
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'vxDT u-;v*;v4?-;i/T$ y^) . Ti^v^ 7^)-)v (0y^«> 7^ 
> 7';i/^i/> (^»J^K^ y^)^^\^y^ =r 

T*) cfc^/^:^J;^.''^^ ^ ;^^ y^;i/7 r ^ ;!/ ^ ;i/ ;r dr i^- ^ /Nn;f;;i/$ :tdp 
Y'2iy^Y3<D ^g^^^^^T^^•c^) J:v^T;^=^^l/>J ®g^^|gi:LTtt^ m^it. 

25 7X^s Tt^)VTK^^ T)V^)lX}Vt^~}V7 5. ^ 7 )VT ~ )\^ :^ ^ tl 
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10 7'5>'^ TJl^=^)UT 5. >f (m^i£. ji^^lT^y'. 

^) , im^it. ^ h=¥>>> Jih^i's 7-n;f}<dpi/, T'h^j/^) , 

=3p;i/ (^?|J^{^^ xf-;i/s -fVT-oi^;!/, tert-yg^;i/^) . tKn^^i^, 

i^s 7;i':^ri/>5^;t^^s yNO/f^. tKD:3p^, ^^ 

47 
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R'CD ^jig|$nT^^T^) J:v>^^^S5;»j turf*, mm-^hx^^xi)^^^^ 

p(5^^>^ xf-l/>, xhv^^U'>. '^>^J' 

15 

T)V^)\/7.)Vt^=^}\/t^i^^ Ti/JW^-t^ 7'i/)VT^y'^ TV—)V^ 

TR 2;sj;cR.3cD;ia^^^^ R3;at>*R''®«a-&toi±> R^:Rih-RSoia-&t»^® 

* fit T {3 5^ t ^ 3ii it i« t ^ o 

48 
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-R3»-A-R**-> -R**-A-R8a-tt^iX-enS&4UT'S7^D/i 

5 T-fe^o ) 

(DSikM im^lts T)V^)\/y T^bn^i/s bh-D^i/^ ;r^Vs ^no^^s 7 
10 r^j it, 4~ 1 2 lc!):^;feltl*b^ i^k: 5~ 1 om(DM. $ 6)Ctt5~8H 

®^3!)S»sbv>o Ji^^ifigtsii^i: bTji^ mmm"^. ^r-nm"? mmm^. 

R'RVR^1fi~m{z^J^-^X. BlgetSJ^? i:J^k:'s5^DJl?SV/Xtt^tg|P 
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5 R^ R' Zili'R' ' tt2k3^> 

10 1) mmifi^¥m^mmm's$>^m'^. 

15 5) mmifi^nmrnrn's^ (fib^ R»*ssmuri>5i^mM^t:R**s®ifeb-ci> 

50 
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6) mmti^'^y'^m^ifi'ft-mbtzi^mwiom n^i^^mmLx^^^^mm'? 



5 
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5 

~m^'^ifii^^L<s R^ifimWkLx\,^:h^mm'i'iiR^ifiuwiLx\^^mmm^ 

2) ^^As^^SJfe©^^, 
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**>\ R^RVR^<Dm.^t>-&s R^RV^R* (Dm-^t>-&. R*RV^R^ (DW^to 

Ri*JS:-Yi-Y2-Y3-R*(^ifs Y^s Y*. Y VR i: IH 
BS-efe-S) "C^^n-SSTJfeSig^x S5:-Y»-Y2-Y3-R» (S(tl^ 

YMi^^^l?fet) ; Y2{±-0-. -NRb-C ( = 0) -Xtt-C ( = 0) - 

10 NR^'-tfet) ; Y^ttSii^n-cirNX* J;tr^5';^=^^>■cs 0 ; R*(iSl^^n 
T v> r % J; v> 7"J iSJfe^tit v^r * JivnJ'^ n 7';^^;^Xttll^fe^tv"^:v^ 

Slfe$nTV>-c4> J;V^:^J;l//^^'^ -< V^:^i/T:^ jim 
20 $tl■cv^•c*) J;v>7'5 tHndpi/, 7;i'ri:5ri'> 7)i^-)\/ 

□ Xtt^ : -Y^-R" (SFf> Y^tt^^g^, gm^n■rv^•r4)<t^^7;^df 

7';i/'ir- V T;l/^::l^>^ -0-> - S -S0-> -SOz-s -NH-> 
-C ( = 0) -X -CH2-X -C ( = 0) -NH- E-Xli-NH- C ( = 0) 
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n 5 S -e afe -5 :^ s it I* f -5 o 



R^ R\ R^St/fXtttuIBiil^M^ ; R^JiT-yi/^^r;!/^ ; Ha 1 

10 xigA-1 

^ (A-l) T-^^tl^^b^tliiiC : R5NH2 R^^trnMiimmm) 

^fi=bit^^^Rm^-^^ s (A-2) ■i:mtmi[^'^m^mmt^xm-(:^^o s 

(A-l) -Cij^^ns^b^i^O^yi: bTtt> xf-;i/ T-bhT-fex-hx 3ig^;i/2-p< 
i'l/>>(»s5fS bV^o HJiSmStt> 2 0 O'Cx !|^{l}if $ b<tt 80-180 
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XgA- 2 

5 it (A.2) -^m^h^ih-^mt^ (A-3) ■r-5^^n2)'fb-^t)^m*©#.i£T-es 
j56^-&s ^ (A-4) •^m^ti^ib-^m^^mt^j^m'c&^o mmtbx\t. 

$ L/V^o RMMt LXlt. i;xf-;i/x-5";i/, ■rhvtKD77>. tMib 

10 tt> 0~2 0 0•C^ i^ptc^f S U<tt^?^~ 1 0 0'C-^*«e 
X^A- 3 

S (A-4) T•^$tl^-^b^tI§mS©#^£TIB«^-ti•^ (A-5) tf^$tli>'fb 

^ti^^igi--5x^-efei,o m&tLxit. ^mi-vvt7A. 

bv^o s^^©Stt> o~2 0 o°c. i^ti^s u <{i^?a~ 1 0 o°CT'& 

5e 




X^B - 1 

^ (B-1) ■e5^^n2.ib-&iilt::^ND'5''>'fblS^S:SJiS^-&x % (B-2) -^g^s^n 
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(8-4) 
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^Dn*;i'A. l3^fb-^^^*s^t/e.ni.o SJsCS^tts - 1 0 ~ 1 5 0 °C. 1^ 
1 0 OVifiHf^ bV^o 

10 «K*>> Ao^f'v^blfilili: u-rtt> N- a a y-y- >> > -f ^ Y^mmt^CLtt 
XgB- 2 

15 ^ (B-2) •e^^^^5^b•&tIf-:^^U'i?AT;^n7-^^&H^S^■B•T^ A (b-3) 
-e3^^tis^b^ti*Mji-r?)Xgffe?)o :^ h h i: uTtt^ ± 

y $ b^^<, SJ^;?gS[(*^ 0 ~ 2 0 0 'c, 170 'Ofi 

20 l?^bl/^o *xgtt, i!fw*•c-^p?abt^Ta cD*sjf ^ tv^, 

XgB- 3 

^ (B-3) T^^nS^b^tl^lf'JS^-e/A^n^'f K0#STT-*Pf?ftbT> S5; 
(B-4) T-^^tiSfb^tiS^iiit-Sxa-efe-Se S/iS^^tt^j: <T4) J; <> u 

i^-r^AifU7^ ^•<&K^s^^i^:bTffiffibT^><fcv^o sissstbTtt. s o 

25 ~2 5 O-C, iitfc: 1 0 0'C-'2 1 0*C*sif S bt^o *Xgtt, 5j?D> hU 

T-f ^•=&fflv^T^)^T5 ^i:*sft?,o co:®^^ SJSS^i: bT(*JM'fbp< 5^ 
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(C-1) (0-2) (C-3) 



5 X^C-l 

5$ (C-1) X-m-^ti^ib^mizR^Eeil (^ltf> R5ttitf|3i:lllitS ; H a 1 

ttAD-y^) •r-s^^ns'fb^i^^&siiB^*^ St (C-2) T^g^^n^^b^ia^^siJi-r 
2)XST-*So o~2 0 o•c^ iff* t < lis ioo~i5o°c-efe 

10 Xg c-2 

Si (C-2) •cm^n^^h-^mn'^^ (C-2) -c5^^tii.fb^ti*i{iii-ri)Xg-c 
ffl-rsd fciisftSo s^B^as{±^ i o o-c. 9^\ziiammmT-vn^(Difi 
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XgD- 1 

(D-1) -es^^ti^-fb^tj-fp^^ (D-2) r-7rs^ri^^h-^!^im^t^:rmi; 
x\ts x^5'>'-;i') S^^ffl-fsc: 5o Sjssa 

10 X@D-2 

% (D-2) T•m^n?>'^b-&tI05;'7'^/'^b^&^TV^. i>jv>"ef-;t*;i/>j<-;i/'fbi-5c 

iilcj; t)> (D-3) -eg^$n§{b^tl^S^3tr?)Xet$)i)o i^^^Z-fbtt- 4 0 
~2 O'C (»*b<{iO'C-l O'C) ^?^f^«J:<^ "K14lfe#Tt?e5 ctl::^: 

15 ;i/ (^^J'y-;!/^) *s$f^L^^o tf e.tifcyTy-'i? Am©^:t*;^^•-;l/■^b^i^ 
i?^;!/ =3j.-y-> ^'y>^:iJU'i7A^s^6;^■&■r^^^{SJ;<.S^&tt7Jcpt'-^?^T^:li: 

XflD - 3 

% (D-3) ■e^$n2)'fb^tI?£mS0#ffiT^Sli5$-&N ^^^J :^^)^y7.)\/it^^ 
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Y-^mibt ^zt\z^^. ^ (D-4) T-jj^^n^ft^tj&iSjgf-sxgT-feSo 
mmtLxit. 7mitv^oj^. zkM^^buc^A. ymiti^ v ^ Amifim^-f ^ 

5 SJ55?aStt> 0~ 6 0°C^ ^^{Igtads^f * 

X^D- 4 

(D-5) fjj^^ns^^!K?t®!ili-r-5XgT?$»So xgB-3 i:Pl«{c: 

10 XgD-5 

St (D-5) t!5^$*i%Yb^%{::S : RSHa 1 R sjigfIBi: UliStil ; H 

a 1 \^)\n>f^y) T"^$tl?>{b'&tJ^^S#STT-ajfe$-a-Tx (D-6) "C^^^ 
n^^b^ig3SiSljii-r^xa-^$>So mSi:U•C^ zK^^b:^ h U TK^^fbJb <; 

15 bT^ -:?^5^;i/7^;i/AT 5 H> 7"h7tKo7^>. t;v:3-;i/ 

n-:/^y-;i/) ^l^iSfflT^c: i:As-e^^o Sfe> mSi: 
bT> 7Jc^<b:^ h U -^A. 7jc^<bU?-'i7A« U < tts. zK^<b:^ h U A ) 

20 >'fbT;i/dp;i/ (0!ix.{ix ^^b^^;l/^ ^^bx5^;i/, ^{brnt;!/, m'G^^)\'m) . 

^) ^?&^mt-§c:i:#-C^5o KJ5SiB|g(i. 0~2 0 0'C> JaF*b<ttMS~ 
1 5 O-C-CfeSo 
XgD-6 

25 S (D-6) ■e5^$n^fb^t»*iS7Cb■r^ (D-7) T?^$tl«{b^«3^£|!ijtf 
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^) ^^^t^Ztifitt^^c SJSMtt, 0~ 1 5 O'Cs 1 0 0°C 




XigE - 1 

^ (E-1) -es^^tiS^b-^tft^ ^ >;^;p:!}^x;i/y\5'f K («»l^«> p<;J'>::^;p 
10 /i^:::;i/^^n^-f Y) (E-2) "C-^^n^^b^tl^SiiiS-r i-xg-efe 

0 0 °C*s5f S bV^<, 
X^E - 2 

15 it (E-2) •c5^$tiS'fb-&titw'^>i?;i/ h UT;i/dp;i/7>^-^7A j^'^^y^ 
5j^D> h >j7;i/;i-5-f h*x-7^;i/^^*: (BFj • EtzO) #4T•^?S^B^•&^ ^ (E- 

20 ^ n^-f HASg^S UV^o 0~ 8 0°C. !|tlcg?aA5i!f S LV^o S 
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U 7;i/;rv-< Kx-x;Hli*: (BF3 • EtgO) O^to ^K. TMS h U 7 U- 
xmE- 3 

S (E-3) ■^m^tl^'ih-^^iz^ : RiCHzC (=0) NHg^^S^ST-eS 
5 ^&$-&s ^ (E-4) -es^^nS'fb^^^Mji-rsx^iT-fei.o tISi;U-Ctts 7j<^ 

i^v-f Itti^i^^'f AAsjfSi^V^o SJ!SMK^±^ 0~1 5 0°C^ 

1 0 U^^o 

10 E-4 

S (E-4) Hm-^n^ih-^mz^ : CR< (OR) 2N (CH3) 3 (S;Ef^ R« 
^ (E-5) •Cg^^tlS-fb^^^^iiitSxmT-feSo : CR" (OR) 2 

N(CH3)2-es^$*i5'fb-&tii: b■c^*^N,N.i?^9^;^7^:;^AT^ K t 

1 0 O-C-^feSe 

20 XgE-5 

^ (E-5) f^^^nS^b^i^tzS; : RSHa 1 (iCftJ. R MisuIBi: l^ltm ; H 

aitt/Np-y^) T?g^^n-5'fb-&i^<&ms®#aT-es^s$-&-r> ^ (e-6) -^m 

^ti^-fb^ti^^jtr^xg-efeSo *xattxgD- 5 fcinatfro ci:*sT- 

25 XSE-6 

^ (E-6) T3^^tl5'fb-&tl{3a7C?f'J*S)fS^-&x (E.7) tJ^^nS-fb^tJ 
^Mjgt?)Xgt?fe:5o SiiS^jii: bTtt. 7^ h ^ t K d 7 
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mih^^^uy^ifim^-fibix^o M7nmtLxi^7y7i<.m<h\3:'^m± y-vo 

5 ffl bfcj^-&{i> ^ (E-7) (^ftis Rx«h K P^i^) tg^^n-S-fb^tJ^Mii-r 




(F-1) (M) 



10 F - I 

S (F-l) -C^^nS^b^ifelfcS : MeOCR2 = C (COOMe) RI^JS^n^ 

ns{b-&t)ssjs;$-frs ^ (F-2) •c^$^^*'^b■&t/*^?5xg■rfe^>o ss; : Me 

0CR2 = C (COOMe) R^Xn's^tl^ih^^tLXit^ h :5s^i/^ f- V > v 

15 bTtt^ y^y^-f A. h;i/x>^AS^lf ^,tlSo S^BSStt. ^ia~2 0 O'C. 
* b < {* 1 0 0°C~ 1 5 0°CT-fe5o 
XgF - 2 

^ (r-2) ■?rg^^n'5'^b^^*AD^ab■r^ ^ (f-s) x-m^n^'fh'^m^mmt 

Sxatf^So *x@li. S/fe^g^i: l/Ti^^^^'f AXf* h^UJi^^^ffl U> g 
20 ?a~ 2 0 0 °C^ !Nf{C 1 0 0''C~ 1 5 0°C-etf a UV>o ^5:*, X^F- 1 

i:xsF-2{*?ii^bTx fip-&^ (F-2) •e^$ti5flj^t»*#»l-&ffc:fTo-r4> 
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(G-1) (Q-2) 



XSG- 1 

^ (G-1) -em^tl^ih^f^iZjS, :EtOCH = C (COOEt) R^-Vm^fi 
5 ^^h-^m^RSB^^. ^ (G-2) T-^$n2)<b^tlSS^3iT^XgffeSo E 
tOCH=C (COOEt) RiT'5^$nS<b^ifeli: L■Ctt^ x b dpi/ ^ 5^ 1/ > T 

^;i/ai-x;i':i)55f S UV^o HiSitaiett^ -10 0°C~^ias ^ItC: - 7 8 °C~ 0 °C 
As^f*LV^o m&tbXit, LDA^ 7^5^;!/ U ^ A t S ^ i: jbSf § 5 o 




(H-2) (tM) 



H a lttADy>5£itift-r'5) 
15 X^H-l 

^ (H-1) T-^^nSib^t/K: o->'^^'yy 7'7;^dp;l/y^5-f H^SJCS^-STs ^ 

(H-2) t:*3^$tiSflj-&ti?fe!H3it5x@ffeSo o-^^□y/7v;^:3p;^>'^7'f K 
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s^&^as(i^ o~2 o o°c. iKft^M- 1 o ovifii^t uv>o 

X^H- 2 

6 ^s; (H-2) T'^^n-S'fb^ti^-''^^ i^>> AM^Ix h V y :^-)i^s7.y mm 
Hiiy^^-'^ Amo#aT-eR*&$-^s S (H-3) -e^N$ixs<b^!feiS#sxm 

ffl-r?)c:i:*s-e#So ^mt bxit. mmti mmt v u -i^A. h uoc^ 

15 K/«;m«i:L-rttx 0~1 5 O-C^ «^l::8 O-C-l 3 0•C7bs^f*bV^o 

* W<b M3I f 5 C i: AS f § :S o 



J - 1 

(J-l) -GTrs^n^it-^^t^ : R°Ha 1 (^ffs R ° ttltflB i: Pittas Ha 

Ki/Nnyv) f^^ns'(b-&ti&McD#:^Tr-sj;S$-e-, ^ (J-2) -^s^^n 




20 



(J-1) 
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ra^^>M>) s D7'y-;i'/N-7'r K (Mtit^ 2-^7 an^>V^V■'J- 
6 , 7y ^ Y (f|Jx.^^^ ;!/ :/ P T -f b\ y x. :^ ^ ;\/ y u 

YlfiUI^ UV^o 




«<^1) (|M> 



XSK- 1 

16 ^ (K-1) Tg^^n5'fb^t)J;i'DD-l-7ir:;i/-lH-7" h^''>^-;i'§^S0# 

ST-esjiS^-frs ^s; (K-2) -e^^^n?)<b-&%^&Miii-rsxa-c-&s<, mst u-c 

20 0~ 1 0 0°C^ bV^o 
X@K- 2 

^ (K-2) T-S^^n^<b^tl^M^#?ET-C-g^MM7cb> ^ (K-3) X^^tl^ 
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5 X'=(t^®*^»* UV^o 



(Sltfx R^ R^ R<StFR5ttl3fiBi:l?IS;a ; Ha IttAD^T-y) 

X^L - 1 

10 a; (L-l) -^m^ti^ih-^^^^ : R^Ha 1 (^4>x R « filuIBi: IrHc^ ; H 
a,Ht^\uV>) l?S^$n-5^b^^KI*JeS0?^^T"eS^S^*T^ S (L-2) T?^ 



R2vR3, R*x R^SVXttltlgBiiPStll ; RXttT;V:3r;i/^) 
X^M-1 

S (M-1) -es^$n-i)'fb-&ti^&t;>ji;-^7AiJ'P'7-f H©#i£T-C'Jn^UTs i!; 

(M-2) -e^^n?){b^tl*S!ii1-i>XST-&5o XSB- 3 i:l^l^i.{3ff 9 ClilAS 





20 -ess. 
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X^N- 1 

^ (N-1) •^m^n^ib^^iz^m^m^s.^^^^x^ (n-2) i?g^^n§{b^ 

^^mmt?>j:mx'$>?>o *x§{c:*H^T{is ^ (N-1) T-^^n-5fb^tj®7 1 

s^sastt. siBo«^> «effli-si«ii> m^m. mm^^z^i^xmiRt 




10 (0-1) (P-^ (cw) 

XfiO- 1 

(0-1) XTf^^tl^ih-^m^Z. N,N.N',N'-7^ V7 ^^Jli^T ^ ^ ><£SJ5S$ 

Si (0-2) -t?^^ns^b^^<£S3i-r5x^-e$)So SfS^Jii: u h;)/ 
Rii&um. ^ia~ioo'Cs i^fce o'c~8 o°cAs»^bi>o **5^ iniftjiMT 

X@0- 2 

^ (0-2) -egx^tl5'^b■&t)(I7^Dy><bT;^dp;^§^^£;$-^J-, h y 7 I 

20 -ji:!i-^7 ^ M'iM.iZ7Kmih± h ^ Axmmt ^ztiz^i;) ^ Si 
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(0-3) i!m^n^<h'^^^mmt^jL.mr$>^o nu^yi}CiT)v^)vh bTtt^ 
^i^b^^^>^ T^i/n-;^ h^i/xv:})^!? * u < s SJS;©fttt^m*«^f * u^^o 

5 bTT^l/n-;!/ (x^ , x h 7 t H a 7 5 >S:fi6ffl U> 5 

o~ioo'C^ #^3 7 0°c-e^Ta®As^tfsu^^o 

So 

10 




(M) (F*«) (M) 



5?; (P-1) -e^$n?>{b-&ti{c:x^o - i Jii^iit n,n,N',n'-7^ h^^^^;!/^^^ 

ft So 



R2 r2 
■^^■X^sss^X^R^ reagent 

(0-1) (Q.g 

20 (Sitf^ R\ R2. R^ R^SZ/^R^ttBulBiilli 



XgQ- 1 
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^ (Q-1) -e^^flS-fb^tlf^ Lawesson^H^^SJSS^-B-N ^ (Q-2) -^m^tl 
l/>^AS^tf l^t b;i/x>ASif S LV^o 8 0~2 5 o•c^ ^ 

5 




(SPfx R\ R»s Y^SVY^tttugBiililiia) 



xaR- 1 

Si (R-i) ■cs^^ti-g)^b-&t)t7j<^'fbi^'f v^5^;i'T;i/$ -•i7A&SjiE;$-iJ:-c> 
10 s; (R-2) T^^ns^b'&ti^S^iitsxm-cfeSo SjKlgiiJ: UTtts h;i'X>, 

X^R- 2 

S;(R-2)-cs^$nS'fb^^^l::7jcmib{5d^'fb:^ h U A?feSJ!&^-&tx a;(R-3) 
15 •^^^n5'fb-&ti^S3t-r-5x^-^fe5o SJsSrgJii: bTttx (fiaj^ 
«^ x^y-;i/. ^iJ'^-;!/^) &^fflti)ii i:;i)S-C'§So KiSli^fitrfr^f* 

x^R- 3 

S; (R-3) -e^^n?){b^ti(;§aiS^<£SfR^-a-TS (R-4) -c^^tis^b-^ 
20 ti*^3i-r-i)Xe-e&?)o *xgt:::fel^•r{i^ % (R-3) frs^ *li)'(b-&f30 7;i/ 
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Sjs6^agtt^ R!i&<Dmm. mmt?>mms i^m. m-^m. mm^izji^xmnt 

(Sipfs RK R\ R^ R''^ Y^MY^tmmtmmm) 

^ (s-i) X'^^n^^h-^miz^^mm.m^R&^'^x^ (s-2) -r-s^^ni-fb^ 
10 ti<&ilji-r ^x^-efeSo *xst:43V\T{iN (s-i) •cjo^^tis^b'&ti©^;!/ 

15 




(T-1) (T-2) (T-3) 



(s^ffs R\ R\ R^ R^ R-'x X, Y^Rv^Y'^itmmtmM.m) 
SG (T-1) x^^n^ih-^m^m^^^Mb. ^ (t-2) -c^^ns^b^ti^fesijg 
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~ 1 5 0'C> ItC 1 0 O'CifittJ-^ bV^„ 
X^T- 2 

5 ^ (T-2) T"^$nS'fb-&1^{3=&S^^§MliS^-1tTS; (T-3) T-^^n^ib-^ 

ti^^ii-r2)XS-cfeSo *xgt*v^-ttt^ it (T-2) "es^s^ n -5 -ft 
*fc> 'ij'^cjis i^TJfiSs ®iii#$^ffl-rsc t*s-e§So 

10 J:i>o 

^^Jl^•r♦s; : R»Y3NH2T?^$ns<b^ti*sj!5;$-&> (t-3) xn^^n 

1 5 O-C^ i|#K:^ta~ 1 0 O'CAsjfS b^^o 




20 P-n (u-z) (iw) 



x@u- 1 
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% (u-1) ■es^$J^?)<b^^®xxx;^^b'&^TV^. a {u-2) -c^^ns^b^tf 

5 m^it. h U T;i/:^;i/iy';;i/x;^x;i/§liii-r2>®^ttx ^ (U-l) fS^^tii) 

10 h;i/x>i)S»t bVNo KJsSmSttv ^fi~ 2 0 0'C. h;i/x>ctJipsftiii 

X^U- 2 

a; (U-2) t!g^$n2)•fb^^^t^i7^?^^)<&s^B$-B•^ s (u-3) -c^^^xs^b^!^ 




20 f-i) 

. (^Ef'. RK R\ R^ Xs Y23aVY3ttl5g3i:ll5§i«^ ; R^liT 
xgv-1 

(v-i) xm^ti?>ih-^miz^m^Mt:Rii&^^x^ (v-2) -e^^ti^^b^ 
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!^S®i!i-ri)Xg-efe5o *x@K:j3^^Ttt^ ^5 (V-2) tm^fi^ih^mo^ : 
i:*s-e#;s„ R^E;jaStt> SJ5ScDfflm> m^^J, ftUlfil 

5 miz^^xmiRtnit^\.^o 




If 



(W-D (W-2) 

R\ R^ R^ Xs R^'SVYattBulBtPiia) 

X?1W- 1 

10 ^ (W-1) t:-^$ixi)'fb^tlt^ : R''Y3NH2t?53^$nS'fb'&tltSJSS^-&s 
5C (W-2) -C-33^^nS^b'&tlSS{iit5XS-C*So ^ : R ' Y ^ N H a ft 
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^ (x-1) T•s^^l^5^b•&!^^c:;^D'y>'fb^:t-;^?&SJ5S^■^^^ ^ (x-2) -c^ 
Eg«<bj^i^^A*p{f it^fc^^b/^^v^Asigi^ Sj!S^Sf*> o 

5 ~ 1 0 0°Cs 1 0"C~^{aAS$f * bV^o 

syo:?5Ssi: ut{i> 3C (x-i) 'C-^^$tiS<b-&tik: n-ad^t*/ -y-^i/^-f ^ K 

4 h U 7xr:;i/7:t;^7-f > CD^ffiTTSiiS^ -Sn ^5 (X-2) fS^^nS-fb-^tl* 

10 ^f^u^^o sjffii^iS^h b-c^i^ '<>■b•>^ drS/i^Vs mibA^uy^ 

X^iX- 2 

it (X-2) f^^n-5<b^tJt=&SIS^?&SJiS$ii-i5; (X-3) -Cg^^nS-fb^tl 
&S!3l-rsx^-Cfei)o *Xgt:foH^T^d:^ (X-2) fg^^ ^^5^b^tICD>'^ n ^ 

20 7 u-;i't*&-s®-&^WTtciiiB^-r§o 

S; (X-2) •^a^^tis^-^tiKTU-;!'^;!/*^-^' > (0ij^«s 
;i/«?) Xtt'V7^DTU-;i/^;i/:*jr^> («»J^«s 2-^ r b ^/:3p^^->>^_ 
;l/^) ^mmw^T-G^m^-^. ^ (X-3) -es^N^tis<b^^*^5i-r?)Ci:As-e 

25 ^) ^hifimi^L\,^o Rj&mmtLx\t. i?:^^)V!fs)VA7K \'mifi^\f^n?>o 

RJit^Umits 0°C~ 1 5 0•C^ 1 0 0'Cds$f ^ bV^o 
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cr-3) 



(^ff. R^ R*s R^ XiiBulBiil^ma) 
XgY- 1 

(Y-1) -Gm^ti^ih-^m^zi^^t^jVTsjvt^^i^ YJSLXft^1f^))\^;\^^ 
X@Y- 2 

10 s (Y-2) -c^^^ti^ih^mizmim^K^^^s s (y-3) -e^$ns<b-&i^ 

15 




(Z-4) 



(^Ff', R2, R3. R^ R*^, Y2Zit/fY3{imiBBi:PlitS) 
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xmz- 1 

A (z-i) -^m^n^ih^mifib^ (Z-2) -Cm^ti^it^^^Wi^t 

5 ^■rn{^<fcv^o 

XgZ - 2 

^ (Z-2) T?^$ns<b^ite*a7cb"r^ (z-3) -es^^ns^b^i^^&siiif-s 

x;gz - 3 

10 jft (Z-3) -c^^nsfb^^jin^stsm^s/i&^-B-iC (z-4) T-s^^nsfb^ti 
s®[;g-r5x^-efei)o *xg(::i3v>rtt> (z-3) -eq^^ns-fb^ttcT? y 

15 mtLX. Y2*s_NH-C ( = 0) --e&t)^ Y3AS^j^^-e* D^ R-^AST 

T';-;i/-efe2>:i^^WT{::iiBJ-r^o S (z-3) -5^^tii>ih^^\z7 
iy)\yitM im^\t. T-bf-;!/^ D7-r b\ ^>'J^ K^) 

(Z-4) •GWi^ti^ib'^mtimmt^ziiifi-s^^o *xs{±, mS#ffiT-eff 

20 5 H^A^^tf e>n-5o o°c~i 5 O'Cs iRficM^a~ i o 
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(^Efx R^ R^ R^ R«ZiVXtt«5l3J:lRimS ; Ha ltt>'ND'5^>) 
X^Z- 4 

S (Z-5) t?^^n5'fb-&iK>t N-^Nnyy i?-^? j/v-f $ H S (Z-6) 
X^Z - 5 

S (Z-6) •eS^^nS'fb'&ifellcS : R3-B (OH) 2 ^ n 5{b-&!fe 7 

^^>^7AM^i©#^£T■r•s^s;^■y-^ ^ (z-7) -vm^ n^^h-^^Ho^mmt ^ jlu-g $> 

10 5o^:R3-B(0H) 2t?S^$*i^'fb-&tiCDR ^ i: bTtt^ Slfe$nT(,^T^) 

2^mi^t[yXit. Pd(pph3)4. Pdci2(pph3)2^*s^{f e,ni)o *xgii, mm<o^ 

KrhhUi^As :H b y h (^Jit«s NaOMe^ NaOEt ^) 

gS~2 0 O'C^ 1tt3 5 0~1 0 O'CASifS U^^o 
20 xa z-6 

Si (z-6) -eS^$tli>'fb-&tl{-^ : C = CEX'^s^tl^'lh^<\^^A^i^O A 
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4-Sulfonnyl butyryl AM resin R* 
(Safety catch linker, LL: 1 .09 mmoVg) a-01 

PdCl2(dppf)2 (0.4eq.) o o O O 

a<H^03(6eq.) ^-y^M Ax^s'.^ A.^^,^R^ ICHgCN (20 eg.) //-PrgNEt (5 e g.) 

R^( OH)2(5eq.) W# H H I F . ' 

^ X^W^R* 1-Methy-2-pyrrolldinone (NMP) 

""•'^ A-03 |!|S 

o q^p 0 R* ^ OP? 

^-^N''^^''^^'-N'\<^"^ 1) R"NH2(2eq.)/THF (f'-n'^^^-.J^^ 

^ " NC-^X^N^R* " ""^KK 

*^ ^ ^ ^ 2)Q-NC0 S» 

A-04 

10 (^1^, R3, R^ R5:RVR*ttBuI3i;ll5lt^T-feSo ) 



A-02 <?)-&J5g 

15 g^$nS<b-&tl?^iSffl-r5C:hAST'^5o C:CD:^^^ R2, R". R^St/^XSril 
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SUV^o SJ!&^7^s U$^>*«mU, im^lt. THF^ mih^^ 

■ 5 x-x;i/^) T-Jlii>^J}6rf U^ 1/ >(A-02)$^jiif S c: i: ^ -5 o 

Ui/'>(A-03)6D^fi!4 

±S3-??l9e>tife A-02 A-03 SjSiii-r -SxaT-fe So 

A-02 : R 3-B (OH) 2 ft ^ ft-^t^^/"? ^ 'i' AM^^t>':^a0#« 
T-eSJiB^-B-x A-03 ^#SX@-efeSo SJSSS^i: L-Ctts DME^**^ 

10 (f 6n5o-''«^s;-^AMi^i: bT(4.PdCl2(dppf)^*{5effl-r§c: ii^s-^ t-SoS; : 

R3-B (OH) i'^^^-^n^ih'^^k-tm^m.^^nx.xm^mm.^^-t^z.hifi 

v^ -c J; ^^ 7 u tit v> T J; v^7' U-;i/S-efes^b-&ife&^^ffl 

<b^5=-v>> 3^-7^ ;i/) T-jii>ci^?f bs Vi'>(A-03)SiJJi-rsc:i:*s-^ 

20 A-03 t 3- H7-t2 h U;V<&MCD?^ffiTT-SjllS^-fr> > A-04 

If c+isi^KAsjf * b^^o siSi^T^x ui^v^jiiflXb, J5fej^^j« (^?y^^^^ n- 

25 ^f-;n^D>; m'^b^f•^>^ x-x;i.) T-Jlii)J^5fe?t b. ^J^>(A-03)&1! 
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U A-04 iZTK SJs5i^7^H*e«^ e><b^tlS«J t) iti u^ 

10 

B-01 B-03 

R^ R^ R ^ttMIBt iritis ; ntt Uil±o«|!i5to ) 
15 fl3^ife(B-02)CD-&fig 

(B-Ol) t:: mfb 5^ ;t - ;i/ S jtS $ T X ft ^ ti (B-02) M 3i 1 5 X g f ^ -5 o 
ft^tl(B-01)i; LTtt, 1-^9- )l^-2-:t^V -1,2.5,6,1, 8.9,10-t P ^ \l KD 

-5^^n:i-^^[A]t:'ji;>.3-:^7;i/7t^>Sl (R^^s^ic^, r^as n.7'5^;i') ^i^^s^ffl 
tsc: i:**-^ §i)o 

ft-&i^(B-03)CD'&fia 

i^:^-^^^^ JV-^ U >TO(1.93 mmol/g)?^^T^ T^^CR'-NHg) 
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^b^ti(B-03)^ SJjif s h § ^ o 

^ 1)R»-COCI(2eq.) O'^ N 

/CHaCIa 

or » OP 

HaN-.J^R3 3)gr-NE,3*(C03^-)„., Ra ^ 
^A^JL„4 (MP<!arbonate) 5 1 

16 C-02 

(^4'> R^ R«> RS R^ R*ttfH3i:ilim« ; nttlW±OSjRe ) 
coci)Stj'^b-&ifei(C-oi)^MJS^-a--Siii:t J; *|gig'fb^tj(C-02);fe^ji-rs 
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10 ^c43^ zti^omn-^mx^m^n^^ : R^-B (oh) zx^^^m^-^m^ 
15 ^^^■r?>f&i8:®{b^ti^S5il-5c:i;*s-e§. ^ffl-efeSo 

^©*J;fe^^*^b"C^ '^b^i|I®#^S^=£H^b^ a^:&«iiCDS : R3-B (OH) 
^mMit^^^n.liit^tifiX^?>o 

20 
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^L\^mmtLX. l^U K>#^S©3fi[t3T$ h*J^^ (-C ( = 0) -NH-X 
tt-NH-C ( = 0) -) 6^2)0 

1 OJW±0fb-&ti0«^-e^S3i:*sifs $e,{ctt5 omi>A±(D^h-^m(D 

15 

mtmtzt^mmt?>o io>±\f:j^ y 2m^^m'^m'&h\t. 
20 m^mw^^'&h\t. t3yir\fiy ^ Y 2m^^mzn\^x7>^^::^7.Y\'^m-^ 

25 t^l5^\ts Design of Prodrugs, Elsevier, Amsterdam 1985 1 13 t^^tt 
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(ommm m^it. t^/^ hh-o^iymx fsimmtrnxi^xmi^t^zt 
20 i^>^^cD^aii4T^y^m^As^jf e>nso b-ctt. 0y^«. 
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^m^it^BcDS^Xmmt^atiS^-S^^om^its Proc. Natl. Acad. Sci. USA 
10 96, 14228-14233.13 »i^ i>3 ^ ^ Y 2 M^^i^^T =J =■ 7. h ifitiiifi.&ifm. m 

mi'Pmt:mt?>Wli&M^tlX\,^^o ^tc^ Nature, 1998, 349, 277-281 * 

Cancer Research 61(2001)5784-5789 {Ctts *>:^-t:y-f K 2 ^T-;;^ 
Yifimmm(OMmi^mt:^t^WBM^tlX\>^^o tits European Journal of 
15 Pharmacology 396 (2000) 85-92 {is 3!j >:M;y K 2 MS^^^T > ^ h 
*5MJi#ffiS:#TSiiBi5$ntV^So^6 t , J Pharmacol Exp Ther, 2001, 296, 

420-425 13 tt. *>±cy-f K 2m^^i^m.mmfm {7:i=-7.Y{'^mRu/yi. 
^mm. mp^mmmmmt.Lxm^^^ztPx^io 

*fes Y 2m§:mmfmmt. Y Thy-l tfiH^mmW^ii^iMir 

25 ^nm^mt:mLx\^^?>z.tifini<Dnx^ t) (wo 97/29079) s 
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^j*cir0jSpfe#M^j> fesirWiv is^aits >gT^±l^^^^0al^ffl 

5 mmxitmrnm. ^xm. Mm. i^^m. b<tt$fe^^j^d;i:©,^^^ 

;^#) ^ mmm m^i^. x/unvvzi-jimth voa^) yiitm^m 

x^mt^m-^^mmy-Mmmti^xm^^^^o 

20 

*|gW<b^t>©S#*tts S#fiD^!R. tSSlJs feSVN 

^toe>ni)*Ss mnn-^om'^s #:«ikg ^^Ds i b o.o i~i o omg, 

*b<tt0.0 1~1 Omgs J;b»^b<{d:0.1~l Omg^ #ilPfe#©®^s 
25 Mlkgfefct)> 1 BO.O 0 1~1 0 Omg> if* t<tt0.0 0 l~ling, J;!3 
^lf$L<{*0.0 l~lmg ^iS4-r§o l~4tlll:::^|i)U-tja-^-rn«J; 
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mmm 

Me: Et: x5=-;1'n nPr: n-rn t:;i/, iPr: -^Vrnt:;!/, 

nBu: n-:/^;i/> iBu: W V sBu: sec-:/f-;P. tBu; tert-:::^f=-;p 

Ph: 7i-;i/^ Ac: 7-fef-;i'> Bn: 'Oi^;!' 
10 DMF: N,N-i? ^ 7 $ THF: xh7tHD77> 

Ms: ^ TBDMS: tert.:?'^;i/i^ ^ "J 



<IISE«^J 1-004> 



pMe 



BnNH2 



Me toluene 
1-004-01 



MeOCHgCOCI 



Na 



OH 

XX 



'^^'^S^^^^ Pyridlne-EtaO 
Me 
1-004-02 



EtOH -toluene O N Me 
Bn 
1-004-04 



N O 

Me-^^^OEt 
Me 
1-004-03 



CI 



NPh 



Ph MeO^^^Me 



K2CO3/DMF 



X I 

O^N-^Me 
Bn 
1-004-05 



10%Pd-C/H2 
aq. DMF 



MeOv^jfs^Me 

^ X X 

H 

1-004-06 



NaOMe/nBu-l 
DMF 



MeO. 



Ma 



d^lSl Me 
nBu 

1-004-07 



15 



Py.HCI 



HO, 



Me 



O^N Me 
nBu 

1-004-08 



NaH/DMF 



Me 



Me 



1-004 



nBu 
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a) x?";!/ 3-^>i/)lTK>'-2-;i9-J]^^0 (1-004-02)0 ^fiK 

x5^;i/ 2-/ h r -b ^ - h (1-004-01) (ii5.34g)^ ^yp)VT%y 

(85.73g). V )]^ X. > ii.6L)(D )^m^. mm^mf^. uB'cmmf^-^ 8v^m^mm.7i^ 

.Sfrofc^^ '^>i?;V7'^ >(i2.86g)SiiiraUMK:!IIS7jc^ff ofeo ei^M^N 

2-^f-;i/^ n h:^- h(l-004-02)(195.66g)<£ff fco 

>H NMR (300 MHz, CDCI3): 6 1.28(t, J=7.2 Hz, 3H). 1.80 (a, 3H), 1.93 (s, 3H), 
4.13 (q, J = 7.2 Hz, 2H), 4.43 (d, J= 6.3 Hz, 2H), 7.20-7.40 (m, 5H), 9.65 (br s, 
IH). 

10 b) x5";V JV-^>i/<)l/;>< hdr 5/7 -fe^ ^ H-2-.><f-;i/i7n h:J-- b (1-004-03) 

xf-;i/ 3-^>5^;i/7'^y-2-;»<^;i/^D (1-004-02) (97.83g)?fex-x 

;W(2L)tC^e *i^jlJ^iT> J^>(35.6ml)SiD^V^nfcm^ 

5~6*C-Cp< h^i^T-iEf-Jl^U U K(40.2ml)CDx— 45 ^f?ST 
16 bfco 80 t9-Mifm> ^Sm**Sfifofeo 2 SJi£;S-&^**zk(1.5L)4'(C 

r±AU^ x-x;n: 2 IsI^fl/±l^^ 7jct5E(lL)i 0^. aW7j<^rli!i5E?tbfco ttm?S 

Y-2-^^)V^U Vt-V (1-004-03) (111.47g, 91.3%)?£*ll4^feTfffc» 
'H NMR (300 MHz, CDCI3): 6 1.21 (t, J = 1.2 Hz, 3H), 1.74 (s, 3H), 1.89 (s, 
20 3H), 3.44 (s, 3H), 3.97 (d, J= 14.7 Hz, IH), 3.98 (q, J = 7.2 Hz, 2H), 4.12 (d, J = 
14.7 Hz, IH), 4.31 (d, J- = 14.4 Hz, IH), 4.95 (d, .^ = 14.4 Hz, IH), 7.20-7.40 (m, 
5H). 

c) 5,6-S^;>< f-;b-4-t K D ;t ^ J/-3-;>< h S/ 2- 1 >J K > (1-004-04)CD 

25 ^^^^iEt|'^ h;i'X>(1.391)SlFx^ y-;i/(2.08ml)®^^Pf l^^JS:^ b U "i? 
AM- (7.98g)?&*Px.Ati> 140°C«^&^f t?^J^JigKT> x5^;i/ {i-^y }\,). yf. Y 
Y-2-:^i-}\/^ U (1-004-03) (105.93g)© b ;Ux > (340ml) 
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^fco2NF^^,*ftBtl*6®tb 73.16^ ^mtzombtltc 73.16g 

□ □ Tf; ;w A (500ml) i: 7jc (5oomi) 5& *n X. > 65'C7}(.m±X'mumm\ymt ^ 

5 m^ Dnpt;;i/A(250ml)T-|ftmb. 7j<i5t(250ml)l mn^tzWis JKl^V^^ 

5":7AT|g*im> ME^StT 54.95g $#fco n^ntz 54.95g {wS|^aif^;Ux 

;^x;^(50ml)SVx-x;^(50ml)^?^Jt^tl/^ i-'^vj?;!/ 5^;i/-4.t K D;t 

^^>-3-^ h 2-1^ U h* > (1-004-04) (53.95g, 60.0%)^ JtfiigSi: LTff fco 
ilijiS 212'Co 

10 NMR (300 MHz, CDClg): 8 2.03 (s, 3H), 2.19 (s, 3H), 3.99 (s, 3H), 5.38 (br 

s, 2H), 6.41 (br s, IH), 7.11-7.33 (m. 5H). 

d) l-^-yi>)\/ 5,6-i^p< f-;i/-3-;^ V^i^ 4-0-(1.7 x - ^Iz-l/f-T^ h 7 'J ^) ;i/)-2-t: U 
K> (1-004-05)® ^J5S 

^ )]/ 5,6- ^ ^ ;i/ -4- t U ^ t/ -3- ?l h dp 2- t: U K > (1-004- 
15 04)(25.93g)SrJf S-i' P P-1-7 x:n;i/.lH-7^ h 7 V/-;i/(21.67g)MCi^^* U <i7 
A (27.64g){::^^m«E4'^ DMF(300ml)$AP^lSg| b^Mtiif $^T•P feo 4.5 

S/i&ig^i^?&^K7X(lL)4'taA L|fKj::5=-;i/(500ml)-^ 3 ^tUB^. 7jci5fe 

(5oonii)2iaifT-pfcms e^E^v^':?^$^«^A■c♦|gji^^ Mffi®*bfco n^titzmm 

(42.4g)>£r-fe h >(300ml)t3APtS^^biiffaii^x :t-^;i/(300ml)<^JP^^ffm 
20 Ufci^^S^mL, l-'Oi^;W5,6-J^^5^;i/-3-^ b dp 4-0-(l-7 x -;i/-lif-x h 

7\;';;u)-2-i^ >; h*> (1-004-05) (29.87g, 74.0%, l78•c)*^#feo 3^«?ii<fe 

i'y*'y;i/:*7vA^DVh (150g, CHCl8))SIS{ * fr ^^ > S tC 1-004-05 (4.3g, 10.7%) 

tmtzo 

NMR (300 MHz, CDCls): 6 2.07 (s, 3H). 2.28 (s, 3H), 3.79 (s, 3H). 5.41 (br 
25 s, 2H), 7.15-7.84 (m, lOH). 

e) 5,6-i^^f^;i'-3-^ hdr$/2-t^'; K> (1-004-06) 

i-/^>s;;i/ 5,6-i^;^5=-;w-3-^ bdpi/ 4-0-(i-7 x::i;i/-i/r-x b 7 ;i')-2- 1: U 
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H y (1-004-05) (27.15g)CD DMF(272ml)^?gC 10% A 7 A^^(5.43g)©* 
(27ml) 5kg / cm='iaET> ^Mt' ^EjItuS^t^ fco i^il^X- 

10% /^v$;'i7i:.^m(2.72g)<£iiJDUfco 48 ^H^s ttJ^S-fe^-f h±-t?JgSL 
^ ^5^ y-^l/^Jfe^b^ESStfeo ^?)nfc^St7k(160inl)=&*Px.> 85*C7jc^S±-e 

5 iPi^vL^St)=&M*b^2k■c•^5t^^U(^^§ife^ 8.77g) aE®*U. nhfik^m. 

(11.55g)tC7'-fe h > (110ml) ?S:iPx.^^a^*i|i m^ fiiS^* ^ jtSi b , 1-004-06 
(8.23g, 79.8%, iaS;^215-9•C)&^#fcoX«?SA*e)P]^0^DlS&fTV^^H(c: 1-004-06 
(O.Slg, 3.0%)*^f fco 

»H NMR (300 MHz, CDCI3): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
10 s, 2H), 7.15-7.84 (m, lOH). 

f) 5,6-i;^f-;i/-3-;>{ V^i/ 2-t:U F>(1-004-07) CD-^fig 

5,6-i^;)< ^;i/-3-;'< V^'y 2-\iV h* > (1-004-06) (306mg);5fct>"2k^'fb U A 
(157mg)t n-Zfi^ J - ;!/ (13ml) JP ^ S Lg^^S!tFf'^ 1-3- h* ^ > 
(0.44ml) <£iP;is 85'Cift«(ti-^ ia^Sft»#i&fT o fco 24^r^^^ 

15 ^a?&SfK:iif^;i/fc7jc(3?g#?us^i5^;i/-e 2iilftttim^ l llff 

il^V^^>>>>.AT-|g*g^. SE^SUfco ffe.tlfe^ffi (330mg)^>>'J;^7y;i/ 
h^PXi-^ h(D->''?-*v A B, hJl/XV-T-fe h >(3:l))^fTl>s l-!/?^;!/ 5,6- 
^;i/.3-^ h 2-t y K > (1-004-07) (124mg, 29.6%)<&ff fc, 
NMR (300 MHz, CDCIb): 5 0.96 (t, J = 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
20 1.60-1.70 (m, 2H), 2.09 (s, 3H), 2.26 (s. 3H), 3.78 (s, 3H), 4.08 (t, = 7.8 Hz, 
2H), 6.44 (s. IH). 

g) l-7'f-;i/ 5,e.i;;><5^;p-3-A'f >?XX^*/ 2-lf U K> (l-004-08) O^fiK 

\--:f=}-)\^ 5,6-s^p< f-;i/-3-^ h^i' 2-t:'j K >(i-004-07)(i24mg){:: tr >; i^- 

Ai^DU H(293mg)^ia^. M^m»it<^s 200°C^fi?Stt'T-inllftjt*$&fTr)fco 30 

25 E^5ii^tit3x-x;i/Stif*&ijp^^«ILJi-x;ve 2 Iifflau7jci5fc i® 

ff ir>x SS^-^tJ^^J^-^A-^^^^MffigSbfeo i-7'f-;k 5,6-5^^5^ ;^-3-/^W' K 
n^S/ 2-tr >; K > (1-004-08) (94mg, 81%, W.'^ 112-116''C)t:tf ;feo 
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NMR (300 MHz, CDCI3): 8 0.98 (t, J = 1.2 hz, 3H), 1.37-1,50 (m, 2H), 
1.61-1.72 (m, 2H). 2.08 (s, 3H), 2.26 (s, 3H), 4.10 (t, J = 1.S Hz, 2H), 6.66 (br s, 
2H). 

5 :t> (1-004) (D-^m 

1-015 ilPHifCfr^fc (66.7%, ill;^ 106-8°C) 0 

%mm i-ooi~^sfi^j 1-003 h%mm i-oos mum 1-004 time ^gi^t 
10 <^mm i-oi3> 



ONa 




nBu 
1-013 



a) 2-^ 'J-JV-Z-ir^V -^dri--})/ - ± Y ^) ^ hm. (l-013-01)CD-&fl& 
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(920ml) ?&SP^^!|l?b> *^^^g^i^^T^ 2-^^ J >(51.2g)i:x^;i/;^;U^- b(57.2g) 

5 (1-013-01) (60.66g, 70%)4ff fco 

NMR (300 MHz, CDCI3): 8 1.62 (s, 3H), 2.13 (s. 3H), 8.99 (s, IH). 

b) 3-i^T>'-5,6-S^P<f-;i/-2.t U K> (1-013-02)© ^Jjg 

2- p< 5^;i/-3-;t ^ V -P^^ • ± h Ail (1-013-01) (34.73g){3 7j< 
(546ml)*^P;t^ 2.$/7*y T'-fe^' $ K (23.91g)* JP^ AiXs i^lNT 1.76 t'^ 

10 u i^-'^AT-fe^- h(ii9.4mi)^jnx., l27•c^a^sI^J■^|^^JiM^&^Tofeo 21 ^ 

SJ!fctSfcff^(42.7ml)§|*|^ 65'C©^{3'J>broSPx.An(15 ^). 
S ^ fr V> ^ F«3 24"C o T e> If tB U S § 5 m b 7jcJ$t b X 3- i/ T y -5,6- 
i^^5=-;i/-2-lf U H> (1-013-02) (27.76g, 65.9%, ifej^ 258-263°C)?^»fco 

NMR (300 MHz, DMSO): 8 1.98 (s, 3H), 2.23 (s, 3H), 7.95 (s, IH), 12.45 (br 
15 s, IH). 

c) 5,6-S^^^;i/-2-t; ij H> (l-013.03)®^fiK 

3- i^7 ^ ■5.6-i??^^)V-2-\^V F> (1-013-02) (12.0g)lC7jc (293ml) ^feJP^Ji 83 

bs mmmi293mi)^m^. iss'cmmf^-^mw^m^n'otzo 3 s^. 

bMBE® * b fee B^(24.75g)fl ^ D D A (300ml)^ ^ ^ -;i/(15ml)§ 
20 66"C7jc?S±T'*DSb^?§%?£5*bfco MtC^Stl^i' nD*;i'A(200ml) 

t^iJ'y~;i/(iOml)-e^;^{::^!!!Slbfeo ^^SSPS^^f biiKff®* bfeo ^9^>^^fe 
^it(i3.26g)(3^^j'y-;i/(i50mi)*ip^^ U 'i;A(i0g)?£ip^s so 
ii^^^s ^^ti^&5SbMflEg*bfeo ft e>nfc^S(i4.7g){::i^ n DTj^ji/A 

(200ml)&iP;?.s StJ^^^tl* 5* bSJffig* bT 5,6-J?^ ?-;i/.2-l^ U H > (1- 
25 013-03) (9.41g, 94.3%, SjiS 202-207°C)&if » 

'H NMR (300 MHz, CDCI3): 6 2.05 (s, 3H), 2.31 (s, 3H), 6.38 (d, J' = 9.0 Hz, 
IH), 7.26 (d, J" = 9.0 Hz. IH), 13.17 (br s, IH). 
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d) 5,6-i^^9";p-3-:= b n-2-t U H> (1-013-04)®-&J5X 

5,6-i'*^f-;i/-2-l:^ y K> (1-013-03) (3.695g){c:j!k^&T> li?5it^(38ml)^JP^^ 
^b*^^S3^T^ 70% ?S^(3.53ml)&l*lM 3~5'C-C SO^-eiiTb-e®* Sm^f 

5 5.6-5^ p< -3-- h D -2- t: U H> (1-013-04) (3.102g, 61.5%, M }^ 251- 

257(dec))^iif feo ^M^i7aut^)VL. sm^Bib. mm-^i^^'y^j^-^nm 

««ff«^b«fiHbfe«|||*59ib> StC 271mg(5.4%)§^feo 
'H-NMR (300MHz, DMSO):2.06 (s, 3H), 2.29 (s, 3H), 8.35 (s. IH), 12.79 (br s, 
IH). 

10 e) 2-^ ^;i/-3-- h D-t 'J (l-O13-O5)0-&fi)G 

5,6-i^^^)\/-a-=. h D-2-t: V Y y (I-OI3-O4) (841mg)SV3I^'fbj^(1.25g)^ 

i4o°c?s?s>4'-eiDi^mi#<&fTofeo 35 sj^-v?g^t)^*^^fbs 

*7jctf(zaAb<?DD:i}T;i/At? 2 l3}ftiHb^ 7jciJ6i|5]^, ISIPMW7Jc-C^5E#b^ 

ll^^fe^^&^p;l^^i)![^v^i^;^^^7A-e|g^t^.MffiM*b^^s^i^^s^D 2-^^00-5,6- 

15 ^;i/-3-::: h D-t: U (1-013-05) (842mg, 90.2%) :&f#feo 

IH NMR (300 MHz, CDClj): 6 2.38 (s, 3H), 2.58 (s, 3H), 8.01 (s, IH). 

f) 5,6-i';)<^;i/-2-^ h^'> 3-- h O-tf U (l-013-06)CD-&fiE 

28% i-V^)t)h^ h^S' ^•(l.llInl)i:^^5'>'-;^(5.5m)l4It^m^»i^^^'^ ^fi 
M^l^Ts 2-^' n P-5,6-i^;^5^;b-3-n h D-t: ij S;> (1-013-05) (837mg)©;>< ^ y 
20 -;i/(6.6ml)^?£^ 5^^-C«STb 50°c?4^S4'■c• 7 ^^JP|gl^#S^T^ fco^jferStc 
x-x;i/SJnA*«l3}^aAb> x-x;w 2 HlJfttB^x *i5fe 1 ElfrVNiKEKT^^j/ 
•i? A-^l6fi|bJ^EW*b;tb>S^fe)i6®0 5,6-i^^5=-;i'-2-;»{ 1>^5/ 3--hD-l^ 
U (1-013-06) (675mg, 82.6%, 71-73°C)i£ Wfco 

»H NMR (300 MHz, CDCI3): 6 2.28 (s, 3H). 2.48 (s, 3H), 4.08 (s, 3H), 8.07 (s, 
25 IH). 

g) 3-T^ y-5,6-i^p<5^;i/-2-p< b^ipi'ti; (1-O13-O7)0-&^S 
5,6-i^.?(f-;i/-2-^ h^i/ 3-r: h D-trU (1-013-06) (2.56g)<& x h 7 h K 
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K ^ ?i^Jl-2-/. (1-013-07) (2.096g. 97.9%, lll^ 56- 

5 'H NMR (300 MHz, CDCI3): 6 2.12 (s, 3H), 2.30 (s, 3H), 2.48-3.49 (br s, 2H), 
3.95 (s. 3H), 6.70 (e, IH). 

h) 6,6-i^^ 5^;i/-3-[[Ji h ^>>(f-;^-*;i/4^:::;i/)]5=-;*-]-2-^ bdr>>l^Ui^> (1- 
013-08) CD-^fig 

3-T^ ^ -5,6-i^^5^;i'-2-^ h i/ >J > (1-013-07) (1.787g)^&7K(3mI)fc S 

10 mm(3mm^m^s »^-r-kh>^miz^Ls ^mmnr. ffiiiKv-^(4.8ig) 

Ozk(27.1ml)i§?«*I*lia-4~.5'C7? 45 ^HmT'^. ^Ot^ 20^«|#Ufeo - 

x^;i/ap-y-> h^>m:h U -i? A(12.64g)<&7j<(17.3ml){CMP bs 40°C cj^ t- 

tzo ?5^fe;r-f;i'©^S(l2.49g)&i^U;«jy;i/:^7Ai'aT h(300g, \'JV:^>-^^ 
1f >(2:3))$ff ;< f- }V-S-[[x. h Cf-ttl )]/Tf^-;\/)]f-th2'?l h^-> 

(1-013-08) (6.281g, 3Q%)t:m^mPf^tLr^tzo ZZ-^m^tltz 

ih-^^itmmmm t^i^ti^ 2mm^'^A.-^\,^tzo 

20 iH NMR (300 MHz, CDCI3): 6 1.45 (t, J = 7.2 Hz , 3H). 2.18 (s, 3H), 2.39 (s, 
3H), 3.98 (s, 3H), 4.70 (q, J = 7.2 Hz, 2H), 7.47 (s, IH). 

*H NMR (300 MHz, CDCI3): 6 1.33 (t, J'= 7.2 Hz , 3H), 2.21 (s, 3H), 2.44 (s, 
3H). 3.94 (s, 3H), 4.60 (q, J^ = 7.2 Hz, 2H), 7.43 (s, IH). 

i) (5,6-i'^ 9"/i/-2-^ h:^i/t:'; i?>-3-'f;u)i^;^;i/7W K (i-oi3-09)o^fig 

25 5,6-i^;»{5';i/-3-[[x. h^i/(^;t*;i/^-;i/)]5^;^-].2-.>{ hdpi/t:U (1-013- 
08) (6.275g)<£3:.^ y-;i/(200ml)t?gMtg^^i|tti> ^Mm^fT^ IN 7j<^'fb 
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B!lU7jci5tU(543mg)^tf fco X> 5N iyim*^^g**P^ pH3 i: LMffi©* 

@*t(2.00g)«:tf feo 
i^^^-C^ ±-effe)nfe 2.00g i: 543mg ^-^M ^ X )V 7 :t ^ K 

(2.23g, 54.4%)^ff feo 

m NMR (300 MHz, CDCI3): 8 2.16 (s, 3H), 2.36 (s, 3H), 3.96 (s, 3H), 7.53 (s, 
10 IH). 

J) (5,6.i?;><^;l/-2-tf U Y )VyJ7.)\/y ^ Y (1-013-10) C'&fig 

(5,6-i^;< f-;i/-2-^ i^y-z-^ )\^yj7.}vy -i Y (i-oi3-09) (2.225g)f:: 

\^^)v-^hpu^} H(7.69g)&ip^^ mm%m^. iQQ'cmm^-^iM^mn\^tzo 

15 5fe«>(5,6.i?^'9';i'-2-t: >; K>-3-<;U)i?;^;i/7'f K (I-OIS-IO) (1.736g, 85. 1%) 

«&*gU«^ffi®*b-C»&nfej^iS(8ling)*x^^-;i/«!,Sbx HtHfiil&^Oi 
fl<Ji^(41mg, 2.0%)SI9feo 

iH NMR (300 MHz, CDCI3): 6 1.95 (s, 3H), 2.13 (s, 3H), 7.42 (s, IH), 11.89 (br 
20 s, IH). 

k)(l-:/^;i/ 5,6-$^.;< ?-;i/-2-t:U Y>-3--( )V)i^7.}Vy ^ Y (l-013-ll)6D-&fig 
(5,6- P f- }V -2- t U K > -3- i? 7. )\^ y ^ Y (1-013-10) (31mg) ^ 

J)UF{lml)tmmL. 1-3- K:/^ >(78mg)i^V^Ti^^* U -i? A (42mg)<&Sn ^ ^ 

^m^Ett's 3 B^^sm^f ^£^f ofeoKJ5B^i^^^fcfifKJ^^;^^^^^7X4'^^axu^ 

25 If®x5^;w 2 EWiffi^^ 7jci5fc 1 |l|fTV^a®v^;^S/>^^t?|g*IS&^ i?8iE@5&L/ 
(39mg, 92.9%)^mrzo l^s C CI T" f# fe-fb-^t) N M R J: b 20%® l-:/5^;i/i$: 
(l-013-ll)S^tfo 

95 



wo 02/053543 



PCT/JPOl/11427 



(l-r/^^;!/ 5,6-i?^5^;i/-2-l^ U H >-3-Y ^ K (I-OI3-II) (123mg)^ 

T-fe b >(8ml)C^)gb> ^?am#T> b U-n.r5';i/*;^7'< > (0.16ml) ^iP ^tK 

(4ini)i£4!>LToi)px.feo ^©s* 2l^^mif^^ -Bfe^M^tfe. Rn&m^m 

7 >f -(b;vx>-TH2 b >(39:^))^£^T^^^ iS^ttcD i-:/f->>i/ s.e-i'^ 5^;i'-3-^;u 
:i7rh-2-try h> (1-013-12) (iimg, 8.9%)^£if fco 

iH NMR (300 MHz, CDCI3): 6 0.93 (t, J = 7.2 Hz, 3H), 1.32-1.45 (m, 2H), 
10 1.62-1.72 (m, 2H), 2.11 (s, 3H), 2.32 (s, 3H), 4.20 (t, J^ = 7.8 Hz, 2H), 7.68 (s, 
IH). 

m) iv.i-:7f-;i/ 5,6-i?^f-;i/-3-(^i^X;t=^-b-\/-;w 2-'^ ;i/)f-;t-2-t^ >; H> (i- 

013) 

^©^J|g«»l 1-016 iiPl^tfrv*, i-:/5=-;u 5,6-i^^5^;i/-3-^;i'*rh.2-tf ij k 

15 y{\lmg)iS>h. ig^^4© 1-013 (4.5nigf, 26.5%)4 It fc„ 

^JI^J 1-013 i;PI^)5:^S(Ccfc t)^ ^SiE^aj 1-012 *»^figUfeo 



<^JiS^J 1-014> 

1-014-01 1-014-02 1^)14-03 



Py.-Ha HOy^ . ''°V^ NaH/nBul 

HO'^N'^Me O^N-^Me DMF OT^lsi'^Me 

^ n-Bu 



1-014-04 

1-014 

20 uu-z-n^ Yx2^i^ Q-^'f-)]/\f.^) i^y (1-014-02) CD-^gg 

5./N-f KDdpJ/2-p<5';H^ »J j;> (1-014-01) (27.01g)k:aiJfii^ (200ml)tAn^ 
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(1-014-02) (23.96g, 67.3%)t^ffco 
h)2-^ Kn:^^5/ 6-^g^;H^ U (1-O14-O3)0'&^ 

^MMMWiZ 2-^UU.^.J\^ h-D^r'> 6-;><^;H^ i; (1-014.02) (22.91g) 

5 :}3j;t>* 2S%±Y^) f ]^^i/Y-^^ J (120ml)^j!]nx. \^0°Q[ZX 3 

B^SJiSL^feo S)5S^{i*:7jc (l00ml)*jQ;?.if^(v:T4iiBIftSjf£;?£?^-r'<-C?e 

h^i^-S-A'f Kndpj' 6-^f^;utU (1-014-03) (10.44 g, 48.1%)&#feo ^ 

10 »H-NMR (300MHz, CDCls): 8 2.35 (8,3H), 3.97 (s,3H), 6.60 (d, J= 7.8Hz, IH), 
6.98 (d, J= 7.8Hz, IH). 

c) 2.3-S>V\-l' Ko=¥i' 6-^5^;H:^Ui''> (1-014-04) 

^CZ)il@^t*tf e)nfc 2-^ b^^J^ S-ZN'T b*Ddp>> 6-^^;Hi'Ji^> (1-014-03) 
(10,43g) 43.3g ^mfL^^n%%y 160*C1? 1 e> 170'C 

15 -e 20^in^E;S Lfeo SicSMCHzO (50ini)$in^ 5%y ^ y ~;i//fi^^x5^;i/j3 

t)Rafe®B^&ff fco CICD 2,3-i^-'N-f H Dip 6-^5^;i/t; U (1-014-04) 

d) i-:^f^;i/ 3-:/5^;i/-6-^^;i'-2-t^ >J K> (i-oi4-05) (D-^Wl 

20 )ia®t® 2,3-$^/N'f Ha:Jpi/ 6-^f-;i/t U (1-014-04) (16.04g)S|gJt DMF 
(70 ml) C?§A»U@{*:'e60%7X^'fb:^h ';<7A (10.25g)^ '^M-f ojp x.M^Tg 
StCT 30^«8i*SiS;^-&feo of {3 1-3- K:/^ X29.1 ml)-DMF (30ml) J; t) 

A7jc^?g?fein;tKKx^;i/ 150ml Ct SUftHibfeo $ K: jg § a D 

5^;i/-6-^5^;i/-2-t; ij K> (l-OU) (8.915g) ^fffco (IR^ 50.1% 2X@) 
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^H-NMR (300MHz, CDClj): 6 0.96 (t, J = 7.5 Hz, 6H), 1.43 (m,4H). 1.67 
(m.2H), 1.82 (m,2H), 2.31 (s,3H), 3.88 (t, J= 6.6 Hz, 2H), 4.01 (t, J= 7.8 Hz, 
2H), 5.87 (d, J= 7.8 Hz, lH),6.52(d, J= 7.8 Hz, IH). 



1-015> 

6 n-BuNH2^ MBC3CH=C(C02Me)g ^l^'jt^ UBH4-CeCl3" °'''y^X^ 

toluene [J} diglyme ° THF ° 

4)15^ 1-015-02 

i.^^^^j?rs,,/v. i) m-CPBA / NaH2P04 HOv^^;^^^^ 
TTj CH^Cl^ ^ 'XX J 



OHC.^^,;?rs^-^ i) m-CPBA / NaH2P04 HO- 
DMSO/(COa)2 TT ^ . 

EtaN / CH2CI2 ^N'^ a) NaOH aq. / EtOH - y 

n-Bu /7-Bu 
1-015-04 1-015-05 



NaH/DMF CT^N''^^ 

A-Bu 
1-015 

a) P'sdrS/ Ux>-7 ^ > (1-015-01)6!) -^J^S 

>>^7 n/xdpity > (10.36 ml, 0.1 mol) 13 > 1.7'5=-;i/7 $ > (9.88 ml, 0.1 mol) 
i: h;pai> (15ml)^iPx> ^l^^i^-i^-:/ 4A ^AtlfeT^f 

ISL^ BltS?*E^®(64°C, 2 mmHg)b•C^ D '^A^S/ 'J ^ > 

(1-015-01) (12.8 g, 84%)^m^m^'^mt bxwtzo 

^H NMR (300 MHz, CDCI3): 6 0.93 (t. J= 7.5 Hz, 3H), 1.35 (sextet, J= 7.5 Hz, 
2H), 1.58 (quint, J= 7.5 Hz, 2H), 1.61-1.70 (m, 4H), 1.71-1.77 (m, 2H), 2.30 (t, 
15 J= 6.0 Hz, 2H), 2.34 (t, J= 6.0 Hz, 2H), 3.30 (t, J= 7.5 Hz, 2H). 

b) l.:^f-;i/-2-;t=5py -1,2,5,6,7,8-^ :Jp-y-h K D--r V^^ 'J > -S-tl j]/n's>m^ f- 
^l/x;;^?";!/ (1-015-02)0 ^fig 

:/^;i/-i^^D^:^5/iJx>-7 5 > (1-015-01) (12.8g, 83.6 mmol)$i^^v-f 
A (75 ml){C^|?b 120°C iCjjPi^lbfc, d © ^ t> ^ ^> ^ ^ > V D >® 
20 ^5=-;i' (14g, 80.4mmol)CDi;i^7-f A^^S (75 ml)<g: 1 t:^ "C b ^ e> 
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3 i2o»c -esj-s^-e-fc, SJiS^s?£^^^^^ s^^/^^r A§MEE®*u^ m^ti 

f^;i/-2-;r=5pV-l,2,5.6,7,8-'\^-y- 1 YU-^^V^J U > -Z-ft )]/Tf^yWi:^ ^ )\/ 3^7. 
v')V (1-015-02) (15 g, 71%)^niii6i^mMt bXmtzo 
5 'H NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.63-1.78 (m, 4H), 1.87 (quint, J= 6.0 Hz. 2H). 2.57 (t. J= 6.0 Hz, 2H), 
2.73 (t, J= 6.0 Hz, 2H), 3.90 (s, 3H), 4.02 (t, J= 7.8 Hz, 2H). 7.92 (s, IH). 

c) l-:/^;i/-3-b HD:3pi/^5^;i/-5,6,7,8-x h^b KD-iir-dpy U >-2-:t> (l- 
015-03)6D-^fig 

10 l-r^;i/-2-;r^V-l,2,5,6,7,8-'\dp-9-b H P--f V >-3-tl )]/t^>m>^^)^ 

3L7.=r)\/ (1-015-02) (130 mg, 0.5 mmol)^ THF (12 ml)lc:^j5| U^ CeCl3-7H20 
(372.6 mg, 1 mmol)i:7j<^{b*;'i7^i;5=-'i7A (21.8 mg, 1 mmol)^iD;l> ^iS-C 
20:a-M}!^bfco SJi&^St^^M (lN,20ml)<£iP^Sf^xf^;i/ (40ml)-eam^> 

fiaW6^7jc (30 mDfift^ts M7jca^T^^i'>i7A-e$gjibMEEili6ibfeo c:© 
fe^^i?£i^u*'y;i'i:7Dv h</v7>f- (^;^J::>/lf^alf^;^){z•rilSML^ i-:/ 

f^;U-3-b h*Ddpi/>{5^;|/.5,6,7,8-x h vb h*n-l^-:^y ij >-2-it> (1-015-03) 

(80 mg. 68%);&IRe^ftt«ttiMi: b•c^ffco 

^H NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
20 2H), 1.65 (quint. 7.5 Hz, 2H), 1.71 (quint, J= 6.0 Hz, 2H), 1.85 (quint, J= 
6.0 Hz. 2H), 2.52 (t, 6.0 Hz, 2H), 2.68 (t. J= 6.0 Hz, 2H), 4.00 (t, J= 7.8 Hz. 
2H), 4.53 (s, 2H), 7.02 (s, IH). 

d) 1- :/ 9^ ;!/ -2- ;r^V -1,2,5,6,7,8- ^:^-t>-b Y U J \) y -Z-fj )\/if^T }\/=r \L K 
(l-015-04)®^fie 

25 DMSO (0.54 ml, 7.64 mmol)^Jg'fb-»<^l/> (27 ml)lZ^«? b-78'C bfeo 
CO?§tSC3l-^if U;V^D U K (0.4 ml, 4.58 mmol)i; l-:/^;i/-3-b KD Jri/^ 
f-;i/-5,6,7,8-7^ b 7 b YXX-\H-^J U >-2-;t> (1-015-03) (0.9 g. 3.82 mmol)CD 
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m-fb^^l/V^rt (20 m\)^Z(DmmzmTLs $ b U xf-;i/7 5 > (1.33 
ml, 9.55lnmol)&i^^^ -78°C 5 U feMs l^'^ fl^S^^JS Ufco ^MT' 

^ 6(C 20^mJ#Lfe^. KJSStSt^Jgm (IN. 50ml)<£*P^i»^i^;i/ (200 ml) 

x-mm^^s mm^m7i<.mi- h V t7 (somix «isi:tm2k (50ml)■r•^5t^t^ 

hi^7 7^- (>;i/3^>/i^^i5^;i/)t3-c»Sbs i-:^f^;i/-2-;r^v-i,2,5,6,7,8- 

^:^P't?-b KD-:^y 'J V-S-^^l/JjfT^l/T^b K (1-015-04) (0.5 g, 66%)<fc^||feta 

NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 
10 2H), 1.68 (quint. J= 7.6 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint. J= 
6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 2.76 (t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 7.76 (8, IH), 10.34 (s, IH). 

e) l-:/^;U-3-t KD^rS^-5,6.7,8-x h7 h KD-l.ff--:^r.^ >-2-:r> (1-015-05) 

15 i-:r?- ;i'-2-;i-^v-i, 2,5,6,7, s-'v^tft h'D-^r>' U >-3-:*»;i/7ii7;V7='t H (i- 

015-04) (160 mg, 0.69 mmoO^i^-fb^ 1/ > (10 ml)fC:^^U> NaHzPOi'H^O 
(190 mg. 1.38 mmol)i:p< ^ ^ D aUgf^*® (237 mg, 1.38 mmol)*ilQ ' 

x so^mnbtdo ^f^miz 5%9-:tmm± h v ^ ATkmm (20 mD^m^mm:^ 
{50 mi)xmm'^. mm mmykmi-vvtp I. y^mwi (20 mi)^ mm-ki^yk (20 
20 mi)xm^. mMm-^^^-i^^^x^rnvmBmrnbtzo ^m<&x^y-;u (5 

ml)C^g»Pbx Ti^miti- h V ATk^m (2M, 0.35 ml, 0.7 mmol)*Jnits MT? 
30^«}$LfcoKi!fe?gt#mK (0.2N, 7ml)?&linitSI®xg";i/ (25ml)■e^flt^i^^ 

tain:feJS* (10 mi)-c-i5fc?f. ^*a^vi^^i/ii7A-e|gJiLMff?gilibfee 
nfc^«S$/';:*7y;i'^Dv hi^7 7>f- (h;i/x>/B^^x5^;i/)};:T)ltiibs l- 
25 :/f-;v-3-b Hn^$/. 5,6,7,8-7^ h^t Kn-i^-^y U>-2-;t> (1-015-05) (82 

mg, 5i%)^mn^f^B t Lxmz o 

'H NMR (300 MHz, CDCI3): 6 0.97 (t. J= 7.5 Hz. 3H), 1.42 (sextet, J= 7.5 Hz, 
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2H), 1.60-1.74 (m, 4H). 1.83 (quint, J= 6.0 Hz, 2H), 2.50 (t, J= 6.0 Hz, 2H), 
2.62 (t, J= 6.0 Hz, 2H), 4.02 (t, «/= 7.8 Hz, 2H), 6.57 (s, IH). 

f) 3-(^>y;r*-y-y-;i' 2-i';w;t=^$/)l.:/f-;i/-5,6,7,8-7^ h 7 k K D-i.ff'-:^^y 
U >-2-;t> (l-Ol5)0-&^ 
5 l->'f-;i/-3-t HD:^r$^.5,6,7,8-x h 7 h K O-l/f-df y U >.2-*> (1-015-05) 
(10 mg, 0.045 mmol)<£ DMF (1 nil)lC^PU^ 7Jc^'^b:^ h "J -t? A (60% oil 
suspension, 2.7 mg, 0.068 mmol)*iD^^^a'T? 5^S[U<Mf^l/fco ^IC^rftfC: 
DD'O^/^t^-y-y-;!/ (7.7 ^l> 0.068 mmol) iD ^ ^ ?g T- 20:9-^ J^, U.% 
(IN, 3 ml)<£JP;ii^^xf-;i/ (8 ml)-Cjfttb^. fiaSl^Ji7jC (4 ml)T- 

^Dvh;^^^'^ - (^;l/x>/|f^x5^;l/)(^r)^iS!U^ 3-('<i/v^3|-dp-th\/-;i/ 
2-'f ;V;r^i/)l-:?'5^;V-5,6,7,8-x h V t F D-lir.:3ry i; >-2-;t > (1-015) (12 
mg, 79%)^^Sfel&*i: b-Cfffeo 

»H NMK (300 MHz, CDCls): 6 0.94 (t, J- 7.5 Hz, 3H), 1.40 (sextet, J= 7.5 Hz, 
15 2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J = 
6.0 Hz, 2H), 2.58 (t. J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 
2H), 7.16-7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, 
J= 6.9 Hz, 2.4 Hz, IH). 

20 <%%'S^ 1-0 17 > 




Br 



a) l-(2-:/D^ 7 Ji;^Nf^;i/)-3-^ y^^yl-M^) H> (l-017-01)CD-&fig 
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2-034-02 tmm^bX'^^Ltz (44%)o 

NMR (300 MHz, CDCI3): 6 3.22 (t, J= 7.3 Hz, 2H), 3.83 (s, 3H), 4.21 (t, J= 
7.6 Hz, 2H), 5.96. (t, /= 7.3 Hz, IH), 6.60 (m, 2H), 7.07-7.22 (m, 3H), 7.55 (d, J 
= 7.6 Hz, IH). 

5 b) l-(2.^D^7x^5^;i/).3-t KD:Jri/-2-l^ U b'> (l-017-02)CD-&fig 
1-004-08 illH^Jc: LT^JSKLfc (100%)o 

^H NMR (300 MHz, CDCI3): 6 3.23 (t, J= 7.3 Hz, 2H), 4.23 (t, J= 7.3 Hz, 2H), 
6.02 (t, J= 7.0 Hz, IH), 6.57 (dd, J= 7.0, 1.2 Hz, IH), 6.78 (dd, J= 7.3, 1.8 Hz, 
IH), 7.08-7.14 (m, 2H), 7.18-7.23 (m, IH), 7.56 (dd, J= 7.0, 1.2 Hz, IH). 

10 c) 3-(^>^./;t^i?-v'-;i/ 2-<;i/;i-^>>)-l-(2.:/n^ 7x^^;i/)-3.k KD:^i^- 
>J Y> (l-017)CD^fife 
1-015 tT-&SS,Lfe (70%)o 



<^mm 1-018 > 



15 




a)3-p( 6,7-i^h KDl^U K[2,l,a]-1' Vdpy U >-4-;r > (1-018-01)® ^Jt 

l-(2-:?'a^ 7 a:;^>f-;i/)-3-^ Y^iy 2-lfU H> (1-017-01) (100 mg) CD DMF 
(4.0 ml) ^©-e Pd(dba) • CHCl3(30mg), Et4NCl (54 mg), RV^^^tl 

'j-j^A (67 mg) ^m^tco 120 "Cf 3 ^^tijf b fe^ , ^ii^g^b, 

«^nvh^7v7^ - (b;i/i>/7H2 h> = 1/1) -pJiM-rsc: ii{c J: D 3-^ h 
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6,7- t^t Kai^U K[2,l,a]>r V:^-^ U>-4-;r> (1-017-02) (50.6 mg, 69%) 

NMR (300 MHz, CDCI3): 6 2.97 (t, J= 6.4 Hz, 2H), 3.88 (s, 3H), 4.34 (t, J= 
6.3 Hz, 2H), 6.64 (d. J= 7.9 Hz, IH), 6.74 (d, J= 7.9 Hz, IH), 7.23-7.34 (m, 3H), 
5 7.64-7.67 (m, IH). 

b) 3-t K D dp >>-6,7-i^ t K D >J K [2,l,a]'f V ^ ^ U > A-t > (l-018-02)CD-& 

1-004-08 t {d 0 T ^fiJt U fe (98%)o 

^H NMR (300 MHz, CDCI3): S 3.00 (t, J= 6.6 Hz, 2H), 4.35 (t, J= 6.6 Hz, 2H), 
10 6.71 (d, 7.8 Hz, IH), 6.93 (d, J= 7.8 Hz, IH), 7.24-7.34 (m, 3H), 7.64-7.68 
(m, IH). 

d) 3-('0^>r:t^1J-V-;U 2--f ;i/:t*i/)-6,7-i;t HDl^ U H [2,l,a]'f V dp y U > 
■4-^> (1-018)0-^^)4 

1-004 illql^fc: fife bfc (47%)o 



15 



< ^ Jig 2-004 > 

O^'^N'^Me toluene S-^N-^Me s^N-^Me 

nBu nBu /.gu 

1-004-07 2404-01 2-004-02 



Me 



XX 

NaH/DMF S N Me 

nBu 
. 2-004 

a) l-7'5^;i/ 5, 6-i^^5=-;i/-3-p{ h 2.f-3f - tf U F> (2-004-01)0^^ 

l'y^JU5, 6-t^^ f-;i/-3-^ h=^S>'2-t:'J K> (1-004-07) (222mg)S O - V 
20 >iSlil(502mg)lC h;Ux>(8ml);^JtI^i?.S}b> g^^sS*^ ^ifiS«IS*ff o e 7 

^la^s R;&ig^«&{::p<^y-;i/(25mi)?&in;?. ^fi^J$L> i^i!8^> ME®* 
tfeo ^S(0.80g) ^u—j'^-tjy AB-Ci^ V u-^ h(h;i/Jc>-5' 
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-b h >(4:l))<&1f V^> l-l/f-;!/ ;>< ?-;i/-3-;>« V^i^ 2-^:t-t:U K> (2- 

004-01) (177mg, 74.1%, W,}^ llM12'C)o 

»H NMR (300 MHz, CDClg): 6 1.00 (t, J = 7.2 Hz, 3H), 1.43-1.55 (m, 2H), 
1.70-1.95 (br s, 2H). 2.22 (s, 3H), 2.46 (s, 3H), 3.89 (s. 3H), 4.90 (br s, 2H), 6.54 
5 (s, IH). 

b) JV-l-y^f-;!/ 5,6-i^^f-;U-3-h KD:^rS/-2-?-;r-t:'; K> (2-004-02) 
1-013-10 tm^iZ^O ati::^^^ 2-004-01 (170mg)A^A, l.:r5^;i/ 

5^;i'-3-b H a:3p>>.2-^:t-li U Y> (2-004-02) (118mg, 74.2%, 81-88'C). 

^tf fee 

10 »H NMR (300 MHz, CDCI3); 6 1.02 (t, J = 7.2 Hz, 3H), 1.45-1.57 (m, 2H), 
1.70-1.90 (m, 2H), 2.21 (s, 3H), 2.45 (s, 3H), 4.72 (br s, 2H), 6.87 (s, IH). 8.44 
(br s, IH). 

c) 5,6-^:y?^^)P-3-0-(^>y(:t^V-V-JV 2--( }V)-2-^^ ^} K> (2- 
004) 0-&^ 

15 lllfi«»J 1-004 i:lll^K:fT-5 diitcJ: !5x 2-004-02 (ii8mg)*> 6 i-:^f--'U s.e-i? 

p<f-;i/-3-0-(^>X:t^-y-\/-;i/2-^';U)-2-5^;t-tf U H> (2-004) (84mg, 45.9%, 
ill;^ 185-187°C)?S:tf feo 

mmm 2.ooi~^3iB«aj 2-013 mmm 2-004 t^^fc-^^ufe, 

20 <^3iS^J 2-014> 

a) 2-3- ^•-3-/^'f HP^Sri' 6-P<^;i'liUi?> (2-014-01) ©-^fig 



5-A-r HD:3p$/ 2-y5";H:r'Jt^>(l-014-01) (36.11g){C^M V (68.0g) *3 




2-014-03 
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(siomDtm^xmuizxmnmmLtz'^. B^m (ii7g)s 3tp<hi3v^ 

A (H7g)43 cfc IJ^* (810ml)<fc !9 ^^2)?^r^^ 35 ^gbTiiTbfco SiiSr^tctfUi 

bx < ^mn&<D^^^ ^m. mEE.^mvx 2.3- k }^u^i/ 

Vi^y (2-014-01) (34.1g. 43.9%, BlJ^ 187-190°C)<£?f fco 
5 ^H-NMR (300MHz, CDCI3+CD3OD): 8 2.45 (s,3H), 6.46 (d, J= 6.9 Hz, IH), 
7.02 (dd, J= 6.6, 1.5 Hz. IH) 

b) 3-'N-< YU^i^ 2-B-Y l,6-i?;?<5^;i/-lf U i^-i^/A a-S^ K (2-014-02) CD 

2-3- H S-'N'f b'Ddf^i/ 6-^ 9^;H:^ U > 835mg *3«tl>"3 
10 - H^^> 3ml tAJix 130'CT- 4 l80°C-e ll^^SJtBbfeo 

\tmm^mL 1.42gCD S-^nW KDdpJ/2-3-K 1,6-S;^5^;i/-1^ Ui^ri^zA 3- 
h* (2-014-02)$ff fco 

c) 1, ^;^-3-/^-f K D dp 2-f-;iJ- tT V K > (2-014-03) 0-&fig 

3.;N'f KD 2-3- H 1,6-i;^ f-;W-h: U i^-t? A 3 — S^K (2-014-02) 

15 (852mg) t h Uxg^;i/7'5i/ 457mg*5iTJ«T-fe h-b y;H0mlJ;t))5:;S^it{Cx 

i.3.i^y ^iimg^mt 2mmmmLtzo mjs^^ l i> u * 

D V h(n-^^-y->'-g^^i9^>'l'{c:T^a)§fTlr^ 279mg® 1, 6-^^^ ?-;i/.3-^N 
KP=^>> 2-^:tt'J H> (2-014-03) ^f#fco 

'H NMR (300 MHz, CDCI3): 8 2.47 (s,3H),4.12 (8,3H), 6.53 (d, «/ = 8.1Hz, IH), 
20 6.95 (d, = 8.1Hz, IH), 8.35 (br s, IH). 

d) 3-(^>'J:t^1}-'J—)l2--(}U:t^i^)-l,G-i^j('^JU-lJI-}:fVi^>-2-'^t> (2- 
014) (O^m 

l,6.i^;< f-;i/-3-A'l' HD^ri/ 2-f:;tt:U Y> (2-014-03) (157 mg)^ DMF 
(3ml){Z^*^U 60%7jc^'fb:M^ 'i?^ 52mg ^iD;lT^Stc:T 7 :9-S>C&^ -frfeo 
25 COS/iS^St 2-^ D P'^i/l/ji-^^-y-V-^U (184 mg)<£ DMF (0.5 ml) {3 T ^5fe^r^3i 
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uuts)]yA^ \)nmm^no ztiz^t), 3-(^>v:t^V''j-)v 2-^ 

'j i'>-2-f-;t > (2-014) (182 mg, 66.8%, M}^ 245-247°C) 



2-015s 2-018^ 2-026> 

n-BuO. 



n-Bu0.yr\ Uwesson'a reagent BBra/CHgCIa ,^ °y^ 

n-Bu ""^ n-Bu 

NaH/DMF „ S^N^Me 

A-Bu 

a) l-y^;i/ 3-:/^;i/-6-^ ^;i/-2-'5^;t K >(2-026)O-&^ 

i.:?'g^;i/ 3-:;^5^;v-2-t >; K > (i-oi4) (8.91 g){;|g^ h;i/x> (200 mi){c?§A^ 
ba-vyu.m (19.41 g)&Jn^^^^^Ta?^bT a.s^^sjiS^-B-fco SJE^ 
10 p<^5^ (80ml)*^)p^■c^M^3T^ i.5^Mmj*tsjiSigsiiiii-So aiss 

3-y5^;i/-6-^5^;i/-2-5^;tt U K> (2-026) (12.97 g)^^#^ t 5 d i; ^ < O 

^H-NMR (3G0MHz. CDCI3): 5 0.94 (t, .7^= 7.5Hz, 3H), 0.99 (t, J= 7.5Hz, 3H), 
15 1.46 (m, 4H), 1.87 (m, 4H), 2.50 (s,3H), 3.98 (t, .;■= 6.9Hz, 2H), 4.75 (brs, 2H), 
6.40 (d, J= 7.8Hz, IH), 7.80 (d, J= 7.8Hz.lH) 

b) l-:/^;i/ 3-J\^ l*DdF-i/ 6-p<^;i'-2-5^;ttf U F >(2-018)CD-&jgg 

i.:^^;)/ 3-rf-;i'-6-^5^;i/-2-^;r hTU H> (2-026) (i2.97g)?&|g*i^'fb->< 5^ 

> (200 ml)C^*» L 1 mmol/ml (D=:^'fb*'i7^-^'fbp< 5^ b >j§?S (5.6ml)^f9) 

mT>'e:~Ti;LX pH 8-9 i:b^OD;^;i/A(CTWiaiN ISjfB:t^7JcfCi5fe^bT;i' 
$ :^(l50 g)<c»*7A<&i® b$ 6t:^nDJi>;i/A{C'r^tBbfco ;r i'>i^effl?St^ 
i^il UT l-y^)]/ S-ZN'f KDdr>> 6-;>C^;i/-2-f-;tt:iJ K > (2-018) (5.439 g, 

106 



wo 02/053543 PCT/JP01/n427 

'H-NMR (300MHz, CDCI3): 5 1.02 (t, J= 7.8 Hz), 1.50 (m,2H), 1.85 (m,2H), 
2.51 (s,3H), 4.66 (br s,2H), 6.49 (d, J= 7.8 Hz, IH), 6.91 (d, J = 7.8 Hz, 
lH),8.44(brs. IH). 

5 c) l-::^f^;i/ 3-('<>X;tdp"t)-V/-;i' 2-<;i/)-:t=5pi'-6-^f-;i/-2-^;i-tU H> 
(2-O14)0^5g 

l-^^;i/ 6-p<f-;i/-2-5^:t U H> (2-018) (113 mg)*^*S 

DMF (1.1 ml){C^gA»tv dCDttJK: 60%7k^<b± h U >i;A(36 mg)5&i)Q^T^ia{3 
r ZQ^^^\ut:^^2-^X2n^y^JiC^^')-)V (112 mg)<&;!jD^ 21^^ 40;9-SJi£; 

10 Ufco K^S^^zK (20 ml){c:ip^|f^xf-;i.(30 ml){::"C 2 |Hl^^aib^ *«^{*IS 
pv b{::-C)itiiU> x-x;i/J; t)fl«§MU-t i-rf-;i/ 3-('^>X;rdp-y->/_;i, 2- 

W;i/)-;t='Pi/-6-p< ^;i/-2-^;ri^ U H> (2-014) (117 mg, i!^ 125-127.5'C)^|f 
15 IIJI^^J 2.015'-|ia6«?!l 2-029 tt. lli!5«^J 2-014 CJjSSil tfe;:&SfI-C^^ bfc. 



2-034> 



nBul/NaH , ^j] Uwesson-s reagent^ " ^^^y^ 

J^N-^ DMF S^N-^ toluene S^xT 

^ nBu ;,Bu 

^-OS*^"" 2-034-02 ^NMea 2-034-03 

HO un 1 1)Mel/CH2Cl2 l"® 

Py.HCI MezN^NMeg^ jll ^) ^^^3 ^ , Jj] 

S'^^N aOH S'*^N 3)NaOH/MeOH s**^N 

nBu nBu nBu 

2-034-05 2-03WI6 

Me 



NaH / DMF „ , 



«»M Abu 



a) l-:/5^;i/.3->{ h=JP'> 2-l:iU K> (2-034-02)CD-&fiK 
20 3-^ \-^%/ 2(lJ3)-tf U K> (2-034-01) (5.0 g) © DMF (40 ml) ^^Std, 

•e7Jc^'^b:^ h u (60%wt, 2,2 g) ^in^fce 20^mjf ufe^, 1-3- K>^^ 
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5 ^WL^-&iJ^ hi^ u-^ Y^^y -i- (h;i/3^>/T-fe h> = 4/i) nm^t^^t 

(CJ; D l->^5^;V-3-^ h^i/ 2.t:iJ K> (2-034-02) (6.7 g, 93%) tift^RtlMi: U 

NMR (300 MHz, CDCla): 8 0.93 (t, J= 7.2 Hz, 2H), 1.30-1.42 (m, 2H), 
1.68-1.78 (m, 2H). 3.81 (s, 3H), 3.97 (t, J= 7.2 Hz, 2H), 6.09 (t, J= 7.2 Hz, IH), 
10 6.59 (dd, J= 7.2, 1.5 Hz, IH), 6.88 (dd, J= 7.2, 1.5 Hz, IH). 

b) l-:/f-;i/-3-^ bdpj/h:Ui^>-2-?-;r> (2-034-03) 

i-rf-;i/-3-^ h^^es/ 2-t:u K> (2-034-02) (6.4 g) (Dh;i/x> (150 mi) S 

WL\z.u~vymm (i6.8g) ^jnx., io^jimufco 3^^M}f ut^, ^^a-c-^ 
(100 ml) <£inx., ^ 30^mi* Ufeo ^ET-e^ig?&®*bfc^, 
15 7jc, ;svifmj^^;i/<^iD;t^«*B?&^siL, 7j<ffi&if®a^^;n? 3 mjamufeo 

(h;i/a:>/T-fe h> = 4/1) -OPSt-Sc: i:}; J; ?) i-7'?^;i/-3-^ h:^i/KUi;>- 

2-9':t> (2-034-03) (5.6 g, 80%) ^^ft^^ttlS t Tff feo 
20 ^H NMR (300 MHz, CDCls): 6 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 1.84- 
1.94 (m, 2H), 3.92 (s, 3H), 4.62 (t, J"= 7.6 Hz, 2H), 6.61 (dd, J= 7.9, 6.2 Hz, IH), 
6.69 (dd, J= 7.9, 1.2 Hz, IH), 7.38 (dd, J= 6.2, 1.2 Hz, IH). 

c) l-:/'5^;i/-3-t K D^$/l^ U i'>-2-5^3l-> (2-084-04)©^fig 

1-3/5" ;i/-3-^ V^i/\±^)V>-2-=)--t> (2-034-03) (1.4 g) \Z \1 ^) y m^M. 

25 (3.6 g) -^mxtzo 190 "C-c 4o^mf*bfe^, tK, 2fctJ^ii^^i^;i/*in^^t^ffi 
^J^laf^:t^7kT•^5fev^, ^«7kit^vi^^i^>i7AT-^^ib>feo ^i^^iiETT-gs-r 

108 



wo 02/053543 PCT/JPOl/11427 

?>ztiz^\) f-)V-3-h H a + 1 U i?>-2-^:^> (2-034-04) (1.02 g, 78%) 

NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.3 Hz, 3H). 1.43 (m, 2H), 1.91 (m, 
2H), 4.53 (t, J= 7.6 Hz, 2H), 6.66 (dd. J= 7.6, 6.7 Hz, IH), 6.97 (dd, J= 7.6, 1.2 
5 Hz, IH), 7.34 (dd, J= 6.7, 1.2 Hz, IH), 8.61 (br s, IH). 

d) l-:/5^;p-3-t HD:^5/-4-(iSr,jV- J^p< 5=- 5=- ;i/)t:';i'>-2-5^;t> (2- 
034-06) CD-&fi& 

i-:/f-;i/-3-t h'D^i/t: U $;>-2-f-^> (2-034-04) (i.o g) 0 io%^2k3i^ 

y -)V (20 ml) mm^Z , giST' N,N,N',N'-7- h ^ ^ ^ J]/i^ T ^ y> ^ > (1.70 g) 

10 tiM^tzo 75 °c-^ 24mmmnLtz'^, mmTt^mm^'s^t ^ z t\z^ i.y 

9^;i/-3-t Y^^ty-4-(N,N-i^j(^)]/TKJ^f-)l)\iVi>>-2-^:ty (2-034-05) 
(1.3 g, 95%) ^^^^ntLXmzo 

»H NMR (300 MHz, CDCls): 5 0.99 (t, J= 7.3 Hz, 3H), 1.39-1.47 (m, 2H), 
1.86-1.93 (m, 2H). 2.29 (s, 6H), 3.48 (s, 2H), 4.51 (t, J= 7.3 Hz, 2H), 6.87 (d, J= 
15 6.7 Hz, IH), 7.32 (d, J= 6.7 Hz, IH). 

e) H Ddp.>>.4.^ ^;i/tr 'J y >-2-5=-5j-> (2-034-06)CD^fie 
l-^5^;p-3-t H Xi^i^.4-{N,N-P^^)\/T J ^ f-;p)t y v >-2-5^;r > (2- 

034-05) (1.0 g) CD^-fb^tf^l/V (20 ml) 3 - K ^ ^ > (2.1 g) 

ia^fco 1 i^F^mfiibfc^, MffiT-e?§jiS@SUfco (20mi), 

20 ;Rt^• h IJ 7 a:-;i';i^;^7 ^ > (1.6g) ^JPxfco 75 'C-C 20^P^^js|iLfc^, 

JET-t^i^*®*b}feo JJil::, ^iit^^y-;!/ (lOml), St)^ l^S^K^-fb:*- h 

ue^A^k^M (8 ml) sjo^, ^ 60 "CT- 2 i^ramjtufco w.^T-xmwk^ 

= 4/1) filSI-rsc: iitcj; t) l-r^;i/-3-t K D:^ri^-4-^f-;i/bf U i^>-2-g^;^-> 
25 (2-034-06) (0.57 g, 70%) bt^fco 

^H NMR (300 MHz, CDCI3): 6 0.98 (t, 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 
1.84-1.94 (m, 2H), 2.25 (s, 3H), 4.50 (t, J= 7.6 Hz, 2H), 6.55 (d, J= 6.7 Hz, IH), 
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7.25 (d, J= 6.7 Hz, IH), 8.67 (s, IH). 
(2-034) CD-^fig 

l-:7^;i/-3-t H D :*-i/-4-;< ^;Vt: U i^>-2-5^3}-> (2-034-06) (50 mg) 0 
DMF (1.0 ml) mmz, MML-^-^^Wj-f Y^)t>h (60%wt, 15 mg) t:*P^fco 20 
2-^ D D'>t>\/;f (85 mg) SiJQ^, ^ {C 75 'C-T 17 

l^^mj^tfco 7jc Sin ^SJiS^f^Jhb fern. }iiSE*@5feUfeo ^^{cfigjBi^^bT 

(h;U:r:>/7H2 h > =4/1) 5 CI J; ») 3-('^> ^^tT ^-y-^/-;!/ 

2--r;i/:t=3ri')-l-:^f^;i/-4-^ f^;Vtf JJ i;>.2-f-;t > (2-034) (73 mg, 92%) ^ 

Hfi^^i: bTff fee ^te)nfci^*?fe$ e>{c:#iiigffi (m-fb^^^-i^v-ji-x;!/) 



2-035> 

O^N-^ ElOH O N 3)NaOH/M80H O^N-^ 

H " H 

2-034-01 2-035-01 2-035-02 

Uwesssorfs reagent ^^^^^^'^^nBul/ NaH M^O^^^^^^Me ^^^^^ HO^^j^v^Me 

toluene ^ ® DMF S'^W 

nBu nBu 
«««W4 »>3»B 

NaH/DMF S'^^N 
2-035 I 

nBu 

a) 5-{N.N-i/;< ^)\/T XJ^ ^;i/)-3-^ h ^^ri^ 2(lJ?)-ti 'J b* > (2-O35-Ol)0^fig 

3-;>< h 2(liO-l^ U K > (2-034-01) (5.0 g) 0 10%^7Kx^ y (150 ml) 
mmz, Wi^-^N,N,N',N'^=f\-=7)f^^)],^^TXJ^^y (54ml) :£;!in^, ;!j0^ji 
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p V b ^7 7 - n y ~;i//7K = 6/4/1) t?:l^t 5 d J; t) 

5-{N,N-^J :f.^)VT ^ y ^ 5^;i/)-3-^ h 2(li?)-lf >; H > (2-035-01) (4.5 g. 

53%) SrSttifelHi: b-c^feo 

NMR (300 MHz, CDCls): 8 2.21 (s, 6H), 3.17 (s, 2H), 3.87 (s, 3H), 6.86 (d, J 
5 = 1.8 Hz, IH), 6.90 (d, J= 1.8 Hz, IH). 

b) 3-.?< V-^i/ S-^^)]/-2{lH)-\^^) K> (2-036-02)£O^fifc 
2-034-06 LT^^Lfe (71%)o 

'H NMR (300 MHz, CDCls): 6 2.11 (d, J= 1.2 Hz, 3H), 3.84 (s, 3H), 6.62 (d, J 
= 2.1 Hz, IH), 6.80 (dd, J= 2.1, 1.2 Hz, IH). 

10 c) 5-.;<5^;i/.2-t:u h> (2-035-03)0 ^J5g 

2-034-02 hnm\ZLX'^^htz (63%)o 

^H NMR (300 MHz, CDCls): 6 0.94 (t, J'= 7.3 Hz, 3H), 1.29-1.42 (m, 2H), 
1.66-1.76 (m, 2H), 2.08 (d, J= 1.2 Hz, 3H). 3.80 (s. 3H), 3.92 (t, J= 7.3 Hz, 2H), 
6.45 (d, J= 1.2 Hz, IH), 6.65 (dd, J= 2.1, 1.2 Hz, IH). 
15 d) l-:/f-;i/-3-;>{ h=3pi^ 5-;'<5=-;Hi U y >-2-5^:t> (2-035-04)© 

2-034-03 tnm\^Lx -^m t fc (ioo%)o 

^H NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.4 Hz, 3H), 1.35-1.48 (m, 2H), 
1.83-1.93 (m, 2H), 2.21 (s, 3H), 3.91 (s, 3H), 4.59 (t, J= 7.7 Hz, 2H), 6.55 (s, 
IH), 7.21 (s, IH). 

20 e) l-T'^^'-'V-S-t h*D:^i^-5-;><?-;i/trU i^>-2-^;t> (2-035-05)0 ^fig 
2-034-04 i: II ^ t U T -g-fig U (76%)o 

'H-NMR (CDCls, 300 MHz): 8 0.99 (t, /= 7.3 Hz, 3H), 1.37-1.50 (m, 2H), 
1.85-1.95 (m, 2H), 2.19 (d, J= 0.9 Hz, 3H), 4.49 (t, J= 7.6 Hz, 2H), 6.86 (d, J= 
1.2 Hz, IH), 7.16 (dd, J= 1.9, 0.9 Hz, IH), 8.55 (s, IH). 

25 f) z-i^y^jTlr^^^;—)]/ 2-'f J')-i-7'f-;v.5-^ 1 U i^>-2-^:t > 

(2-O35)0-&fig 

l-:/5^;i/-3-b F D dpi/.6-^ 5";!/ 1 y i;>.2-5";r > (2-035-05) (300 mg) O 
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DMP (6.0 ml) f^mi^, ^U-^Tkmibt h 'J "i? A (60%wt, 79 mg) 4*n^feo 20 

^mnbtz^^, 2-'i; UU^yV-t^V-'J-)l (432 mg) <&JDX., ^^iC^i^T- 2 

7^ - (h;i/ai>/T-lr h > =4/1) -eiHStSC iiic J; t) 3-(^>y3^:3e-9-^;-;i^ 

2-'f ;i/:^-:^-5/)-l-r5=-;i/-4.^f-;i/l^ ij j;>.2-f-/r> (2-035) (372 mg, 78%) 
10 D)li^bfeo 

ussfi^j 2-o3o~iij6ifi»j 2-037 tt. mmm 2-034. 2-035 i:iii^t-&j^bfco 

3-003> 

ONa 

H' 



3-003-01 

KOH 



NC-^COaEt ^"^ ' ' NC-^CONHEt ° ► X 

3.0(^2 rjNH/AcOH/DMF O N Me 

Q Et 3^.0034)3 

""^yV*^" PyBop/iPraNEt ^^^^f^^K^^Me 



EtOH-HzO O'^'-N^Me BnNHa/DMF '^^sx' o**^N^Me 

3-003 Et 



3-003-04 

a) N-3Lf-)l i^yjy-b^^ H (3-003-02) 
15 ai^)Vi/T>fT-^^—V (3-003-01) (11.31g)(C:g?amistJTN 70% 5 

15^Sgb 32~37°C-e^f ofco ^CDt* 9 -«6M«mbfeo S 

Bs S/iKIS^MfiEW* bfco ^l?>nfe^lfe^l^4^^(11.93g)^Cx-7^;K20ml) 
i:n-'\^-t>->(10ml)i&iP^. ;^^>i^fei^^?£5mb N-sl^jv J7^^ X 
20 H (3-003-02) (9.05g, 80.7%, ife^ 54-59'C)<fe If feo 

NMR (800 MHz, CDCla): 6 1.20 (t. J" = 7.2 Hz, 3H), 3.81-3.40 (m, 4H), 6.22 
(br s, IH). 

112 



wo 02/053543 



PCT/JP01/n427 



b) l-xf-;i/ 3-5/7'y-5,6-S^-j<f-;i/-2-l^ U F> (3-003-03) 
2-;^^)V-3-:t^Vy^i--)\^ i- W!7 l,t^ (3.18g)i: iV-x5^;i/ 

K (3-003-02)(2.243g)S DMF(20ml)C{®® ^M^J^Tx if K(1.49ml). 

i^i^-rif^>ji^>(o.40mi)sia^Anx iss'cm^f^-^mwMm^n^t^io smm 

(15ml)-e 3 miSfeJtbx l-x^;v 3-S^7y -5,6-S^>< f=-;p.2-tf U K > (3-003-03) 
(3.38g, 96%)^^&mBt bXntz. 

NMR (300 MHz, CDCI3): 8 1.33 (t, J = 7.2 Hz, 3H), 2.13 (s. 3H), 2.43 (s, 
10 3H), 4.19 (q, J = 7.2 Hz, 2H), 7.59 (s, IH). 

c) 1-X5^;b 3-*;i/#:^S/-5,6-S^p<5^;i/-2-t;U Y> (3-003-04) 
l.:n^;i/3.i/Ty-5,6-i?p<f-;i/-2-t y K> (3-003-03) (3.37g)$ 80% x ^ ^ - 

)i{65mi)izmmLs 7mit:i3v^i> (7.96g)^iin^. mmmm^. io2'c?ft^gttJ-t 

15 (50ml)*iD:lx SK^^^i^^s ISi: d b2kS§*?^Ts mMM (13ml)<lri)D^A 
tis tffHJ bfcJisS^^^^ b^^7J<-C•^56#b^ l-xf^;i/ 3-:*;W4t:^ri/-5,6.i^^ 5=-;i/-2- 
l^U h*> (3-003-04) (2.734g, 73.3%, ife;^ 164-165*C.)5£S±felgS t bT^fco 
>H NMR (300 MHz, CDClj): 8 1.38 (t, J = 7.2 Hz, 3H), 2.20 (s, 3H), 2.49 (s. 
3H), 4.28 (q, J = 7.2 Hz, 2H), 8.28 (s, IH), 14.73 (br s, IH). 

20 d) l-x5^;i/.2-;<|-=^V-5,6-i^^?-;V-l,2-i/*t h'DbfU 3-*;^J^*>^ 
7 5 H (3-003) 

l-xf-;V 3- * ;i/ 7)f ^ i/ .5,6- 5^ ;i/ -2- If U K> (3-003-04) (195mg)?£ 
DMF(3ml){3?§|f bx P )17 K > iO-llml)^ V 7" P t 5^ ;U T ^ > 

(0.35ml)s ^I^-Q^yj V ^}7'J-)V ^) 7.-\^tiifV y ■t^T.n-^-^ 

25 dF-t?-7;i/S}-D4^;^7x'f h (PyBOP, 624mg)?&jHlX. Atl> mM^Jf^fj^fco 11^ 
|g|^> S^&?R*S^^x^;i/"^#iRbs mK7j<^?g-e 2ID^5t?f^b> ill^TSW7Jc^ 
^S2li]?5fe#bs Mi-7ki5t 1 !lIfTV^iS^v^^^i/>^7AT-^^^x MffiSSbfeo ^ 
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^(0.40g)*i/y*^^;l/*5Z»^DT ^(30g, ^ D D Ah;i//»):&ff l-x5^;i/.2. 

003)®^^(259mg, 91.1%)S^, IS^b^ 5^ V V/n-'sdf^lt^-eSiiSS bs lifte^i-^K 
^(207mg, 72.9%, ifeiS 117'C)S^fco 
5 Hil^^J 3-OOl~^SS0>J 3-036 (±s HM^Il 3-004 hPiat-^figUfeo 

<MMm 3-067, 3-068s 3-069> 




a)2-t FD:^i/::inf^>i? ^^JVj^T.t')]/ (3-067-02)CD-&fig 



10 2.t KDdf-J/-3f^>K (3-067-01) (50 g) (D^^>'-;P (500 ml) ^ 
M-eaim^ (15 ml) , ;RtJ«h;i/x> (lOOml) %Jn^fco ^ ->7,^-'!7mm 

jibfc^> *ffl<&i^ Dn7h;PAt? 3EltSttJb> Myyimm-r ^^.i^ o i,-c^mLtzo 
15 ?g^i^MiET-e@^-rs 3 ^{C J: f) 2-t K D^$/:^r2f->^^ (3- 
067-02) (46 g, 84%) *efeS#:i;br^fco 

»H NMR (300 MHz, CDClg): 6 3.92 (s, 3H), 6.45 (dd, J= 7.3. 6.4 Hz, IH), 7.78 
(dd, J'= 6.4, 2.4 Hz, IH), 8.29 (dd, J= 7.3, 2.4 Hz, IH). 
b) 2-b: KD^t/-5-3- h*^n5^>^ ^ ^ ;i/ x ;^ x ;i/ (3-067-03) fig 
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2-h Ytl^i^~=l^>m ^f-)V3^7.y^;V (3-067-02) (20 g) ©Jtl-fb^^l'V 
(500 ml) ^miZ. ^jgT- N-3- 5 K (NIS, 38 g)<&Ja^. APl^ji^S 

Lfco lei^F^ggi^f Lfe^v ^ii<£@*usS{cif^x^;t/ (200 ml) ^ 

5 i^-S-B-Y-zi^ym. ^^;i/x;^7';i/ (3-067-03) (30g, 81%) 

>H NMR (300 MHz, CDCls): 6 3.97 (s, 3H), 8.33 (brs, IH). 8.43 (d, J= 2.4 Hz, 
IH). 

c) i-7'^;v-5-3- H 2-;tdpv-i,2-$^ t h* n t 'J 3-pb;i/5j^>M 

10 ;i/ (3-067-04) O^jgg 

2- 034-02 tlil ^ Kit -C-^^bfe (89%)o 

*H NMR (300 MHz, CDCI3): 8 0.96 (t, J= 7.4 Hz, 3H), 1.31-1.44 (m, 2H), 
1.69-1.79 (m, 2H), 3.90 (s, 3H), 3.94 (t, J= 7.4 Hz, 2H), 7.71 (d, J= 2.8 Hz, IH), 
8.24 (d, 2.8 Hz, IH). 
15 c) l-:r^;i/.5-3- H 2-:t^V -1,2-5^1: Yu\fVy> 3.*;i/7i^>i? (3-067-05)® 

3- 003-04 tmrniZbr-^^btz (89%)o 

^H NMR (300 MHz, CDClj): 6 0.99 (t, J= 7.4 Hz, 3H), 1.35-1.47 (m, 2H), 
1.74-1.84 (m, 2H), 4.05 (t, J= 7.5 Hz, 2H), 7.83 (d, J= 2.7 Hz, IH), 8.63 (d, J= 
20 2.7 Hz, IH), 14.13 (s, IH). 

d) i-:/^;i/-5-3— K 2-:^drV -1,2-5? t H D u 3-* >® ^yi>j]/T K 

Y (3-067)®-^^ 

3-003 tmrniZLX-^mLTz (82%)o 

mMm 3-037^ 3-038 tts 3-067 l^l^^l^-^fig bfco 

25 e)l-:/f-;i/-2-*dpv-5-7xr:;i/.l,2-5?t HDl^Ui?> 3-j!j;i/5l^>K ^>i>)\yT 
$ K (3-068)®^fiR 

l-y5";i/-5-3- h* 2-:t^v-l.2-y t F D t U 3-:*;i/;i?>^ ^>5;;i/T5 
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K (3-067) (100 mg) 0 DMF (2.0 ml) mWL^. ^fi-^ Pd(PPh8) 4 (20 mg)^ y x 

-)i'ts^m (89 mg), RX}^^m:^V'!P2x7kmm (2M, 0.24 mi) SiP^feo 90 'C 

t^ztlz^t) l-:/5^;i/-2-;^-:^v-5-7a:x;i/.i,2-i^t Knt:u$^> 3-:i3j]/:^^> 

m ^>i^JVT^ H (3-068) (77 mg, 88%) ^m^^WtLX^tzo 

f) l-:/5^;i/-2-;r=3f- v-5-7 xr:;i/aLf--;i/.i,2-i; t. H D t: i; > 3-pb;i/5l1>^ 

10 >i;;i/7 5 H (3-069)0 -^JSg 

l-rf^;i/-5-3- K 2-3|-^V-l,2.$^t KD If 3-j!j;p7t?>g? ^>i;;i/75 

K (3-067) (78 mg) 0 DMF (2.0 ml) mWii^s ^l^-^ PdCl2(PPh3) ^ (15 mg). y 
x^;l/T-fef-l'> (89 mg). Cul (11 mg). JkV^ b V JVT S. > (48 mg) S:*D 
^tzo 90 'C-e 18l^iai8ft#b&^. ISlPiS'fbT>^r:i>A7XJ§?Sti:lfKx^;p<£ 

15 tat^mm^^nbtzo *ffl5&i^^x^;i/t? 3 HJfttHUfc^. ^ib-^fz^m^^ 

^^L, mbtirzm±m<^^^mmM^ii^vi^^7 ^ - iV)\^x.>/7-k h> = 

7/1) ■Cliiisl'r ttct b i-:/f-;i/-2-;i-dpv-5-7x::i;i/xg^-;i/.i,2-i't Kd 
If ij 3-:ij;i//iN->M (3-068) (65 mg, 89%) ^?flt)itlSi: UT 

20 ntzo 

^mm 3-o39~^si0ij 3-044 tmMm a-oei'-'mMm 3-066 ^js^^j 3-o67^ 
3-068 tmrni^-^mLtzo 

<mBm 3-ioi> 
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a) 2-b KD:^S/-l-(2-7'n^7 j:^g=-;V)-rJf->i^ :^=i-)\/3:.7.7-y\^ (3-101-01) 

2-034-02 i: (3 b T b (69%)o 
5 NMR (300 MHz, CDCI3): 6 3.25 (t, J= 7.2 Hz, 2H), 3.93 (s, 3H), 4.23 (t, J= 

7.2 Hz, 2H), 6.09 (t, J= 7.5 Hz, IH), 7.08-7.23 (m, 4H), 7.56 (dd, 8.1, 2.1 Hz, 
IH), 8.15 (dd, J= 7.5, 2.4 Hz, IH). 

b) 4-:t:5rV-6,7-i^ t H n t U h*[2,l,a]-< V^Jr^ U >-3-:^j;i/^ >^ 
;p (3-101-02)© ^fig 

10 1-018-01 tlql^lC bT-&figbfe (42%)o 

iH NMR (300 MHz, CDCI3): 6 3.01 (t, J= 6.7 Hz, 2H), 3.93 (s, 3H), 4.35 (t, J 
=6.7 Hz, 2H), 6.76 (d, J= 7.6 Hz, IH), 7.32 (dd, J= 7.3, 1.2 Hz, IH), 7.39 (ddd, 
J= 7.6, 7.3, 1.5 Hz, IH), 7.46 (ddd, J" = 7.9, 7.6, 1.2 Hz, IH), 7.78 (dd, J= 7.9, 
1.5 Hz, IH), 8.25 (d, J= 7.6 Hz, IH). 

15 c) 4-;t^ V-6,7-i? t KDtiU K[2,l,a]'f V^y U > -3-* ;i/ ij^ >^ (3-101-03)® 

4-;r^V-6,7-5?t. h*DbrU K[2,l,a]'f V^/ U >-3-?!7;i/>H>^ :^ =9- )\/:^7.7' 

;i/ (3-101-02) (252 mg) ®^:^:t^-9-> (2.0 ml) g^a-e 2 ^|^7jc^fb :^ 

hU-t^A^Kig^ (2.0ml) <&Jnx.feo mKM^fbfcm^ S^S^S^x-7^;i/T-i5fc^ 
20 bii^^T'^iSt bfeo 7jc. SVB^iJxf ;i/<£iD^W«*B§^8libfe^> 7jcffi§ 

7jcSJE^T^^^/ii7AT-^^bfeo ^^?&^ET-C®5S1--5c: J; t) 4-;r=^V- 
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ej-t^ t H D U H [2,l,a]'f V=^^ U >-3.*;i/7j?>K (3-101-03) (209 mg, 88%) 

NMR (300 MHz, CDClg): 6 3.10 (t, J= 6.7 Hz, 2H), 4.42 (t, J= 6.7 Hz, 2H), 
7.05 (d, J= 7.6 Hz, IH), 7.36 (d, J= 7.3 Hz, IH), 7.41-7.56 (m, 2H), 7.84 (d, J= 
5 7.3 Hz, IH). 8.56 (d, J= 7.6 Hz, IH), 14.40 (s, IH). 

d) 4-;tdpv-6,7-i;h Kn K[2,l,a]-f v^Jpy ij >.3-*;i/7t?>^ 7x^^;i/T 
$ K (S-lODC'&fig 

4.3i-dFV-6,7-i't KnViU K[2,l,aH' Vdf^^ U :'-3-*;V5}f >^ (3-101-03) (76 
mg) <D DMF (2.0 ml) MUX' l-Ji5^;i'-3-(3-i'';^ 5=-;U7' ^^7*0 t:;i/) * 

10 )Vifsi^>i ? H^^tg(EDC, 83mg) ^l-t K n i//>4 > \; h y7V/-;i/ (HOBt, 58 
mg). lSt.X:^y J^^=^-)VT (SOmg) SJP^fc, 18l^^m#tfc^s 0.5 ^^Ig 

15 tJlU 4-;4-^V-6,7-i^b KDl^iJ K[2,l,a]-(' V:i|ry U>-3-*;i/;if>i? 7ai^f^ 
h- (3-101) (84 mg, 74%) ^^feMg i: Ltff fco 



<*M«»I 4-002> 

r- lAn rs 0 SOCIa, DMF (Cat) ym, O 

d^K^ EtOH d^yf^ il) Phenethylamlne H J Jl J 

1^)15.02 4-00241 

20 a) l.:r5=-;i/-2-:t^V-l,2,5,6,7.8-'s=Jp-y- 1 H D-ipy U >-3-:tr;i/7P>^ (4-002- 
01)CD^^ 

l-7"5^;i/-2-3t-^V-l,2,5,6,7,8-'v^-y-t H D-'f V:^y U >-3-* ^UtJ? 
x;^7^;i/ (1-015-02) (263 mg, 1 mmol) S x y - ;i/ (6 ml){C^«|U. 7jc^-fb:^ 
bUe7A7jC^?g (2M,0.6ml, 1.2mmol)5feiP^> gil-C 30 bfco S^S^StC 

25 (0.4N, 6 ml)$JP;t|^^x5^;i/ (25 ml)T-Wta. 7jc® $ 5) C:tm-C*m^ff 
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V -1,2,5,6,7,8-'^ :¥-y-b Kn-dpy U >-3-:i!j >^ (4-002-01) (220 mg, 

5 'H NMR (300 MHz, CDCls): 8 1.00 (t. J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 
2H), 1.68-1.73 (m, 2H), 1.77 (quint, J= 6.0 Hz, 2H), 1.92 (quint, J= 6.0 Hz, 2H), 
2.65 (t. J= 6.0 Hz, 2H), 2,80 (t, J= 6.0 Hz, 2H), 4.10 (t, J= 7.8 Hz, 2H), 8.22 (s, 
IH), 14.82 (s, IH). 

b) l-7'^;i/-2-;r=^r V-l,2,5,6,7,8-'\^-y-b U y> U > -3-:^ )Vt^>my x ;^ 
10 ;i/-7'^ H (4-002)0^ fig 

i-r^;i'-2-;!|-^ v-i,2,5,6,7,8-'^:af--t^ t Va-^y V y-a-i: JV•if^ym (4-002- 

01)(100mg, 0.38mmol)^ b;Vx> (10 rnDtC^P b> m<ti5^2|- (83^1,1.14 
mmol)i:M^«© DMF ?&*nx.s 75''C 30 ^S^S^ "M-fe, CI ©SJSS^ft^S^EigSI 
U> ^ii^*i'fbP<f=-V> (5 ml)(CS«?Ufc^s 7x;^.f^;i/P' 5 > (143 1.14 

15 mmoi)S*n^M-e lo^ntnt^o KH&miz^^m (in, 10ml)*in^fi^^x^ 

(30ml)-effim^s tS^n:fel®7j< (10ml)tJ5fe}f. M7jca^ V ^ >i7 A T'^^i L 

f•;^)t:Ti!tSb^ x-x;i/)(pe.SilS^bT i-::^^;i/-2-;rdp v-l,2,5,6,7,8-'^df^•y■ 
t Hn-dpy i; >-3-3t;;i/Jjt>^7 3:^^;i/-T$ K (4-002) (100 mg, 74%)Sefe 

20 Jg^ilbTtffeo 

»H NMR (300 MHz. CDCIj): 6 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, J= 7.8 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20-7.33 (m, 5H), 

25 8.25 (s, IH). 10.05 (br t, J= 6.0 Hz, IH). 

mmm 4-ooi--mmm 4.310 a ^ ^mm 3-002 tmrnz-^mbtzo 
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4-501-05 



a) 3-i57 UU-2-ty^a^^-iz>-l-yt-> (4-601-03)«D^J5K 

if a^^^ypTt^ (4-5OI-OI) (8.72 g, 77.6 mmol) * il -fb ;>< 5=- V > 
5 (400nil){C^^Us y ^ ^X;!/:^^-;!/^? D 'J K (6 ml, 77.6 mmol) J; ^M:^J 'J A 
(32 g, 232 mmol)^£jDx.s ^JSt 2 L/ feo MJ!S?S&Jfi{b^ 9^ > (1.41) 

i:2k (400mi)om^^ft{::in^^?g t*il«{ifiSffl:tffi* (400 mi)Ti5fe#^> ^7jc 

300ml fc^tS^T-MSaiiUfeo :iCD^i^U 
-h#:(l)®Jfi<h^^l/>^?S(c:m'fb^>$^;i/ h Ux^;1/:p>^- t7A (25 g, lio 
10 mmol) i:^n> h V y — T-;i/3>7'l/>;/i'X (1.9 ml. 15.4 

mmoY)^m^. MUX' 1.5 ^P^tS^^ bfco KJlS^gSig-fb^ 1^ > (0.81)i;7jC (400 

ml)(DM^?gt*D^:S-Mt^^jitttSln:t^7k (400 ml)X9b^'^. UMm^ i^ 

(h;i/x>/S^M3i9^;i/){c:TifilS{bT s-i' n D-2-i/^ P^^-fe >-i.;r > (4-501- 
15 03) (7.24 g, 72%)§^fe^t^ife®J; LTfffcp 

NMR (300 MHz, CDCls): 6 2.09 (quint, J= 6.0 Hz, 2H), 2.40 (t, J= 6.6 Hz, 
2H), 2.69 (td, J= 6.0 Hz, 1.5 Hz, 2H), 6.23 (t, J= 1.5 Hz. IH). 

b) S-i/r y T-fe^ 5 V-2-i/i7U^^-\zy.l.:t> (4-501-04)CD-&^ 

2-i^7 ^ T-k^ S. h' (4.42 g, 52.8 mmol) ^^^'^^^f A (50 ml){C: Us 7jc^ 
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iti-y V^A (60% oil suspension, 2.1 g, 52.8 mmol)§*P 5 L < 

^#Ufco C:0^rtt:: 3->:7 p 0-2-$^^ D^df.4j>.i.3}-> (4-501-03) (6.24 g, 48 
mmoDCDi^^^^-f i^^^g (60 ml)?feeS? >^ {dlP gj^t? 2.5 U^ $6.13:2- 

>' r-fe^ 5 K (1.6 g, 19.2 mmol)i:*^^b:J- h U A (60% oil suspension, 
5 0.76 g, 19.2mmoI)$:Jn^^?a-C- 1.5 I^P^jllf b o SJSS^StC^^I^ (IN, 100 ml) 
<£iPx.if^xf^;v (300ml)T-affiLfco 7jc® li^ e, {c:tmT-mff Lfe^x S^^x' 
(SOOmDT-Jfltii^ ^^Mtt^- tTSft*SS®Vi^;^S/«j7A-CSej^LiijEiiSg 

;u){c:-C!^Mb^ ^=^r-t)->;Jp?>Si^^b-c 3-i^7 r-t^ K -2-^>i7 u^^^y- 

10 l-;t> (4-501-04) (6.5 g, 76%)<£ afei^^i: bXfffco 

NMR (300 MHz, </«-DMSO) : 6 1.71 (quint, 6.0 Hz, 2H), 1.79 (quint, J= 
6.0 Hz, 2H), 2.78 (t, J= 6.0 Hz, 2H), 5.90 (s, IH), 6.90 (s, IH), 11.16 (br d, J= 
1.5 Hz. 2H). 

c) 3,8-S?:^:^ V-2,3,5,6,7,8-'s*-y-t HD->f V^^ U > -4-* ;i/ h U ;i/ (7- 
15 010)©-&fig 

S-i/Ty^-fe^^ h*-2-i'<J' D^^-fe >-l-;t> (4-501-04) (1.25 g, 7 mmol)S 
DMF (25 ml)izmmb N, N'-i^;.< f-;i';}>;i/A 7 5 K ^ 5^;!/^ -fe ^ (1.1 ml, 
8.4mmol)*JP^^?a"e 70^^jlJ^bfco Si&^t^&Jg^ (IN, 100 ml)* SP;!!^ 

^x5^;i/ (300mi)T-jambfco7kS(i$ ?){3:t^T•^ffi^bfc^^ i^Mx5^;i/ (300 

i!ib^ h;J/X>A*e,Siig||b-C 3,8-i^3j-:^rV.2,3,5,6,7,8-^:^-y-t MD-W V*/ 

>-4-t))\yyn- Y v)v (7-010) (0.92 g. 7o%)^mn^B^tbxntzo 

^H NMR (300 MHz, CDCls + (a small amount of CD3OD)) : 8 2.17 (quint, J = 
25 6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz, 2H), 3.09 (t, e/^= 6.3 Hz, 2H), 8.34 (s, IH). 

d) 2-7'5^;i/-3,8-S^:t=^ V-2,3,5,6,7,8-'^^+J-t KD--f V^^ U >-4.*;i/;J^x h 

(7-oii)©^fig 
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a.S-i'lt^V -2.3,5,6,7,8- 'V^ti- 1 H n --f V ^ y' U > -4-* :z h U ;U (7- 
01O)(770 mg, 4.1mmol)<fe DMF(15ml)(::^g^U^ l-3-H:/^> (0.51 ml, 4.5 
mmo\)t7KMi\j± b 'J A (60% oil suspension, 180 mg, 4.5 mmol)$:in;i> 

s 3mmmn\^tzo Rji&wn^i^mm eo mi)^m^mi^:^9-)v (isomD-eia 

5 ISffl:tJtg7j< (50ml)-Ci5fc^^ ift*a^V^^^^>i7AT-|g^UJilffiailit--5o 

b> 2-^^;i/-3,8-i'*;r='rV-2,3.5,6,7.8-^^1tt Hn-f V^>' U >-4-?b b 
U ;i/ (7-011) (610 mg, 61%)^ efii^^ i: L/T^feo 

NMR (300 MHz, CDCIb): 5 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.6 Hz, 
10 2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.3 Hz, 2H), 2.61 (t, J= 6.3 Hz, 
2H), 3.06 (t. J= 6.3 Hz, 2H), 4.03 (t, J= 7.5 Hz, 2H), 8.89 (s, IH). 

e) 2-:^^;i/-3-;r^ V-2,3,5,6,7,8-^dptl- 1 D--f V =^ ^ U > -4.;;7 ;i/ 4^ n b 0 jl 
(7-012)©^fiK 

2-:rf-;i/.3,8.5?:t^V-2,3,5,6,7,8-'s:3ft?-t K D.-f V^y* U >-4-*;i/7}f- h U 
15 ;i/ (7-011) (100 mg, 0.41 mmol)?fe THF (7 ml){C^^ Us Jt? D > h U 7 U b* 

a:5^;i/x-x;i/^l*: (0.21ml, 1.64 mmol)ii 7j<|^-fb T 7 * ^^-^ 'J "j? A (90 
mg, 1.44mmol)SiP^s ^Mf 30^m3^bfco h U "^A 

Tk^lfi (30ml)5&JP;tg^mxf ;!/ (60 ml)t?»m^s fiSffl:^!!* (30 ml)T-^5fe?f s 

20 h^77 7'f- (h;i/X>/|^®x5^;i/)tr-C)li^b> 2- 7'^;i/-3-^^V -2,3,5,6,7,8- 
'v:^^t H D--/" V^y U >-4-*;i/:J^n h U;i/ (7-012) (70 mg, 74%)<^efe©* 

'H NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.67-1.86 (m, 6H), 2.54 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 3.93 (t, 
25 J= 7.6 Hz, 2H), 7.22 (s, IH). 

f) 2-7^;i/-3-:t=\rV-2,3,5,6,7,8-^^r-y-k K D-'f V^y ij >-4-*;i';}?>^ (4- 
501-05)©-&fig 
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(7-012) (260 mg, 1.13 nimol)$:7j< (6ml)/ (26ml)ti§^L^ zlC^^b 

AU'i'A (444mg, 7.91mmol)SJD^ 24l^^Anl&ji$£Ufeo S^S^fe^&7K^^^ 
W (2N, 8 ml)&^iTU^ S^m^f-^l/ (70 ml)t}i!^ai^^ Sft^SS^^ ^ ^ -J; A 

•2,3,5,6,7,8-^ YU-^V^J U >-4-*</U;J? >M (4-501-05) (197 mg. 70%) 

»H NMR (300 MHz, CDCls): 8 0.97 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.70-1.82 (m, 6H), 2.56 (t. J= 6.0 Hz, 2H), 2.87 (t, J= 6.0 Hz, 2H), 3.95 (t, 
10 J= 7.5 Hz, 2H), 7.27 (s, IH). 

g) 2-:/5^;P-3-;t^V-2,3,5,6,7.8-'v:3p1tt YXS-AV^J >J > -4-*;i'J}? > 
^ K (4-501)® 

2-:/f-;i'-3-^=Jpv-2,3,5,6,7,8-'Ndr-y- 1 K D.-T V^J 'J > -4-:ij ;i/ > ^ (4- 
501-05) (5 mg, 0.02 mmol)S (1 ml)t^«PU^ ^\'Cx=f- - )\/ (4.4 

15 0.06 mmol)i:ffliS5*0 DMP *iD;?.. 75''C T? 30 ^KiiS^ -Sfeo C:©S^6tg<&^ 
E^g,^U^^g<&^'^bP<5^^ > (lml)fc:^^Ufc^s'<>i^;i/T^ > (6.2^1,0.06 
mmol)<£inx.^ai? lO:0-m*5|iLfcoRJE&?S{^if&*g^ (IN, 3 ml)<&an^g^^aif-;p 

(8 mi)-elftaj^N sasi:^Jg7X (4 mi)-r-^56}ts li7k5!itKx'^^i"i7A-e|g^uM£E 
ai^Sbfeo 5>nfc^^i%i^ u ^'y;^^ □ V y^^y 4- (b;vji>/@^^:n5=-;i') 

20 K:ti|i|Sibs 2-:/9^;i/-3-:tdrV-2,3,5,6,7,8-^^-y-t Ka-'f Vdj^y i; >.4-;«7;i/;J^ 

K (4-501) (5mg, 74%)^efe«&*il UT^ffeo 
iH-NMR (CDCI3, 300 MHz): 6 0.95 (t, J"= 7.5 Hz, 3H), 1.37 (sextet, 7.5 Hz, 
2H), 1.66-1.77 (m, 6H), 2.57 (br t, 6.3 Hz, 2H), 3.27 (br t, J= 6.3 Hz, 2H), 
3.92 (t, J= 7.5 Hz, 2H), 4.60 (d. J= 5.7 Hz, 2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 
25 9.58 (br t, J= 5.7 Hz, IH). 

4-502- ^iS^aj 4-504 tt. ||J£0!l 4-501 il Pl^fC-^fig U fco 
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<mMm 5-oo4> 




5-004 



nBu 



Me 



Me 



5 3-*;i/5Kdf i/-5.6-i?;><f-;i/-2-t U Y> (5-004-01) (2.233g)Si;;r^ 

■y->(50ml){3^^L^ h U xf-;i/7^ >(4.2ml)^ 7 3i jj^ U 

(3.56g) ^i/V:^^)Vti'7A^a-r}'iu-;^-i3^j:, B, l-;i/x>.7-feh> 
(29:l))^£^TV^^ S-'^ > =^ * T 5 >' -i-:/^;i/ ^;i/-2-t: g 

Y> (5-017)?^|ieig^(2.477g, 75.4%, iiiiS 65-66'C)t?^fe„ 

b) 3-7$ y-i-:/f-;i/ 5,6-^;^^f-;i/-2-tf u H> (5-004-02) o^gg 

15 3-'^>i^;i/3t-^i'*;i'7px;i/7' ^ -i-:/?-;i/ 5,6-i^*^^;i'-2-t: u F > (5-oi7) 

(2,487g)?g:^ a' >'-;i'(25ml)t::^«|b 10%;i7 Z.|^|S(373mg)©2k(2.5ml)5i 

T"^i3lb^ ^ ^ y LiiJEW^bT a-T ^ y -iV-i-:/f-;i/ 5,6-i^p< 5^;i/-2- 

t U K > (5-004-02) (1.438g, 97.8%, B}^ Q4.-9rC)^n&m^t LX^tzo 
20 iH NMR (300 MHz, CDClj): 8 0.97 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 
1.60-1.71 (m, 2H), 4.08 (d, J = 7.8 Hz, 2H), 6.42 (s, IH). 

c) N-l-y^}]/ 3-(4-7 O '^y^/'f ;i/)T $ y -5,6-i^ ^;i/-2-t U H > (5- 



124 



wo 02/053543 



PCT/JPOl/11427 



004) CD-&J5g 

3-T y> 5,6- ^ ;i/ -2- 1: h* > (5-004-02) (ii7mg)<£ b: 'j > 

(lml){C^«|Ls mm%m^. ^^mnTs 4-7)V:tO^>'J-( a U K(0.08ml) 

^> Mffi®*bfee e>nfe^lH43^JS(202mg):feffifh^f-l/ >n■'^:^r•^^>•CS 
«e^<&ffVNs Mfetht^ffio i-:?"5=-;v 3-(4.7;i/:ta'<>^/'f ;i/)T$/'.5,6-s^^^ 

;i/-2-l^ U K > (5-004) (lOSmg, 54.2%, 129-130°C)*#fc » 

10 ^ss^aj 5-oQi'-mmm s-oi? njsijij 5.001 tmm^^^Ltzo 
<Mmm 5-0 18 > 



a)4-('^>^/;t^-y-V-;i/2-'f ;i':t + i>)-l-^>i?;)/ 3-^ h^i^ 5,6-i?p( 5^;i/-ijy. 
15 t: >; P>-2-:t> (5-018) 

2.ya^ 7 3::2-;i/-f V5/T^- h(80mg)*x b v t K D 7 7 >(2ml){3^«¥ b 
^^^?SE'^'^ ^S^#T^ 3-T5 >'-l-:/^;i/ 5,6-i^/?-;i/-2-lf U K> (5-004-02) 
(78mg)0x h7b Hn7 7>(2ml)^T^?& 10 ^"Cj^T U-f!fe^S&S U p SB 

•2-:^y (5-018) (142mg, 89.9%, §4;^ 197-8°C) ^tffeo 

^jfi^^ij 5-019 li. mmm 5-018 tmmiz-^mLtzo 

<MMm 6-001> 6-005x 6-007 > 




nBu 
5-000-02 
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0SOCl2/DMF(cat.) 



Iv) BnOH, A n-Bu 

4-002-01 

H J 1 J Benzoyl chloride \=/Y " 



Pd-C/H2/AcOH 



MeOH ^ Y 



J T ] Benzoyl chloride 



n-Bu 6-001 

H H 



n-Bu 

6^01-01 



Benzyl isocyanate 



DMAP/CHaCIa . . 

n-Bu 

a) (l-r^;i/-2-;r^ V-l,2,5,6,7,8-'v:^r-y- 1 K D-:^r>' U >-3-'f ^ >^ 

(6-007) ©^fiK 

l-:/^;i/.2-;t:^r V -1,2,6,6. 7,8-'s + -y-b HD-:^P>' ij >-3-*;i/Jff >^ (4-002- 
6 01) (100 mg, 0.38 mmol)<^ (5ml)lzmML. m'(\jf-:t~)V (57(^1,0.76 

mmol)i:Mi^«® DMF ^^ax.^ 75»C T" 30 ^SJtS^ -&fco C10SJ5S?t'&MJEigi^ 
^it4T-feh> (5ml)»c:jS«lbfe^^ Ti^ib±hV^A (29 mg, 0.42 mmol) 
(0.5 ml)?l:ia;?.^fiT? 15^m*^bfco KiiS^ftK:* (5 ml)<&Sn ^@^^ 
;i/ (10 Inl)-e^fiffim^ iaS]:tm7jc (5 ml)T-i5fe?^. ^2K?5iE^T<^^>>>i7A-t$£^L 
10 Wi,E.^mLtzo B&^h)VJC> (5 inl)(;:^^U 120'»CT- 30:9-Sli&Ufe^> 

S;;1/T;1/3-;1/ (46 nl, 0.44 mmol)$3!jn^ $ C 120''C t? 2 It^RjtS^-B-feo S 

jiStS^5^'J*'y;vi'Dv hi^7 7-f- (^;^3l>/K^a:f•;^)^c:TiiS!L^ (i-r 

5^;i'-2-^dpv.l,2,5,6,7,8-'\^-y-t KD-dr/ i; > -S-Y ;i/)-5!3 ^ > ;i/ 

x;;^7^;i/ (6-007) (90 mg, 63%)<fe Sferat^tlH bt^fco 
15 »H NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 
2H), 1.63 (quint, J-= 7.5 Hz, 2H), 1.70 (quint, J= 6.0 Hz, 2H), 1.83 (quint, J= 
6.0 Hz, 2H), 2.53 (t, J= 6.0 Hz. 2H), 2.63 (t, J= 6.0 Hz, 2H), 4.01 (t. J= 7.8 Hz, 
2H), 5.19 (s. 2H), 7.29-7.41 (m, 5H), 7.76 (s. IH). 7.86 (br s, IH). 

b) 3-r ^ >'-l-yf-;W.5,6,7.8-x b7 t HD-l.ff-:^ry U >-2-:r>Sf^Ji (6-001- 
20 01) O-^^ 
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(l->^^>ii/-2-:t* v-l,2,5,6,7,8-'^^-y-h H D-dpy u >.3.-f ;i/).jt7 5 >K 
(6-007) (lOO mg, 0.28 mmol)&;>< ^ y (7 ml)}:: Us 
(16|xl,0.28mmol)i:;'<7iJ'>A^S (10%, 30 mg)4iP ^^zK^^H^T 1.5 

5 m^^^D-yti^bn^mLx s-t^ >-i-:/^;i/-5,6,7,8-x t Kn-ijy-^y u 

>-2-^>|fMm (6-001-01) (60 mg, 76%);£ fifii^^ i: Utff feo 

NMR (300 MHz, CDCls): 8 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.67 (quint, J= 7.5 Hz, 2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.05 (s, 3H), 2.58 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 2H), 4.04 
10 (t, J= 7.8 Hz, 2H), 8.27 (s, IH). 

c) JV-(l-:/^;i/-2-;^-^rVa,2,5,6,7,8-'sd[^1^ t h* P ^ U >-3-1' ;i/)-^ > X7 ^ 
K (6-001)O-&fig 

3-T S. y ■l-7'f^;i/-5,6,7,8-x h 5 t H O -Iff-^ ^ U >-2-;r >if^m (6-001- 
01) (5 mg, 0.018 minol);femfb.?{5^U> (1 ml)lC:jgiPbs ^> 'J -( V V Y 
15 (2.3 1*1, 0.02 mniol)i: b U 3L^)\,T 5 > (5.6 ^l, 0.04 mmol)§*n t> ^iST? 10 

tsif ufeo Rmm^z^WLm. (o.iN. 3 nii)§i!jn;ts^^:n5^;i/ (10 mi)-ejftai^s 

SI:tlS7jc (3ml)f^5t^x lizk?i^T^;^^i^'>A-Cie*Sb^ffiJi$ibfco m^titz 

mmti^vi3^)v^u-7V^7y (b;i/x>/B^m3if";i/)(c-cmstb> iv-d- 

:/g^;i/-2-:^-^V-l,2,5,6,7,8-^dp-9-t K D-dpy ij >.3-< ;i/).^>XT 5 K (6- 

20 001) (4.9 mg, 83%)^&Bm^mWt bT#fco 

*H NMR (300 MHz, CDCI3): 8 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J= 
6.0 Hz, 2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 7.43-7.56 (m, 3H), 7.94 (d. J= 6.9 Hz, 2H), 8.31 (s. IH), 9.26 (br s, IH). 

25 6-002-^116^] 6-004 tts ^Mm 6-001 Jim^tK^figbfeo 

d) l-^yt^Jl 3-(l-y5^;i/-2-;t^V-l,2,5,6,7,8-^^-y- 1 H D-:^py U >-3-l' ;i/)- 
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^VT (6-006)0 fig 

3-7 5 ^ -l-y=^)V-5,Q,7,8-r- t Yti-lH-^J 'J y-2-^>WMM. (6-001) (5 
mg, 0.018 mmol)^*g'fb^^l/ > (1 ml)lC?§«? ^> JV^ V i^T ±- h (2.5 
\d.0.02mmo\)t y (2.4 mg, 0.02 mmol)S^D^^ M^ST? 

5 4^iami!f bfeo (O.IN, 3ml)^iP^P^:n5^;i/ (10 ml)T•^fim^^ 

"^^ifi^W^miyX i-^>i^;i/ 3-(i-:/^;i/.2-3j-:^v-l,2,5,6,7,8-^:^^-9-t K D- 
U >-3-1' )\y)-fP (6-005) (5.0 mg, 79%)<& 6 fijgffi i: b T fco 
10 NMR (300 MHz, CDCls): 8 0.92 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz. 

2H), 1.57-1.65 (m, 2H), 1.69 (quint. J= 6.0 Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 
2.55 (t. J= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J= 7.8 Hz, 2H), 4.46 (d, 
J= 6.0 Hz, 2H), 5.72 (br s, IH), 7.24-7.32 (m, 5H). 7.95 (s. IH). 8.00 (br s, IH). 

15 <^MW 7-004 > 



a) i-(2-7'D^-7x:^;i/)-3-(i-:r5^;i/.5,6-s^^g^;i/.2-;t=5pV-i,2-i^h Hntf u iP 

y S-'f )\/)-fp U 7 (7-004) 

5,6-S^^ ?-;i/-4-t Kndp5^.3-^ h^i^ 2-t:U h*> (1-004-04) 
20 (259mg)<£ DMF(3inl)i::S^ ^^mm*. ^M#T^ 60%7jc^fb;:H h U -j? A 
(48mg)^-^{::in^ Atlx lO 2-^7 D;i/^>'X3rdF.-y V''-;i'(261mg)0 

DMF(0.5ml)^?S**P^> 5 ^BSffiJ^^-BftSta^S Ufep SJiSm^tl?&*7k4' C 

l^ffiS* L fco ft e> tlfciigffitt^S(278mg,73.9%)^ T-fe h > LJiJifeM 
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(7-004) (144mg, 38.3%, iaijj^ 154~155'C) U X A H b"Ct#feo 

. 'H NMR (300 MHz. CDClj): 8 2.07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 3H), 5.42 (br 
5 s, 2H), 7.19-7.54 (m, 9H). 



<mMm 7-008 > 

o 



"°^Y*^ "'^°^^™^' MesSIO"^^*^ DIBAL , ^ °^^J^ 

O^^n"^ toluene MesSIO^N'"^ to'"ene 0 N 

- - Jl 7.008O1 7-008-02 

3-067-01 



n-Bul / 



OMP O O J^^ ^^^^^ Ji 

7-008-03 7-008-04 n-Bua) 

3.b Kn:^i/^f^;i/-2(l.H)-t'J K> (7-008-0 l)CD^fig 
10 2-t Kndp$/-n5^>^ (3-067-01) (5.0 g) ©b;i/x> (70 ml) ig^glz.gia 

>(HMDS. 19 ml\RVi7 n Q b U f-;i'^>'7 >(TMSC1, 

0.23ml) ^ia^mmmmi^tzo zmmi^nvtz'^s mm^'^^Lmm\zh)]^:j^> 

(loomi) ;^inx.feo iJjts zK^^be^-Y v:^^;i/t;i/^ -i^A (dibal, 2M h;i/x 
90mi) 5£ -78 •c■r•iD;i4l^^m^^bfc^^^^y-;^?&iP;tTS^B?fe{^ 

£ET-e®*f iifc: J; ?) 3-h Fndri/^5^;i/-2(l^-bi; H> (7-008-01) (2.6 

g, 59%) S ttff fco 

20 »H NMR (300 MHz. CDClj): 8 4.50 (s. 2H), 6.43 (t. J= 6.7 Hz. IH). 7.33-7.36 
(m, IH), 7.64-7.67 (m, IH). 

b) l-:/5^;i/-3-t H D ^^ri^;^ 5^;i/-2-t: 'j K> (7-008-02)(7)-&J5g; 

3-h H D ^S/^ f-;i/-2(lf0-b U K y (7-008-01) (0.63 g) (D DMF (15 ml) mWi 

129 



wo 02/053543 



PCT/JPOl/11427 



(Cl.g^a-^^^* U 'i7A (1.4 g),;te J; V 1-3- !>•:?• ^J'V (1.86 g) *SD^feo70 "C 

5 T•t?®*L/^^f ?>nfeffl*figtJ§:*77 A^ DT b -f - (h;vx>/T-i» h > 
= 2/1) t^mmt^CLtlz^i:) i-:/5";i/-3-h h*D:^i/^5^;i/.2-tU H> (7-008- 
02) (0.66 g, 61%) ^m^mntLX'i^tzo 

'H NMR (300 MHz, CDCI3): 8 0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 (m. 2H), 
1.69-1.79 (m, 2H), 3.95 (t, J= 7.6 Hz, 2H), 4.57 (s, 2H). 6.20 (t, J= 6.7 Hz, IH), 
10 7.24 (dd, J= 6.7, 1.2 Hz, IH), 7.28-7.31 (m, IH). 

c) 3-{^>'J:^^V'J-)l 2-^ A^)V)-l-:f=}-)V-2-\^V F> (7-008-03) 

2-034-03 ^15)4 bfc (50%)o 

d) i-:/f-;i/-3-^ n n .?{ ^;i/-2-i^ U H > (7-008-04)©'&j58 

15 l.:/^;i/-3-h KD^->^f^;i/.2-t U F> (7-008-03) (169 mg) (Dmt^'f-U 
> (4.0ml) mmz.mUl:mib^:t-)V (122 mg) ^mX-tzo i^^mmnLtzWi. 
)^B^'S^t^CtiZj:<0 l-r9^;i/-3-^' D D;< 5^;i/-2-t:.y K > (7-008-04)^^ffi 

^mmtLxntzo 

m NMR (300 MHz, CDCI3): 8 0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
20 1.69-1.79 (m, 2H), 3.96 (t, J= 7.3 Hz, 2H), 6.19 (t, J= 6.7 Hz, IH), 7.27 (dd, J= 
6.7, 2.1 Hz, IH), 7.49 -7.53 (m, IH). 

e) 3-i^y'J:t^l)-'J~-}V i-'f ;i/;<;i'7 r -;!/;>< 5^ ;i/)-i-:r^;i/-2-t: i; Y> (7- 

2-035 tmmiZLX-^mi^tz {97%)o 

25 

<MMm 7-009> 
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7-008-03 



m 

2-035 tmmiZLX-^mLtz (50%)o 



<mM0i 7-013~||JS«aj 7-017> 




ieu /Imidazole /THF ^^^^^ /,.bu 



7-018 

a) 2-:/f-;i/-8-t F D^i/-3-;f:^rV -2,3,5,6.7,8-^ dp- -y-b Kn-^f V^^' U >-4-:;!j 
jV^n- h VJV (7-013)® ^fiS 

2-r^;i/-3,8-S^;t^V-2,3,5,6,7,8-^^-tft H n--f V:5ry U >-4-*;i/7t^- h V 
(7-011) (10 mg. 0.04inniol)?& THF (1 ml){::^«| U^ Tk^-fb* h U -J? A 

(2.1 mg, 0.056 mmol)§ia^x ^MT? 10 Lfeo SJte?R{::*ii^ (IN, 3 ml) 

^Jn^S^^x5^;i/ (10 ml)-t'JfttB^s l§lD:ft*i7j< (5 ml)ti5fcrf ^ ^zkeit^v^;!^ 

2-7^;i/-8-t H a^$/-3-:t=^V-2,3,5,6,7,8->Ndpi^- 1 KD-f V ^ V >-4-*;i/ 
b U;i/ (7-013) (7.4 mg, 75%)^ &&mmt LX^tco 

NMR (300 MHz, CDCls): 8 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 Hz, 
2H), 3.06 (t, J= 6.0 Hz, 2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 Hz, 2H). 8.39 (s. 
IH). 
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b) 2-:/^;i/-3-^:t^V-2,3,5,6.7,8-'\^-y-t YU-^V^J V >■4-:^)V:^^~ Y V 
}V (7-014)0^)5)4 

2.->^f-;!/-3-;t=^ V-2,3,5,6,7,8-'^^1^-b h* O-'f V^^ U > -4-:^ JV7f. h U ;i/ 
(7-012) (80 mg, 0.35 mmol)?& h;i/x> (8ml)K:S«|b^ D-VySSH (169 mg, 
5 0.42mmol)*Anis 12 l$Hinl»ii«E Ufco SMtt^^ai^s p{ ^ ^ -;U (14 ml) 

^ V ^"77 ^ - (^;^x>/s^^i5^;^)^^-l:!l»^L^ 2-:/'g^;i/-3-f-;t^ v- 

2.3,5,6,7,8-'s:^1^t KP-'f 'J >-4-*;p:;i^- h U (7-014) (63 mg, 73%) 

10 iH NMR (300 MHz, CDCls): 6 0.98 (t, ./= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 
2H), 1.75-1.90 (m, 6H), 2.60 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 4.81 (t, 
J= 7.5 Hz, 2H), 7.50 (s, IH). 

c) 2-:f -3-^ -^^y -2,3,5,6,7, 8-^^ V-t. H D --f V dp > U > -4-3!3 ^I/tT; 7 
t K (7-015)©-&fig 

15 2-:r9-)V-3-f-^^V-2,3,5,6,T,8-^^V\l KD-'f V^y U >-4-jt7 ^V:}?- h V 
(7-014) (220 mg, 0.89 mmol)S h (20 ml)fc^^iU> *^^T^ 7jc|g-fbi''f 

Vy5^;i/T;i/$ -'j7A (IM h;i/3:>^r^, 1.7 ml, 1.7 mmoD&iPx 30:9-^#b 

fco (IN, 5 mi)*ip^smif-;v (10 mi)-c-jaai^> fis»:t*s* 

(10ml)-e^5fe^> il7jc«)iE^x'i^^i/'i;AT?|g*S|UMEiSi[t5, #e>tlfca^?£t^ 
20 y ^-y;!/^ DV h 7 - (b;i/x>/f^^a^5^;i/){3T|»^ U^2-7•?-;^-3-5^2t- 
:3fV-2,3,5,6,7,8-'^d^■y■h HP-'f U >-4-*;U4^T;i/7't (7-015) (44 mg, 

2o%)^mn^^mii Lxmtco 

»H NMR (300 MHz, CDCls): 6 0.99 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J= 7.6 Hz, 
2H), 1.74 (quint, J= 3.3 Hz, 4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 (br t, J= 6.3 
25 Hz, 2H). 2.95 (br t, J= 6.3 Hz, 2H), 4.51 (t, J= 7.5 Hz, 2H), 7.53 (s, IH), 10.60 
(s, IH). 

d) 2-7"f-;i'-4-b K D^p ;t9-)]/.5,6,l,8-7- b 7 b H P -2fr-f V U >-3-5^:t 
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> (7-016)®^fig 

2-:/^;i/-3-^^^v-2,3,5.6,7.8-'v:^r-y-t h*n-< v=¥y U > ■4-:!b ;i/ x t 

K (7-015) (10 mg, 0.04 mmol)<&^ a' (2ml){C^^t> /Jc^-fb^^ h 
U'i'A (4.6mg,0.12mmol)$Jn;l^S-C 10 Ufeo SitS^SfC^iBK (IN, 4 

5 mi)*iniS^iJa^5^;w (iomi)-c*iitH^, fiain:feM* (5mi)"ei5fe#, M^kBS^vir 

(b;i/ai>/|^^x^;i/){Ct:JS^Ls 2-7'5=-;i/-4.t KD dp 5,6.7,8-5^ h 7 
t HD.2ir-f y:^y y >-3-f^;r> (7-016) (9 mg. 90%)$^?ie»*i: urfifco 
»H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J= 7.2 Hz, 
10 2H), 1.71-1.95 (m, 6H), 2.66 (br t, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 Hz, 2H), 4.58 
(br t, J= 7.2 Hz, 2H), 4.79 (s, 2H), 7.61 (s, IH). 

e) 4-{^>'J:t^V-'J—JU 2--f ;i/^;t->{f-;i')-2-75^;i/-5,6,7,8-7" t h'U.2H- 

V U >-3-f-:t > (7-017)CD^^ 

2-:/5^;i/-4.t h' D^i/^^;i'-6,6,7,8-x h ^ t. K D.2.H'.-f V^^ U >-3-f-;t> 
15 (7-016) (14 mg, 0.066 mmol)§ THF(lml)lc:^Pb> 2-?^ 7" V ^> yjr^^ 
(16.3 mg, 0.11 mmolK l,l'-(7' i^:;!? ij > (28.1 mg, 

O.llmmolX -ilVJ — )]/ (7.6 mg, 0.11 mmol)^ h U 7 > (IM h 

0.11ml, 0.11 mmol)^^^^•e^^*^^^ ^fit- is^^^j^ufco s^s 

20 D V h ^5 7 - (h;i'x>/p^xf-;i/)(c-cili^ Us 4-(^>V;t^-y- 

v^-;i/ 2-'f f-;i/)-2->'f-;i/-5,6,7,8-7" h 7 t Yti-2JI-^ v + y U >-3-5=- 

(7-017) (6.6 mg, 30%)§^*ie»*i: bTfffco 
^H NMR (300 MHz, CDClg): 8 0.99 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.70-1.95 (m, 6H), 2.62 (t, J= 6,3 Hz, 2H), 3.01 (t, J= 6.3 Hz, 2H), 4.58 (t, 
25 J= 7.6 Hz. 2H), 6.05 (s, 2H), 7.15-7.30 (m, 2H), 7.42 (dd, J= 7.2 Hz, J= 1.8 Hz, 
IH), 7.48 (br s, IH), 7.60 (dd, J= 7.2 Hz, J= 1.8 Hz, IH). 
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n-Bu n-Bu 
7-012 ' 7-018 

a) 2-::^5^;u-3.:tdf V-l,2,3,4,5,6,7,8-;r^^ t Kn->f Vdf^y U>-4-i3)Vyf^=.h V " 
5 ;v (7-oi8)a)-&fi& 

2- 3- ;4-^v -2.3,5,6,7,8- dp -y-t h* D-'f v^>' >; >-4-5!j;V7}?- b u ;i/ 

(7-012) (100 mg, 0.43 mmol)<& (10 ml)lZ:^«¥ b> *?^Tx Tklg-fbi^-f 

v:^5^;»/t;i/^ -li^iA (IM h;i/i>S^g, 0.8 ml, 0.8 mmol);S:in^ lOtS-iS^f t 

fco SJStSic^^^ (IN, 6 mi)&in^l^^3^f-;i/ (10 mi)-c*ttitB^> ta^a:^m7jc 
*^^;i/e7D-r (b;vx>/if^i^;i/)CT»SS!bN2.:?'f-;i'.3-;*-dpv 

-l,2,3,4,5,6,7,8-;ri'^ h KD--f V^y U >-4-*;V^- b (7-OI8) (70 mg, 

70%)?^ L-ciffce 

NMR (300 MHz, CDCls): 6 0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 
15 2H), 1.42-1.59 (m, 5H), 1.88 (s, IH), 1.97-2.08 (m, 2H), 2.20-2.32 (m, IH), 
2.54-2,66 (m, IH), 3.06-3.19 (m, 2H). 3.33-3.43 (m, 3H). 
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^1 



No. 










^H-NMR (CDCI3) 


1-001 


H 


Me 


Me 


Me 


2.16 (s, 3H), 2.33 (s, 3H), 
3.62 (s, 3H), 7.17-7.26 (m, 
2H), 7.34 (s, IH), 7.34-7.43 
(m ,1H), 7.46-7.50 (m. IH). 


1-002 


H 


Me 


Me 


Et 


(s, 3H), 2.36 (s, 3H), 4.19 (q, 
J = 7.2 Hz, 2H), 7.19-7,25 
(m 2ro 7 34 IH^ 7 39- 
7.42 (m .IH), 7.46-7.49 (m. 
IH). 


1-003 


H 


Me 


Me 


nPr 


0,98 (t, J = 7.2 Hz, 3H), 
1.65-1.78 (m, 2H), 2.15 (s, 
3H), 2.34 (s, 3H), 4.03-4.08 
Cm 2H^ 7 16-7 26 (-m SH'i 
7.33 (s, IH). 7.38-7.41 (m, 
IH). 7.46-7.49 (m. IH), 


1-004 


H 


Me 


Me 


nBu 


0.95 (t, J = 7.5 Hz, 3H), 
1.35-1,48 (m, 2H), 1.62-1.72 
(m ,2H), 2.15 (s, 3H), 2.35 
(s, 3H), 4.10 (t, c/= 7.8 Hz, 
2H) 7 19-7 25 Cm 2H'i 7 33 
(s, IH), 7.38-7.42 (m, IH), 
7.46-7.49 (m, IH). 


1-005 


H 


Me 


Me 


Bn 


2.14 (s, 3H), 2.26 (a, 3H), 
5.42 (br s, 2H), 7.17-7.51 
(m. lOH). 


1-006 


H 


a 


H 


nBu 


0.94 (t, J = 7,4 Hz, 3H). 
1.35-1.48 (m, 2H), 1.76-1.86 
(m, 2H), 4.06 (t, e/= 7.4 Hz, 
2H), 7.22-7.28 (m, 3H), 7.34- 
7.51 (m, 7H), 7.81 (d, «/= 2.5 
Hz, IH). 


1-007 


H 




H 


nBu 


0.96 (t, J = 7.3 Hz, 3H), 
1.35-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.05 (t, J= 7.3 Hz, 
2H), 7.10-7.17 (m, 2H), 
7.22-7,24 (m, 3H), 7.37-7.44 
(m, 3H), 7.48-7.52 (m, IH), 
7.76 (d. J= 2.7 Hz. IH). 


1-008 


H 




H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 

1.36- 1.49 (m. 2H), 1.79-1.87 
(m, 2H), 4.08 (t, </= 7.3 Hz, 
2H), 7.23-7.27 (m, 2H), 

7.37- 7.44 (m, 2H), 7.45-7.52 
(m, IH). 7.50 (d, c/= 2.7 Hz, 
IH), 7.75-7.78 (m, IH), 7.81 
(d, c/= 2.7 Hz, IH), 8.61 (d, 
c7= 3.7 Hz. IH), 8.74(3, IH). 
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^2 



R^ 



No. 






R* 


R" 


^H-NMR (CDCI3) 


1-009 


H 




H 


nBu 


0.97 (t, J = 7.4 Hz, 3H), 
1.38-1.48 (m, 2H), 1.75-1.86 
(m, 2H), 4.05 (t, J =7.4 Hz, 
2H), 6.92 (a, IH), 7.23-7.52 
(m, 6H), 7.67-7.69 (m, 2H), 
7.71 (d, J= 2.7 Hz, IH), 7.89 
(d. J= 2.7 Hz, IH). 


1-010 


Me 


H 


]Vfe 


nBu 


0.94 (t, J= 7.5 Hz, 8H), 1.39 
(sextet, J = 7.5 Hz, 2H), 

3H), 2.37 (s, 3H), 3.99 (t, 
7.8 Hz, 2HX 5.95 (s, IH), 
7.18 (ddd, J= 7.5, 7.5, 1.8 
Hz), 7.23 (ddd, J = 7.5, 7.5, 
1.8 Hz, IH), 7.40 (m, IH), 
7.47 (m. IH). 


1-011 




H 


Me 


nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.37 
(sextet, J ^ 7,5 Hz, 2H), 
1.68-1.78 (m, 2H), 1.73 (d, J 
= 1.0 Hz, 3H), 3,32 (s, 2H), 
3.94 (t, J=7,6 Hz, 2H), 4.82 
(s, IH), 4.88 (s, IH), 6.13 (d, 
7.2 Hz, IH), 7.17 (d, = 
7.2 Hz, IH), 7.19 (ddd, J' = 
7.5, 7.5, 1,5 Hz, IH), 7.23 
(ddd, J = 7.5, 7.5, 1.5 Hz, 
IH), 7.40 (m, IH), 7.48 (m, 
IH). 
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No. 


mm. 


^H-NME (CDClg) 


1-012 


^ Me 


2.16 (s, 3H), 2.36 (s, 3H), 7.20-7.29 
(m, 2H), 7.40-7.44 (m, 1H9, 7.68-7.61 

(m, IH), 7.83 (s, IH). 


1-013 


nBu 


0.96 (t, J= 7.2 Hz), 1.36-1.48 (m, 
2H), 1.60-1,72 (m, 2H), 2,16 (s, 3H), 
2.39 (s, 3H), 4.11 (t, J= 7.8 Hz, 2H), 
7.22-7.29 (m, 2H), 7.41-7.44 (m, IH), 
7.57-7.61 (m, IH), 7.81 (s, IH). 


1-014 


f O N Me 
' nBu 


0.96 (t, J= 7.2 Hz, 6H), 1.30-1.60 (m, 
4H), 1.60-1,75 (m, 2H), 1.76-1.90 (m, 
2H), 2.31 (s, 3H), 3.89 (t, J= 6.9 Hz, 
2H^ 4 02 (t J'= 8 1 Hz 2H^ 5 88 (d 
t/= 7.8 Hz, IH), 6.52 (d, J= 7.2 Hz, 
IH). 


1-016 


^ nBu 


0.94 (t, c/= 7.5 Hz, 3H), 1.40 (sextet, 
J= 7.5 Hz. 2H), 1.66 (quint, «/= 7.6 
Hz, 2H). 1.74 (quint, J= 6.0 Hz, 2H), 
1.87 (quint, J= 6.0 Hz, 2H), 2.58 (t, 
e/= 6.0 Hz, 2H), 2.69 (t, J = 6.0 Hz, 

7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J 

= 6,9 Hz, 2.4 Hz, IH), 7.48 (dd, c/ = 

6.9 Hz, 2.4 Hz, IH). 


1-016 


n 

nBu 


0.96 (t, c/= 7.5 Hz, 3H), 1.42 (sextet, 
J= 7.5 Hz, 2H), 1.60-1.76 (m, 4H), 
1 81 (auint «/ = 6 0 Hz 2H) 2 43 (t 
6.0 Hz, 2H), 2.61 (t, e/- 6.0 Hz, 
2H), 4.01 (t, J= 7.8 Hz, 2H), 5.07 (s, 
2H), 6.43 (s, IH), 7.28-7.39 (m, IH), 
7.34 (d. e/= 7.5 Hz. 2H), 7.45 (d. e/ = 
7.5 Hz, 2H). 


1-017 


Br 


3.23 (t, cA= 7.5 Hz, 2H), 4.24 (t, c/ = 
7.5 Hz, 2H). 6.10 (t, J= 6.9 Hz, IH), 
6.99 (dd, J= 1.8, 6.9 Hz, IH), 7.08- 
7.29 (m, 5H), 7.42-7.46 (m, IH), 
7.49-7.52 (m, 2H), 7.56 (dd, J= 1.2, 
7.8 Hz, IH). 


1-018 




3.03 (t, J= 6.1 Hz, 2H), 4.34 (t, e/ = 
6,1 Hz, 2H), 6.74 (d, J= 7,9 Hz, IH), 
7.19-7.45 (m, 6H), 7.50 (d, c7 = 6.4 
Hz, IH), 7.61 (d, J = 7.9 Hz, IH), 
7.73 (d. J= 7.3Hz, IH). 


1-019 


n-Bu 


0.96 (t, J- 7.5 Hz, 3H), 1.41 (sextet, 
J= 7.5 Hz, 2H), 1,58-1.73 (m, 4H), 
1.81 (quint, e/= 6.0 Hz, 2H), 2.45 (t, 
6.0 Hz, 2H), 2.61 (t, 6.0 Hz, 
2H), 3.18 (t, 7.5 Hz, 2H), 4.00 (t, 
c/= 7.8 Hz, 2H), 4.07 (t, 7.5 Hz, 
2H), 6.34 (s, IH), 7,21-7.33 (m, 5H). 
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S4 



No. 






'H-NMR (CDCI3) 


2-001 


Me 


Me 


2.28 (s, 3H), 2.49 (s. 3H), 4.17 (a, 3H). 
7.19-7.24 (m, 2H), 7.40 (s, IH), 7.43-7.49 
(m, 2H). 


2-002 


Me 


Et 


1 46 c/= 7 2 Hz 3H) 2 25 (s SHt 2 55 
(8, 3H), 4.92 (br s, 2H), 7.18-7.24 (m, 2H), 
7.37 (s, IH). 7.42-7.49 (m, 2H). 


2-003 


Me 


nPr 


1.04 (t, t/= 7.2 Hz, 3H), 1.89 (br s, 2H), 
2 25 fa 3H> 2 52 Ca SH'i 4 71 (hr s 2H^ 
7.19-7.26 (m, 2H), 7.36 (s, lH),7.42-7.49 
(m, 2H). 


2-004 


Me 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 
1.83 (br s, 2H), 2.25 (s, 3H), 2.53 (s, 3H), 
4 80 (hr s 2Ji) 7 18-7 2(3 Z'R'i 7 .«?fi /q 
IH), 7.42-7.49 (m. 2H). 


2-005 


Me 


iBu 


0.97-0.99 (m, 6H), 2.27 (s, 3H), 2.51 (s, 
3H), 2.51-2.66 (m, IH), 3.81 (br s, IH), 
5.64 (br s. IH) 7 20-7 24 fm 2H> 7 39 Cs 
IH), 7.42-7.48 (m, 2H). 


2-006 


Me 


nPent 


0.92 (t, 7.2 Hz, 3H), 1.36-1.48 (m, 4H), 
1.85 (br 8, 2H), 2.25 (a, 3H), 2.53 (s, 3H), 
4.76 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7.49 (m, 2H). 


2-007 


Me 


nHexyl 


0.89 (t, 7.2 Hz, 3H), 1.30-1.50 (m, 6H), 
1.84 (br s, 2H), 2.25 (s, 3H), 2.52 (s, 3H), 
4.79 (br 8, 2H), 7.17-7.26 (m, 2H), 7.35 (s, 
IH), 7.42-7.49 (m, 2H). 


2-008 


Me 


Bn 


2.24 (s, 3H), 2.38 (s, 3H). 6.27 (br s, 2H), 
7.14-7.52 (m, lOH). 


2-009 


Et 


Me 


1.23 (t, 7.8 Hz, 3H). 2.50 (a, 3H), 2.61 
(q, c/= 7.8 Hz, 2H), 4.17 (s, 3H), 7.19-7.24 
(m, 2H), 7.42 (a, IH), 7.42-7.49 (m, 2H). 


2-010 


Et 


Et 


1.23 (t, c/= 7.5 Hz, 3H), 1.47 (t, «/= 7.2 Hz, 
3H), 2,57 (a, 3H), 2.59 (q, J= 7.5 Hz, 2H), 
4.92 (br 3, 2H), 7.18-7.24 (m, 2H), 7.39 (a, 
IH). 7.43-7.49 (m, 2H). 


2-011 


Et 


nPr 


1.04 (t, c/= 7.2 Hz, 3H), 1,22 (t, c/= 7.5 Hz, 
3H), 1.89 (br s, 2H), 2.54 (a, 3H), 2.59 (q, J 
= 7.5 Hz, 2H), 4,72 (br a, 2H), 7.18-7.24 
(m, 2H), 7.38 (s. IH). 7.42-7.49 (m. 2H). 


2-012 


Et 


nBu 


0.99 (t, J'= 7.2 Hz, 3H), 1.22 (t, c/= 7.5 Hz, 
3H), 1.42-1.54 (m, 2H), 1.83 (br s, 2H), 
2.55 (s, 3H), 2.59 (q, c/= 7.5 Hz, 2H), 4.77 
(br s, 2H), 7.20-7.24 (m, 2H), 7.38 (s, IH), 
7.42-7.49 (m, 2H). 


2-013 


Et 


Bn 


1,22 (t, J= 7.5 Hz, 3H), 2.40 (a, 3H), 2.57 
(q, J= 7.5 Hz, 2H), 6.26 (br s, 2H), 7.13- 
7.51 (m, lOH). 
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^5 



No. 






^H-NMR (CDCI3) 


2-014 




Me 


2.55 (s. 3H), 4.10 (s, 3H), 6.67 (d. J 
= 7.8 Hz, IH), 7.20-7.26 (m, 2H), 
7.40-7.50 (m. 3H). 


2-015 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H). 1.84 
(m ,2H), 2.58 (s, 3H), 4.69 (br s, 
2H), 6.52 (d, 7.8 Hz, IH), 7.20- 
7.26 (m, 2H). 7.30-7.50 (m, 3H). 


2-016 


ay 


nBu 


0.82 (t, J = 7.5 Hz, 3H), 1.32 
(sextet, 7.5 Hz, 2H), 1.47-1.52 
(m, 2H), 2.46 (s, 3H), 4.37 (br s, 
2H), 4.80 (s, 2H), 7.06 (d, 9.0 
Hz, IH), 7,26-7.35 (m, 3H), 7.38- 
7.44 (m, IH), 7.60-7.67 (m. IH). 


2-017 


Ac 


nBu 


0,99 (t, J = 7.5 Hz, 3H), 1.47 
(sextet, 7.5 Hz, 2H), 1.83 (m, 
2H), 2.38 (s. 3H), 2.54 (s, 3H), 4.70 
(br s, 2H), 6.44 (d, 7.8 Hz, IH), 
7.04 (d, J= 7.5 Hz, IH). 


2-018 


H 


nBu 


1.02 (t, J = 7.8 Hz, 3H), 1.60 
(sextet, J= 7.8 Hz, 2H), 1.80-1.90 
(m, 2H), 2.51 (s, 3H), 4.66 (br s, 
2H), 6.49 (d, J= 8.1 Hz, IE), 6.91 
(d, c/= 7.8 Hz, IH). 8.44 (br s, IH). 


2-019 


U 


nBu 


0.96 (t, J = 7.5 Hz, 3H), 1,41 
(sextet, c/= 7.5 Hz, 2H), 1.70 (m, 
2H), 2.43 (s, 3H), 2.52 (s, 3H), 4.61 
(brs, 2H), 6.38 (d, c/= 8.1 Hz, IH), 
7.26-7.36 (m, 3H), 7.97 (d, 8.7 
Hz, IH). 






nx^u 


1.01 (t, J = 7.5 Hz, 3H), 1,49 
(sextet, e/= 7,2 Hz, 2H), 1.82 (m, 
2H), 2,57 (s, 3H), 3.48 (dd, J= 3,0, 
1.5 Hz, 3H), 4.70 (brs, 2H), 6.47 (d, 
J= 7.8 Hz, IH), 7.31 (dd, J= 7.8, 
1.8Hz, IH). 


2-021 




nBu 


0.98 (t, J = 7.2 Hz, 3H), 1,46 
(sextet, J = 7.5 Hz, 2H), 1.81 (m, 
2H), 2.61 (s, 3H), 4.00 (s, 2H), 4.67 
(brs, 2H), 6.39 (d, e/= 7.8 Hz, IH), 
6.98 (d, «/'= 7.8 Hz, IH), 7.10-7.50 
(m, 5H). 


2-022 


0^ 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7,2 Hz, 2H), 1.85 (m, 
2H), 2.54 (s, 3H), 2.90-3.00 (m, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 3.10-3.20 (m, 2H), 4,70 (brs, 
2H), 6.42 (d, J= 8,1 Hz, IH), 6.97 
(d, c/= 8.1 Hz, IH), 7.18-7,34 (m, 
5H). 
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^6 



1. 



No 


R' 




^H-NMR (CDCI3) 


2-023 




nBu 


0.92 (t, J= 6.9 Hz, 3H), 1.37 (m, 
4H), 2.41 (s, 3H), 4.17 (brs, 2H), 
4.47 (s, 2H), 6.99 (d, J = 9.0 Hz, 
IH), 7.00-7.30 (m. 5H). 


2-024 




nBu 


0.94 (t, J = 6.9 Hz, 3H), 1.40 
(sextet, J = 7.8 Hz, 2H), 1.70 
(m ,2H), 2.48 (s, 3H), 2.89 (s, 6H), 
4.60 (br s, 2H), 6.27 (d, 8.1 Hz, 
IH), 6.97 (dd. c/= 8.1, 1.2 Hz, IH), 
7.21 (d, 7,8 Hz, IH), 7.51 (dd, J 
= 8,1, 7.8 Hz, IH), 7.61 (dd, J= 8.4, 
7.8 Hz, IH), 8.28 (dd, J= 7.2, 0,9 
Hz, IH). 8.61 (t. J= 8.4 Hz, 2H). 


2-025 


o 

N 


nBu 


1.02 (t, J = 7.5 Hz, 3H), 1.50 
(sextet, c/= 7.6 Hz, 2H), 1.80-1.85 
(m ,2H), 2.51 (s, 3H), 4.67 (br s, 
2H), 6.61 (dd. 5.1, 4.8 Hz, IH), 
6.67 (d, c/= 7.8 Hz, IH), 7.38 (d, J= 
8.1 Hz, IH). 7.70-7.85 (m. 2H). 


2-026 


nBu 


nBu 


0.90-1.03 (m, 6H), 1.4-1.6 (m, 4H), 
1,8-1.9 (m, 4H), 2.50 (s, 3H), 3.98 
(t, 6.9 Hz, 2H), 4.76 (brs, 2H), 
6.40 (d, c/= 8.1 Hz, IH), 6.60 (d, J= 
7.8 Hz, IH). 


2-027 




nBu 


0.91 (t, J= 7.2Hz, 3H), 1.25-1,44 
(m, 4H,), 1.25-1.44 (m. 4H), 2.40 (s, 
3H), 3.75 (s, 3H), 4.18 (brs, 2H), 
4.44 (s,2H), 6.73 (A2B2-type, J = 
8,7Hz, 2H), 6.98 (d, J'=9.3Hz, IH), 
7.09 (A2B2-type, J = 8.4Hz, 2H), 
7.25 (d, J- 9.0Hz. IH). 


2-028 


EtOjC- 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.40 (t, 
7.2 Hz, 3H), 1.47 (sextet, J = 7,5 
Hz, 2H), 1.84 (m, 2H), 2.55 (s, 3H), 
4.35 (q, J= 7.5 Hz, 2H), 4.69 (brs, 
2H), 6.45 (dd, 7.5, 0.6 Hz, IH), 
7.12 (d, 7.5 Hz. IH). 


2-029 


CV 

0 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.48 
(sextet, J= 7.2 Hz, 2H), 1.85 (m, 
2H), 2.57 (s, 3H), 4.73 (brs, 2H), 
6.48 (d, </= 7.8 Hz, IH), 7.18 (d, 
7.5 Hz, IH), 7.20-7.70 (m, 3H), 
8.20-8.30 (m, 2H). 
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«7 



No. 




R8 




R« 


^H-NMR-(CDCl3) 


2-030 


H 


H 


H 


iPr 


1.45 (s, 3H), 1.48 (s, 3H), 6.31- 
6.45 (m, IH), 6.76 (t, J= 7.0 Hz, 
IH), 7.03-7.29 (m, 3H), 7.43-7.29 
(m, 3H), 7.43-7.64 (m, 2H), 7.74 
(dd, 1,5, 7.0 Hz, IH). 


O AO 1 


Me 


H 


TT 

H 


nPr 


1.00 (t, J = 7.3 Hz, 3H), 1.83- 
2.02 (m, 2H), 4.48 (t. 7.7 Hz, 
2H), 6.56 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.49 (m, 
2H), 7.57 (d. 6.6 Hz, IH). 


2-032 


-CHjOMe 


H 


H 


nPr 


0.96 (t, J = 7,3 Hz, 3H), 1.36- 

1.47 (m, 2H), 1.81-1,91 (m, 2H), 
3.43 (s, 3H), 4.48-4.56 (m, 3H), 
6.89 (d, J= 6.7 Hz, IH), 6,97- 

7.48 (m. 4H), 7.68 (d, 6.7 Hz, 
IH). 


2-033 


H 


H 


H 


nBu 


0.98 (t, J = 7.3 Hz, 3H), 1,37- 
1.49 (m, 2H), 1.83-1.94 (m, 2H), 
4.57 (t, J = 7.6 Hz, 2H), 6.65- 
6.70 (m, IH), 7.22-7.27 (m, 2H), 
7.43-7.51 (m, 3H), 7.68 (dd, J = 
1.5, 6.4 Hz, IH). 


2-034 


Me 


H 


H 


nBu 


0.95 (t, J = 7.3 Hz, 3H), 1.34- 
1.46 (m, 2H), 1.79-1.90 (m, 2H), 
2 (a ^TT^ 4 ^1 (t J — 1 A "H-r 

*t.£i\f \af OxX/f t.UJ. \L, tt — XI. Z, 

2H), 6.55 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.48 (m, 
2H), 7.69 (d, J= 6.6 Hz, IH). 


2-035 


H 


Me 


H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 1.36- 
1.46 (m, 2H), 1.82-1.92 (m, 2H), 
4.54 (t, J= 7.6 Hz, 2H), 7,19- 
7.27 (m, 2H), 7.40-7.52 (m, 4H). 


2-036 


H 


Br 


H 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1,43 
(sextet, J = 7.5 Hz, 2H), 1.83- 
1.93 (m , 2H), 4.53 (t, J= 7.5 Hz, 
2H), 7.21-7.30 (m, 2H), 7.42-7.62 
(m, 2H), 7.64 (d, J= 2.1 Hz, IH), 
7.79 (d, 2.1 Hz. IH). 


2-037 


H 


a— 


H 


nBu 


1.00 (t, J*= 7.3 Hz, 3H), 1.45 
(sextet, J = 7.3 Hz, 2H), 1.85- 
1.97 (m, 2H), 4,57 (t, 7.6 Hz, 
2H), 7.22-7.28 (m, 2H), 7.34-7.44 
(m, 3H), 7.44-7.52 (m, 4H), 7.61 
(d, J== 1.8 Hz, IH), 7.89 (d, J = 
1.8 Hz, IH). 
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S8 

0 



No. 






^H-NMK (CDCI3) 


3-001 




Me 


2.20 (s, 3H), 2.39 (s, 3H), 3.62 (s, 
3H), 4.65 (d, J= 6.0 Hz, 2H), 7.21- 
7.38 (m, 5H), 8.37 (s, IH), 10.28 
(br s, IH). 


3-002 




Me 


2.19 (s, 3H), 2.38 (s, 3H), 2.93 (t, J 
= 7.2 Hz, 2H), 3.62 (s, 3H), 3.65- 
3.72 (m, 2H), 7.21-7.33 (m, 5H), 
8.34 (s. IH). 9.99 (br s, IH). 


3-003 




Et 


1.32 (t, J= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.20 (q, J= 7.2 
Hz. 2H). 4 64 (d J" = 6 0 Hz 2H) 
7.24-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s. IH). 


3-004 




Et 


1.33 (t, J= 7.2 Hz, 3H), 2.18 (a, 
3H). 2.42 (s. 3H) 2 93 (t J" = 7 5 
Hz, 2H), 3.64-3.71 (m, 2H), 4.21 (q, 
e/= 7.2 Hz, 2H). 7.18-7.33 (m, 5H), 
8.32 (s. IH). 10.03 (br s. IH). 


3-005 


(X 


nPr 


1.03 (t, e/-= 7.8 Hz, 3H), 1.65-1.78 
(m. 2H). 2.19 (s, 3H) 2 42 3H) 
4.07 (t, c/= 8.1 Hz, 2H), 4.66 (d, c/= 
6.0 Hz, 2H), 7.24-7.38 (m, 6H), 
8.36 (s, IH), 10.30 (br s. IH). 


3-006 




nPr 


1.05 (t, ./= 7.5 Hz, 3H), 1.67-1.80 
(m, 2H), 2.19 (3, 3H), 2.42 (s, 3H), 
2.92-2.97 (m, 2H), 3.64-3.72 (m, 
2H), 4.09 (t, c/= 7.8 Hz, 2H), 7.20- 
7.35 (m, 5H), 8.33 (s, IH), 10.06 
(br s. IH). 


3-007 




iPr 


1.60 (s, 3H), 1.63 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 4.64 (d. 6.0 
Hz, 3H), 7.24-7.34 (m, 6H), 8.31 (s, 
IH), 10.31 (br s. IH). 


3-008 




iPr 


1.62 (s, 3H), 1.64 (a, 3H), 2.17 (s, 
3H), 2,40 (s, 3H), 2.93 (d, c/ = 7.8 
Hz, 2H), 3.62-3.69 (m, 2H), 4.64 
(br s, IH), 7.18-7.33 (m, 6H). 8.28 
(8, IH). 10.04 (br a. IH). 


3-009 




nBu 


0.98 (t, 7.2 Hz, 3H), 1.38-1.51 
(m, 2H), 1.61-1.71 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4.10 (t, c/ = 8.1 
Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.21-7,38 (m, 5H), 8.35 (s, IH), 
10.30 (br s. IH), 


3-010 


0^ 


nBu 


1.00 (t, 7.2 Hz. 3H), 1.40 (m, 
2H), 1.61-1.72 (m, 2H), 2.93 (t, J= 
7.2 Hz, 2H). 3.63-3.70 (m, 2H), 
4.11 (t, 7.8 Hz, 2H). 7.18-7.32 
(m, 5H), 8.32 (s, IH). 10.03 (br s, 
IH). 
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^9 



No. 






^H-NMR (CDClg) 


3-011 




nHexyl 


0.89 (t, J- 7.2 Hz, 3H), 1.30-1.50 
(m, 6H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4.09 (t, 7.8 
Hz, 2H), 4.64 (d, c/= 5.7 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, IH). 


3-012 




nHexyl 


0.91 (t, 6.9 Hz, 3H), 1.32-1.45 
(m, 6H), 1.63-1.70 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, «/= 7.5 
Hz, 2H), 3.63-3.70 (m, 2H), 4.10 
(t, J'= 7.8 Hz, 2H), 7.18-7.32 (m, 
5H), 8.31 (s, IH), 10.04 (br s. IH). 


3-013 




Bn 


2.19 (8, 3H), 2,31 (s, 3H), 4.64 (d, J 
= 5.7 Hz, 2H), 5.44 (br s, 2H), 
7.07-7,38 (m, lOH), 8.44 (s, IH), 
10.24 (br s. IH). 


3-014 




Ba 


2.18 (s, 3H), 2.31 (s, 3H), 2.93 (t, J 
= 7,5 Hz, 2H), 3.64-3.71 (m, 2H), 
5.46 (br s, 2H), 7.08-7.36 (m, lOH), 
8.41 (s. IH). 9.98 (br 8. IH). 


3-015 




Ph 


2.00 (s, 3H), 2.22 (s, 3H), 4.58 (d, J 
= 5.7 Hz, 2H), 7.15-7.32 (m, 7H), 
7.49-7.58 (m, 3H), 8.49 (s, IH), 
10.02 (br s, IH). 


3-016 




Ph 


2.00 (s, 3H), 2.22 (s, 3H), 2.88 (t, J 
= 7.8 Hz, 2H), 3.59-3.66 (m, 2H), 
7.16-7.29 (m, 7H), 7.51-7,61 (m, 
3H), 8.46 (s, IH). 9.82 (br s. IH), 
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^1 0 

0 



No. 






^H-NMR (CDCI3) 






■n'Rti 

hjdu 


0.93 (t, J"= 7.2 Hz, 3H), 0.98 (t, 
7.2 Hz, 3H), 1.32-1.51 (m, 6H), 
1.61-1.69 (m, 2H), 2.41 (s, 3H), 2.48 

\l, d — f.O JtlZ, Ckt\.)y 4.Uy ^t, e/ — /.O 

Hz, 2H), 4.64 (d, J = 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, IH), 10.30 
(br 8. IH). 


3-034 




nBu 


0,93 (t, J= 7.2 Hz, 3H), 1.00 (t, J = 
7.2 Hz, 3H), 1.30-1.54 (m, 6H), 
1.63-1.72 (m, 2H), 2.42 (s, 3H), 2.48 
(t, J = 7.8 Hz, 2H), 2.93 (m, 2H), 
O.6Z-3.70 (m, 2H;, 4.10 (t, J = 7.8 
Hz, 2H), 7.16-7.32 (m, 5H). 8.32 (s, 
IH), 10.04 (br s, IH). 


3-035 




nPentyl 


0.90 (t, J - 6.9 Hz, 3H), 0.98 (t, 
7.2 Hz. 3H), 1.30-1,53 (m, 8H), 
1.0^-1.69 (m, 2a), 2.47 (s, oH), 2.48 
(t, 7.5 Hz, 2H), 4.09 (t, c7= 7.8 
Hz, 2H), 4.64 (d, J = 5.7 Hz, 2H), 
7.23-7.38 (m, 6H), 8.35 (s, IH), 10.31 
(br s. IH). 


3-036 




nPentyl 


0.90 (t, c/=: 6,9 Hz, 3H) , 1.00 (t, J = 
/.z Jiz, oxlj, i.Zo-l.oy (m, 4rl;, 
1.40-1.55 (m, 4H), 1.62-1.72 (m, 2H), 
2.42 (s, 3H), 2.47 (t, 7.5 Hz, 2H), 
2.93 (t, c/= 7.2 Hz, 2H), 3.63-3.70 
(m, 2H), 4.10 (t, J = 7.8 Hz, 2H), 

(br 8, IH). 


3-037 


Cr 


I 


0.98 (t, c/= 7.3 Hz, 3H), 1.38-1.50 
(m, 2H), 1.61-1.71 (m, 2H), 2.71 (s, 
3H), 4.16 (t, J= 7.9 Hz, 2H), 4.63 (d, 
c/= 5,8 Hz, 2H), 7.22-7.37 (m, 5H), 
8.78 (s, IH), 10.4 (br s, IH). 


3-038 




I 


1.00 (t, 7.3 Hz, 3H), 1.39-1.51 
(m, 2H), 1.69 (s, 3H), 1.61-1.71 (m, 
2H). 2.71 (s. 3H), 2.92 (t, «/= 7.6 Hz, 
2H), 3.62-3.69 (m, 2H). 4.17 (t, 
7.9 Hz, 2H), 7.19-7.33 (m, 5H), 8.74 
(s, IH), 9.77 (br s, IH). 


3-039 






1,00 (t, J= 7.3 Hz, 3H), 1.41-1.53 
(m, 2H), 1.68-1,78 (m, 2H), 4.15 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7.22-7.45 (m, lOH), 8.46 (s, 
IH), 10.25 (br s, IH), 


3-040 




X) 


1.02 (t, J = 7.3 Hz, 3H). 1.43-1.55 
(m, 2H), 1.69-1.79 (m, 2H), 2.41 (s, 
3H), 2.94 (t, c^= 7.9 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.16 (t, 7.6 Hz, 2H), 
7.19-7.45 (m, lOH), 8.43 (s, IH). 9.98 
(br 8, IH). 
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^1 1 

0 



nBu 



No. 




R3 


^H-NMR (CDCI3) 


3-044 




CF3 


1.02 (t, J = 6.7 Hz, 3H), 1,42-1,54 
(m, 2H), 1.66-1.74 (m, 2H), 2.61 (s, 
3H), 2.93 (t, J= 7.3 Hz, 2H), 3.64- 
3.69 (m, 2H). 4.14 (t, c/= 7,9 Hz, 2H), 
7.20-7.33 (m, 5H), 8.69 (s, IH), 9.61 
(brs. IH). 
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^1 2 

O 



nBu 



No. 






iH-NMR (CDCls) 


3-061 


n-Hexyl 


0 

H 


0.86-0.91 (m, 6H), 0.95 (t, J = 
7.3 Hz, 3H), 1.26-1.47 (m, 16H), 
1.54-1.65 (m, 4H), 1.73-1,83 (m, 
2H), 3.38-3.45 (m, 4H), 4.07 (t, 
J = 7.3 Hz, 2H), 6.72 (t, J = 5.6 
Hz, IH), 8.40 (d, 2.7 Hz, 
IH), 8.83 (d, 2.7 Hz, IH), 
9.69 (t, c/= 5.6 Hz. IH). 


3-062 






1,02 (t, 7.3 Hz, 3H), 1.33- 
1.45 (m, 2H), 1.72-1.82 (m, 2H), 

4.06 (t, 7.6 Hz, 2H), 4.58 (d, 
6.5 Hz, 4H), 6.81 (br s, IH), 

7.24-7.36 (m, lOH), 7.42 (d, = 

2.7 Hz, IH), 8.78 (d, J- 2.7 Hz, 
IH). 10.00 (br s, IH). 


3-063 




H 


0.97 (t, J = 7.3 Hz, 3H), 1.33- 
1.46 (m, 2H), 1.72-1.82 (m, 2H), 
2.88-2.94 (m, 4H), 3.63-3.72 (m, 
4H), 4.06 (t, c/= 7.6Hz, 2H), 
7.20-7.34 (m, lOH), 8,37 (d, 
2.7 Hz, IH), 8.65 (d, 2.7 Hz, 
IH), 9.52 (br s, IH). 


3-064 




0 

} 

(cnyaCHs 


0.91-0.96 (m, 6H), 0.93 (t, J = 
7.3 Hz, 3H), 1.32-1.44 (m, 4H), 
1.54-1.65 (m, 6H), 1.71-1.81 (ra, 
2H), 3.38 (br s, 4H), 4.02 (t, J = 
7.3 Hz, 2H), 4.64 (d, J= 5.8 Hz, 
2H), 7.23-7.39 (m, 5H), 7.85 (d, 
c/= 2.7 Hz, IH), 8.58 (d, c/= 2.7 
Hz, IH). 10.04 (t, J = 5.5 Hz, 
IH). 


3-065 




H 


0.96 (t, J= 7.3 Hz, 3H), 1.15- 
1.49 (m, 6H), 1,64-1.81 (m, 6H), 

IH), 4.05 (t, J= 7.3 Hz, 2H). 
4.64 (d, J= 5.8 Hz, 2H), 6.10 (d, 
7.9 Hz, 2H), 6.92-7.38 (m. 
6H), 8.38 (d, J= 2.7 Hz, IH), 
8,72 (d, 2.7 Hz, IH), 10.05 
(t, J= 5.8 Hz, IH). 


3-066 


or- 


0 


0.89 (t, c/= 6.7 Hz, 3H), 0.97 (t, 
7.3 Hz, 3H), 1.27-1.45 (m, 
8H), 1.54-1.63 (m, 2H), 1.73- 
1.82 (m, 2H), 2.93 (t, J = 7.6 
Hz, 2H), 3.38-3.45 (m, 2H), 
3.65-3.72 (m, 2H), 4.06 (t, J = 
7.6 Hz, 2H), 6.44 (t, «/= 5.5 Hz, 
IH), 7.20-7.34 (m, 5H), 8.39 (d, 
J= 2.7 Hz. IH), 8.74 (d, J= 2.7 
Hz, IH), 9.78 (t, 5.5 Hz, 
IH). 



146 



wo 02/053543 



PCT/JPOl/11427 



^1 3 

0 



nBu 



No. 






iH-NMR (CDCla) 


3-067 




I 


0.96 (t, J= 7.3 Hz, 3H), 1.31-1.44 
(m, ^ri), 1.68-1.78 (m, 2H), 3.95 (t, J 
= 7.3 Hz, 2H), 4,62 (d, J = 7.3 Hz, 
2H), 7.23-7.36 (m, 5H), 7.70 (d. J = 
2.6 Hz, IH), 8.67 (d, J= 2.6 Hz, IH), 
10.03 (br 8. IH). 


3-068 




X) 


0.98 (t, 7.3 Hz, 3H), 1.36-1.48 
(m, 2H), 1.75-1.85 (m, 2H), 4.08 (t, J 
= 7.6 Hz, 2H), 4.67 (d, 5.8 Hz, 
2H), 7.22-7.50 (m, lOH), 7.69 (d, 
2.7 Hz, IH), 8.87 (d, 2.7 Hz, IH), 
10.25 (br s. IH). 


3-069 






0.98 (t, J= 7.6 Hz, 3H), 1.34-1.46 
(m, 2H), 1.72-1.82 (m, 2H), 4.01 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7,23-7.40 (m, 8H), 7.45-7.51 
(m, 2H), 7,73 (d, J = 2.7 Hz, IH), 
8.66 (d, </= 2.7 Hz, IH), 10.03 (t, 
5.8 Hz. IH). 


3-070 


nBuO 


H 


0.95 (t, J= 7.5 Hz, 3H), 1.38 (sextet, 
J= 7.8 Hz, 2H), 1.73-1.79 (m, 2H), 
3.90 (s, 3H), 3.98 (t, J= 7.5 Hz, 2H), 
6.24 (d, 6.9 Hz, IH), 7.53 (dd, J 
= 6.7, 2.1 Hz, IH). 8.14 (dd, J= 7.5, 
2.4 Hz. IH). 


3-071 




H 


0.95 (t, J= 6.9 Hz, 3H), 1.36 (sextet, 
c/= 7.8 Hz, 2H), 1.66-1.80 (m, 2H), 
3.96 (t, J= 7.2 Hz, 2H), 4.60 (d, J = 

6.0 Hz, 2H). 6.36 (t, J= 7.5 Hz, IH), 
7.20-7.40 (m, 5H), 7.46 (dd, J= 6.3, 

2.1 Hz, IH), 8.47 (dd, J= 7.2, 2.4 
Hz, IH). 


3-072 




CPs 


0.99 (t, J= 7.3 Hz, 3H), 1.34-1,47 
(m, 2H), 1.72-1.82 (m, 2H), 2.93 (t, J 
= 7.3 Hz, 2H), 3.66-3.73 (m, 2H), 
7.20-7.34 (m, 5H), 7.83 (m, IH), 
8.69 (d, J= 2.7 Hz, IH), 9.62 (br a, 
IH). 


3-073 






0,99 (t, e/= 7.3 Hz, 3H), 1.37-1.49 
(m, 2H), 2.95 (t, J = 7.3 Hz, 2H), 
3.66-3.73 (m, 2H), 4.07 (t, J= 7.3 
Hz, 2H), 7.19-7.31 (m, 6H), 7.34 (d, 
J= 2.4 Hz, IH), 7.42 (d, J= 8.5 Hz, 
IH), 7.65 (d, 2.7 Hz, IH), 8.63 
(dd, e/= 2.7, 0.6 Hz, IH), 9.89 (t, J = 
5.8 Hz. IH). 



147 



wo 02/053543 



PCT/JP01/n427 



^1 4 

O 



nBu 



No. 




E8 


^H-NMR (CDCls) 


3-074 




XX) 


1,00 (t, J= 7.3 Hz, 3H), 1.38- 
1.50 (m, 2H), 1.70-1.87 (m, 2H), 
2.97 (t, J= 7.3 Hz, 2H), 3.69- 
3,76 (m, 2H), 4.09 (t, J = 7.3 
Hz, 2H), 6.58 (brs, IH), 7.20- 
7.34 (m, 6H), 7.44-7.47 (m. 2H), 
8.63 (s, IH), 8.89 (d. J= 2.4 Hz, 
IH). 10.11 (t. e/= 5.8 Hz. IH). 



148 



wo 02/053543 



PCT/JPOl/11427 



m.1 5 



o 

nBu 



No. 






^H-NMR (CDClg) 


3-081 




Me 


0.98 (t, J « 7.2 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.46 (s, 3H), 4.05 (t, J = 
8.1 Hz, 2H), 4.27 (dd, J= 7.2, 6.6 

^'\^\ 4 fid M .7" ~ R 7 "R-y 9■H■^ 
Xi£, XXj.^, \\Xi e/ — O. / X12f aXI/, 

7.20-7.40 (m, 5H), 8.41 (d, c/= 7.5 
Hz. IH), 10.2 (br s. IH). 


3-082 




nPentyl 


0.93 (t, 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.37-1.50 (m, 6H), 
1.62-1.70 (m, 4H), 2.67 (t, 7.8 
Hz, 2H), 4.05 (t, 7.8 Hz, 2H), 
4.64 (d, J-^ 6.0Hz, 2H), 6,27 (d, J 

8.44 (d, c/= 7.5 Hz, IH), 10.21 (br 
s, IH). 


3-083 




nPentyl 


0.93 (t, J= 6.9 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.38-1.49 (m, 6H), 
1.63-1.70 (m, 4H), 2.66 (t, J= 7.8 
Hz, 2H), 2.93 (t, J= 7.5 Hz, 2H), 
3.63-3.68 (m, 2H), 4.06 (t, c/= 7.8 
Hz, 2H), 6.27 (d, J= 7.5 Hz, IH), 
7.17-7.32 (m, 5H), 8.40 (d, c/= 7.5 
Hz, IH). 9.94 (br s. IH). 


3-084 




nHexyl 


0.91 (t, J= 7.2 Hz, 3H), 0,98 (t, J 
= 7.2 Hz, 3H), 1.30-1.60 (m, 8H), 
1.60-1.72 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H), 4.05 (t, «/= 8.1 Hz, 2H), 
4.64 (d, e/= 5.7 Hz. 2H), 6.28 (d, J 
= 7.8 Hz, IH). 7.20-7.40 (m. 6H), 
8.44 (d, c/= 7.8 Hz, 1H),10.21 (br 
s, IH). 


3-085 


0^ 


nHexyl 


0.91 (t, c/= 7.2 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.31-1.49 (m, 8H), 
1.61-1.71 (m, 4H), 2.67 (t, 7.8 
Hz, 2H), 2.93 (t, J= 7.2 Hz, 2H), 
3.63-3.70 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2H), 6.27 (d, 7.8 Hz, IH), 
7.18-7.33 (m, 5H), 8.41 (d, /= 7.8 
Hz. IH), 9.94 (t. J= 5.1 Hz.lH). 



149 



PCT/JPOl/11427 



1 6 



No. 



mm 



iH-NMR (CDCI3) 



3-101 




3.03 (t, J= 6.4 Hz, 2H). 4.36 (t. J= 

6.4 Hz, 2H), 4.68 (d, J = 5.8 Hz. 
2H), 6.94 (d, J= 7.9 Hz, IH), 7.23- 
7.49 (m, 8H), 7.81 (d, J" = 7.3 Hz 
IH), 8.63 (d. J =7.9 Hz, IH), 10.22 
(br s. IH) 



3-102 



1.79-1.88 (m, 2H), 1.95-2.03 (m, 
2H), 2.88 (t, t/= 6.4 Hz, 2H), 4.04 (t, 
J= 6.1 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 6.26 (d, e/= 7.3 Hz, IH), 7.20- 
7.38 (m, 5H), 8.46 (d, = 7.3 Hz, 
IH), 10.19 (br 8. IH). 



3-103 




2.97 (t, 7.3 Hz, 2H), 3.04 (t, </ = 
6.4 Hz, 2H), 3.68-3.75 (m, 2H), 4.35 
(t. 6.4 Hz, 2H), 6.92 (d. J= 7.9 
Hz, IH), 7.19-7.35 (m, 5H), 7.37- 
7.43 (m, 3H), 7.80 (dd, e/= 1.5, 7.3 
Hz, IH), 8.59 (d, J= 7.9 Hz. IH), 
9.93 (br 3. IH). 



3-104 



1.79-1.88 (m, 2H), 1.95-2.04 (m, 
2H), 2.87 (t, c/= 6.4 Hz, 2H), 2.93 (t, 
J= 7.3 Hz, 2H), 3.65-3.72 (m, 2H), 
4.04 (t, J"= 6,4 Hz, 2H), 6.24 (d, J 
=7.3 Hz, IH), 7.18-7.33 (m, 5H), 
8.42 (d, c/= 7.3 Hz, IH), 9.90 (br s, 
IH). 



O Me 



3-105 




N Me 
nBu 



0.97 (t, J = 7.5 Hz, 3H), 1,42 
(sextet, J = 7,5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.39 (s, 3H), 2.63 (s, 3H), 
3.91 (t, c/= 7.9 Hz, 2H), 4.60 (s, 2H). 
6.05 (8, IH), 7.20-7.40 (m, 5H). 



3-106 



" O^N^Me 
nBu 



0.98 (t, J = 7.5 Hz, 3H). 1,43 
(sextet, J = 7.5 Hz, 2H), 1.60-1.72 
(m, 2H), 2.39 (s, 3H), 2.61 (s, 3H), 
2.93 (t-like, 2H), 3.63 (t-like, 2H), 
4.00 (t, J= 7.9 Hz, 2H), 6.04 (s, IH), 
7.17-7.33 (m. 5H). 



O Me 



3-107 




nBu 



0.97 (t, J = 7.5 Hz, 3H), 1.42 
(aextet, J= 7.5 Hz, 2H). 1.58-1.72 
(m, 2H), 2.08 (s, 3H), 2.41 (s, 8H), 
2,52 (s, 3H), 4.08 (t, J= 7.5 Hz, 2H), 
4.62 (8, 2H), 7.20-7.42 (m, 6H), 9.02 
(br s, IH). 



3-108 



O Me 
kA^^AJx^Me 



nBu 



0.98 (t, J = 7.5 Hz, 3H), 1.43 
(aextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.07 (s, 3H), 2.40 (s, 3H), 
2.44 (s, 3H), 2,93 (t, J= 7.5 Hz, 2H), 
3.67 (t, J= 7.5 Hz, 2H), 4.07 (t, J = 
7.8 Hz, 2H), 7,16-7.34 (m, 5H). 8.47 
(br 8, IH). 
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wo 02/053543 



PCT/JPOl/11427 



^1 7 



No. 


mm 


^H-NME (CDCI3) 


3-109 




1.00-1,28 (m,. 4H), 1.66^.90 (m» 
7H), 2.18 (s, 3H), 2.39 (s, 3H), 4.00 

7,20-7.40 (m, 5H), 8.35 (s. IH), 10.3 
(br s, IH). 


3-110 




1.00-1.30 (m,. 4H), 1.58-1.90 (m, 
7H), 2.93 (t, J= 7.6 Hz, 2H), 3.62- 
3.69 (m, 2H), 4.01 (br s, 2H), 7.18- 
7.35 (m, 5H), 8.32 (s. IH), 10.3 (br 

s, IH). 


3-111 


0 

11 J H jL 

O-^N Me 

nPentyl 


0.92 (t, J= 7.2 Hz, 3H), 1.37-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2,40 (s, 3H), 4.08 (t, J= 8.1 Hz, 
2H), 4.64 (d, J= 5.7 Hz, 2H), 7.20- 
7.40 (m, 5H), 8.35 (s. IH), 10.3 (br 
s. IH). 


3-112 


0"^ N Me 
nPentyl 


0.94 (t, J= 7.2 Hz, 3H), 1.38-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, 7.8 Hz, 
2H), 3.60-3.70 (m, 2H), 4.10 (t, J = 
7.8 Hz, 2H), 7.20-7.35 (m, 5H), 8.31 
(s, IH). 10.03 (br s, IH). 



151 



wo 02/053543 



PCT/JPOl/11427 



mi 8 

'"to 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-001 






0.97 (t, 7.5 Hz, 3H), 1.43 (sextet, 
7.5 Hz, 2H), 1.62 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, J= 6.0 
Hz. 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
c/'= 7.8 Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7,23-7.38 (m, 5H), 8.28 (s, IH). 10.32 
(br t, c/= 6.0 Hz, IH). 


4-002 




-CH2- 


0.99 (t, c/= 7.0 Hz, 3H), 1.45 (sextet, «/ = 
7.5 Hz, 2H), 1.63 (quint, J = 7,5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J - 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, 
7.8 Hz, 2H), 3.66 (dt, 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20- 
7.33 (m, 5H), 8.25 (s, IH), 10.05 (br t, J 
== 6.0 Hz. IH). 


4-003 




-CH2- 


0,99 (t, e/ = 7.5 Hz, oil), 1.45 (sextet, e/ 5= 
7.5 Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, </ = 6.0 Hz, 2H), 1.87 
(quint, 6.0 Hz, 2H), 2.61 (t, 6.0 
Hz, 2H), 2.73 (t, c/= 6.0 Hz, 2H), 2.82 (t, 
7.8 Hz, 2H), 3.60 (dt, 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, c/= 7.5 Hz, 2H), 6.65 
(dd, J= 6.3 Hz, 2.1 Hz, 2H), 7.05 (dd, J 
= 6.3 Hz, 2.1 Hz, 2H), 8.23 (s, IH), 
10.01 (br t. 6.0 Hz. IH). 


4-004 




-CH2- 


0.99 (t. d/= 7.2 Hz, 3H). 1.44 (sextet, J= 

7.2 Hz, 2H), 1.65 (quint, J = 7.2 Hz, 
2H), 1,74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.64 (t, J= 6.0 
Hz, 2H), 2.74 (t. J= 6.0 Hz, 2H). 2.94 (t, 
J= 7.5 Hz, 2H). 3.70 (q, J= 6.9 Hz, 2H), 

4.03 (t, J= 7.8 Hz, 2H), 7,20 (d, c/= 4.8 
Hz, 2H), 8.22 (s, IH), 8,51 (br s, 2H), 
10.10 (br t. J= 6.0 Hz. IH). 


4-005 


a 


-CHj- 


1.01 (t. 7.5 Hz, 3H), 1.44 (sextet, c/= 
7.5 Hz, 2H), 1.70 (quint, J = 7.5 Hz, 
2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.91 
(quint, 6.0 Hz, 2H), 2.66 (t, J= 6.0 
Hz, 2H), 2.78 (t, 6.0 Hz, 2H), 4.09 (t, 
7.8 Hz, 2H), 7.09 (t, c/= 7.5 Hz, IH), 
7.34 (t, J= 7.6 Hz, 2H), 7.77 (d. J= 7,5 
Hz. 2H). 8.34 (s, IH). 12.18 (br s. IH). 



152 



wo 02/053543 



PCT/JPOl/11427 



^1 9 



nBu 



No. 




1 


»H-NMR (CDCI3) 


4-006 




•CH2- 


7.5 Hz, 2H), 1.65 (quint, c/" = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, ^= 6.0 Hz, 2H), 2.62 (t, J= 6.0 
Hz, 2H), 2.74 (t, c/= 6.0 Hz, 2H), 4.02 (t, 
J= 7.8 Hz, 2H), 4.53 (d, 6.0 Hz, 2H), 
6.02 (s, 2H), 6.74 (d, J= 7.8 Hz, IH), 
6.81 (dd, «/= 7.8 Hz, 1.8 Hz. IH), 6.86 
(d, J= 1.8 Hz, IH), 8.27 (s. IH), 10.26 
(br t. J= 6.0 Hz, IH). 


4-007 


or 


-CH2- 


0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, t/= 
7.5 Hz, 2H), 1.63 (quint, J = 7.6 Hz, 
2H), 1.73 (quint, J= 6.0 Hz, 2H), 1,88 
(quint, c/= 6.0 Hz, 2H), 2.62 (t, c/= 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
J= 7.8 Hz, 2H), 4.62 (d. 6.4 Hz, 2H), 
6.26 (dd, 3.0 Hz, 0.9 Hz. IH), 6.28- 
6.31 (m, IH), 7.35 (d, J= 0.9 Hz, IH), 
8.26 (s. IH). 10.25 (br t, c/= 5.4 Hz. IH). 



153 



wo 02/053543 



PCT/JPOl/11427 




No. 




1 


^H-NMR (CDCI3) 


4-008 




-CH2- 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.6 Hz, 2H), 1.62 
(quint, c/= 7.5 Hz, 2H), 1,74 (quint, 
e/= 6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, J = 6.0 Hz, 2H), 
2.74 (t, 6.0 Hz. 2H). 4.03 (t, «/ = 
7.8 Hz, 2H), 4.59 (d, J = 6.0 Hz, 
2H), 7.26 (s, 2H), 7.28 (a, 2H), 8,26 
(s, IH), 10.35 (br t, c/= 6,0 Hz. IH). 


4-009 




"CH2- 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.64 
(quint, 7.5 Hz, 2H), 1,74 (quint, 
J= 6.0 Hz, 2H), 1.88 (quint, ./= 6.0 
Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 
2.73 (t, J = 6.0 Hz, 2H), 3.78 (s, 
3H), 4.01 (t, J= 7.8 Hz, 2H), 4.67 
(d, 6.0 Hz, 2H), 6.85 (d, J- 9.0 
Hz, 2H), 7.29 (d, J= 9.0 Hz, 2H), 
8.27 (a, IH), 10.24 (br t, 6.0 Hz, 
IH). 


4-010 




-0- 


0.98 (t, J = 7,5 Hz, 3H), 1.43 
(sextet, J = 7.6 Hz, 2H), 1.66 
(quint, c/= 7.5 Hz, 2H), 2.82 (t, c7 = 
6,0 Hz, 2H), 4.01 (t, J= 6.0 Hz, 2H), 
4.02 (t, J = 7.5 Hz, 2H), 4.60 (s, 
2H), 4.64 (d, c/= 6.0 Hz, 2H), 7.24- 
7.38 (m, 5H), 8.22 (s, IH), 10.22 (br 
t, «/= 6.0 Hz. IH). 


4-011 




-0. 


1 Art /+ 7—71^ Xfrw qtl\ 1 AK. 
l.UU ^t, df — ( ,0 IIZ, Oti), i.4o 

(sextet, J = 7.5 Hz, 2H), 1.69 
(quint, J= 7.5 Hz, 2H), 2.83 (t, J = 

6.0 Hz, 2H), 2.93 (t, c/= 7.5 Hz, 2H), 
3.67 (dt, J = 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, c/= 6.0 Hz, 2H), 4.03 (t, ^7 = 
7.5 Hz, 2H), 4.60 (s, 2H), 7.18-7.36 
(m, 5H), 8.19 (s, IH), 9.96 (br t, c/ = 
6.0 Hz. IH). 


4-012 




-0. 


0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint, J= 7.5 Hz, 2H), 2.82 (t, J = 

6.0 Hz, 2H), 2.83 (t, 7.5 Hz, 2H), 
3.61 (dt, J= 9,0 Hz, 6.0 Hz, 2H), 

4.01 (t, 6.0 Hz, 2H), 4.03 (t, J = 
7.5 Hz, 2H), 4,59 (s, 2H), 6.71 (d, J 
= 7.5 Hz, 2H), 7.07 (d, 7.6 Hz, 
2H), 8.17 (s, IH), 9.92 (br t, /= 6.0 
Hz. IH). 



154 



wo 02/053543 



PCT/JP01/n427 



^2 1 





nBu 


No. 




1 


^H-NMR (CDCI3) 


4-013 






0.96 (t, J = 7.6 Hz, 3H), 1.41 
(sextet, J= 7.5 Hz, 2H), 1.60-1.73 
(m, 2H), 2-78 (d, J= 4.2 Hz, 2H), 
2.84 (d, c/= 4.2 Hz, 2H), 3.48 (s, 
2H), 3.69 (s, 2H), 3.99 (t, 7.5 
Hz, 2H), 4.63 (d, c/ = 6.0 Hz, 2H), 
7.26-7.37 (m, lOH), 8.21 (s,' IH), 
10.24 (br t. J= 6.0 Hz, IH). 


4-014 






0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, 7.5 Hz, 2H), 2.78 (d, J = 
4.5 Hz, 2H), 2.85 (d, J = 4.5 Hz, 
2H), 2.92 (t, e/= 7.5 Hz, 2H), 3.48 
(s, 2H), 3.66 (dt, c/= 9,0 Hz, 6.0 Hz, 
2H), 3.69 (8, 2H), 4.01 (t, J= 7.8 
Hz, 2H), 7.23-7.38 (m, lOH), 8.18 
(s. IH), 9.99 (br t. 6.0 Hz, IH). 
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wo 02/053543 



PCT/JPOl/11427 



m.2 2 

O 



No. 




f 

1 


^H-NMR (CDCI3) 


4-015 




1 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, c/= 7.5 Hz, 2H), 2.77 (t, J = 
6.0 Hz, 2H), 3.19 (t, / = 6.0 Hz, 
2H), 3.86 (s, 2H). 4.01 (t. 7.8 
Hz. 2H), 4.64 (d, J = 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.24 (s, IH), 
10.27 (br t, c/ 6.0 Hz, IH). 


4-016 






0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J= 7.5 Hz, 2H), 2.78 (t, c/ = 
6.0 Hz. 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.19 (t, c/= 6.0 Hz, 2H), 3.67 
(dt, 9.0 Hz, 6.0 Hz, 2H), 3.86 (s, 
2H), 4.02 (t, J= 7.8 Hz. 2H), 7.18- 
7.34 (m, 5H), 8,21 (3, IH), 10.01 (br 
t. c/= 6.0 Hz, IH). 


4-017 






0.98 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, 7.5 Hz, 2H), 2.93 (br t, J 
= 6.0 Hz, 2H), 3.80 (br t, 6.0 Hz, 
2H), 4.02 (t, J= 7,8 Hz, 2H), 4,49 
(s, 2H), 4.62 (d, J = 6.0 Hz, 2H), 
7.23-7.35 (m, 5H), 7.43-7.51 (m, 
5H), 8.10 (s, IH), 10.16 (br t. = 
6.0 Hz. IH). 


4-018 






0.98 (t, J = 7.5 Hz. 3H). 1.43 
(sextet. J= 7.5 Hz, 2H). 1.55-1.90 
(m, lOH), 2.84 (quint, J" = 6.0 Hz, 
IH), 2.91 (t, c/= 7.5 Hz, 2H). 3.82 
(t, J'= 6.0 Hz, 1/3 X 2H), 3.91 (t, c/ = 
6.0 Hz, 2/3 X2H), 4.01 (t, J= 7.8 
Hz, 2H), 4.52 (s, 2/3 X2H), 4.59 (s, 
1/3 X2H), 4.65 (d, J= 6.0 Hz, 2H), 
7,24-7.39 (m, 5H), 8.31 (s, 2/3 X 
IH), 8.33 (s, 1/3 X IH). 10.20 (br t, J 
= 6.0 Hz, IH). 
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wo 02/053543 



PCT/JPOl/11427 



^2 3 



'"to 



nBu 



No. 


R' 


1 


^H-NMR (CDCI3) 


4-019 




0 

1 


0.98 (t, c/=: 7.6 Hz, 3H), 0.99 (t, J = 
7.5 Hz, 3H), 1.43 (sextet, 7.5 
Hz, 2H), 1.66 (quint, J= 7.6 Hz, 
2H), 1,67 (quint, J= 7.5 Hz, 2H), 
2.37 (t, c/= 7.5 Hz. 2H), 2.84 (t, J = 
6.0 Hz, 2/3 X2H), 2.89 (t, J - 6.0 
Hz, 1/3 X2H), 3,77 (t, 6.0 Hz, 
1/3 X2H), 3.90 (t, J= 6.0 Hz, 2/3 X 
2H), 4.01 (t. c/= 7.8 Hz, 2H), 4.47 
(8, 2/3 X2H), 4.58 (s, 1/3 X 2H). 4.65 
(d, J= 6.0 Hz, 2H), 7.24-7,39 (m, 
5H), 8.30 (s, 2/3 XIH), 8.33 (s, 1/3 
X IH), 10.19 (br t, «/= 6.0 Hz, IH). 


4-020 


0^ 


0 

"^N-^tBu 

1 


0.98 (t, J = 7.5 Hz. 3H), 1.29 (s, 
9H), 1.43 (sextet, y= 7.6 Hz, 2H), 
1.65 (quint, J= 7.6 Hz, 2H), 2.85 (t, 
J= 6.0 Hz, 2H), 3.90 (t, </= 6.0 Hz, 
2H), 4.00 (t, J= 7.8 Hz, 2H), 4.62 
(8, 2H), 4,64 (d, J = 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.31 (s, IH), 
10.20 (br t. J= 6.0 Hz. IH). 



157 



wo 02/053543 PCT/JP01/n427 

m2 4 

nBu 



No. 


R' 


1 


^H-NMR (CDCI3) 


4-021 


U 


0 


0,88 (t, J=: 7.5 Hz, 1/3X3HX 0,99 
(t, J = 7.5 Hz, 2/3 X 3H), 1.44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J= 7.6 Hz, 2H), 2.86 (t, = 
6.0 Hz, 1/3 X2H), 2.99 (t, J =^ 6.0 
Hz, 2/3 X2H), 3.69 (t, 6.0 Hz, 
1/3 X2H), 4.02 (t, «/■= 6.0 Hz, 2/3 X 
2H), 4.06 (t, 7.8 Hz, 2H), 4,40 
(s, 1/3 X2H), 4.62 (s, 2/3 X2H), 4.63 
(d, e/= 6.0 Hz, 2H), 7.24-7.38 (m, 
7H), 8.11 (3, 2/3 XIH), 8.39 (s, 1/3 
X IH), 8.76 (d, J = 5.4 Hz, 2H), 
10.12 (br t. J=6.0Hz. IH). 






0 


1.00 (t, J = 7.5 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.67 

(quint, 7.5 Hz, 2H), 2.91 (t, c/ = 
7.5 Hz, 2H), 2.92 (t, J = 6.0 Hz, 
2H), 3.66 (dt, 6.3 Hz, 6.9 Hz, 
2HS 4 OR (t ^/ = fi 0 9TT\ d 04 

£iM:x/f Ht*\JO \\,f U — \J .\3 XX^, £iJLl.fj 

(t, J'= 7.5 Hz, 2H), 4.48 (br s, 2/3 X 
2H), 4.68 (br s, 1/3 X2H), 7.20-7.32 
(m, 5H). 7.44-7.51 (m. 5H), 8.08 (br 
s, 2/3 X IH), 8.37 (br 3, 1/3 X IH), 
9,89 (br t. c/=6.0 Hz, IH). 


4-023 






0.99 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, t/= 7.5 Hz, 2H), 1.60-1.88 
(m, lOH), 2.83 (t, J= 6.0 Hz, 2H), 
2,89 (quint, 6.0 Hz, IH), 2,93 (t, 
J= 7.5 Hz, 2H), 3.68 (dt, c/= 6.6 Hz, 
7.2 Hz, 2H), 3.82 (t, J= 6.0 Hz, 1/3 
X 2H), 3.91 (t, e7= 6.0 Hz, 2/3 X 2H), 
4.02 (t, 7.8 Hz, 2H), 4.52 (s, 2/3 
X2H), 4.58 (s, 1/3X2H), 7.18-7.34 
(m, 5H), 8.27 (s, 2/3 XlH), 8.30 (s, 
1/3 XIH), 9.93 (br t, e/ = 6.0 Hz, 
IH). 



wo 02/053543 



PCT/JPOl/11427 



^2 5 

nBu 



No. 


R' 




^H-NMR (CDCI3) 


4-024 




0 

1 


0.98 (t, = 7.5 Hz, 3H), 0.99 (t, 
7.5 Hz, 3H). 1.45 (sextet, J = 7.5 
Hz, 2H), 1.66 (quint, c/ = 7.5 Hz, 
2H), 1.67 (quint, c/ = 7.5 Hz, 2H), 
2.37 (t, J= 7.5 Hz, 2H), 2.84 (t, c/ = 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.68 (q, J= 6.9 Hz, 2H), 3.77 
(t, 6.0 Hz, 1/3 X2H), 3.90 (t, 
6.0 Hz, 2/3 X2H), 4.03 (t, 7.8 
Hz, 2H), 4.47 (s, 2/3 x2H), 4.58 (s, 
1/3 X2H), 7.20-7.33 (m, 5H), 8.27 
(s, 2/3 X IH), 8.30 (8, 1/3 X IH), 9.81 
(br t, c/= 6.0 Hz, 1/3 X IH). 9.93 (br 
t, c7= 6.0 Hz, 2/3 XIH). 


4-025 






1.00 (t, J = 7.5 Hz, 3H), 1.30 (s, 
9H), 1.45 (sextet, 7.5 Hz, 2H), 
1.66 (quint, c7= 7.5 Hz, 2H), 2.85 (t, 
J= 6.0 Hz, 2H), 2.93 (t, J- 7.5 Hz, 
2H), 3.68 (dt, c/= 9.0 Hz, 6.0 Hz, 
2H), 3.90 (t, J= 6.0 Hz, 2H), 4.01 
(t, J = 7.8 Hz, 2H), 4.62 (s, 2H), 
7.18-7.33 (m, 5H), 8.28 (s, IH), 9.94 
(br t, c/= 6.0 Hz, IH). 


4-026 






0.88 (t, J= 7,5 Hz, 1/3 X3H), 1.00 
(t, J = 7.5 Hz, 2/3 X 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, J = 7.5 Hz, 2H), 2,82-3.01 
(m, 4H), 3.66 (dt, c/ = 9.0 Hz, 6.0 
Hz, 2H), 4.04 (t, J = 6.0 Hz, 2H), 

4.07 (t, 7.8 Hz, 2H), 4.39 (br s, 
2/3 X 2H), 4.73 (br s, 1/3 X 2H), 
7.20-7.37 (m, 7H), 8.07 (s, 2/3 X 
IH), 8.35 (s, 1/3 XIH), 8.76 (d, e/ = 

4.8 Hz, 2H), 9.85 (br 6.0 Hz, 
IH). 
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wo 02/053543 



PCT/JPOl/11427 



^2 6 

O 



nBu 



No. 






^H-NMR (CDCI3) 


4-051 




1 


0.97 (t, J= 7.5 Hz, 3H), 1.41 (sextet. J = 
7.6 Hz, 2H), 1.69 (quint, c/= 7.5 Hz, 2H), 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, J = 
7.5 Hz, 2H), 3.00 (t, J= 7.5 Hz, 2H), 3.98 
(t, J = 7.8 Hz, 2H), 4.64 (d, J = 6.0 Hz, 
2H), 7.23-7.39 (m, 5H), 8.46 (s, IH), 10.31 
(br t, J"= 6.0 Hz, IH). 


4-052 




1 


0,98 (t, e/= 7.5 Hz, 3H), 1.41 (sextet, 
7,5 Hz, 2H), 1.70 (quint, 7.5 Hz, 2H), 
2.19 (quint, J= 7,6 Hz, 2H), 2.85 (t, J- 
7.5 Hz, 2H), 2.93 (t, J= 7.6 Hz, 2H), 3.00 
(t, J= 7.5 Hz, 2H), 3.67 (dt, J= 9.0 Hz, 
6.0 Hz, 2H), 3.99 (t, J = 7.8 Hz, 2H), 
7.18-7.34 (m, 5H), 8.43 (s, IH), 10.05 (br 
t. J= 6.0 Hz, IH). 


4-053 




3 


0.98 (t, J= 7.6 Hz, 3H), 1.44 (sextet, = 
7.5 Hz, 2H), 1.57-1.65 (m, 4H), 1.68 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, 
6.0 Hz, 2H), 2.71 (t, c/= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, J= 7.8 Hz, 
2H), 4.64 (d, c/= 6.0 Hz, 2H), 7.22-7.38 
(m, 5H), 8.33 (s. IH), 10.31 (br t, 6.0 
Hz, IH). 


4-054 


0^ 


3 


0,99 (t, e/= 7.5 Hz, 3H), 1.46 (sextet, 
7.5 Hz, 2H), 1.60-1.67 (m, 4H), 1.69 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, «/ = 
6.0 Hz, 2H), 2.71 (t, 6.0 Hz, 2H), 2.71 
(t, cA= 7.5 Hz, 2H), 2.72 (t, c/ = 6.0 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.17 
(br i, J= 7,8 Hz, 2H), 7.19-7.34 (m, 5H), 
8,29 (s, IH), 10.05 (br t, e/" = 6,0 Hz, IH). 


4-055 




3 


0.98 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J== 
7.5 Hz, 2H), 1.58-1.65 (m, 4H), 1.69 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, J = 
6,0 Hz, 2H), 2.71 (t, J= 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, J= 7.8 Hz, 
2H), 4.59 (d, J= 6.0 Hz, 2H), 6.99 (t, 
9.0 Hz, 2H), 7.32 (dd, 9.0 Hz, 6.0 Hz, 
2H), 8.32 (s, IH), 10.32 (br t, c/= 6.0 Hz, 
IH). 


4-056 




3 


0.99 (t, c/= 7.5 Hz, 3H), 1.46 (sextet, J = 
7.5 Hz, 2H), 1.57-1.66 (m, 4H), 1.69 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, J - 
6.0 Hz, 2H), 2.71 (t, J= 6.0 Hz, 2H), 2.89 
(t, J= 7.5 Hz, 2H), 2.94 (t, ^= 6.0 Hz, 
2H), 3,63 (dt, </= 9.0 Hz, 6,0 Hz, 2H), 4.16 
(br t, c/= 7.8 Hz, 2H), 6.97 (t, J= 9.0 Hz, 
2H), 7.20 (dd, J = 9.0 Hz, 6.0 Hz, 2H), 
8.29 (s, IH), 10.04 (br t. J= 6.0 Hz, IH). 
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wo 02/053543 



PCT/JPOl/11427 



m2 7 

o 



nBu 



No. 


R' 


n 


^H-NME (CDCI3) 


4-057 




3 


0.99 (t, «/= 7.5 Hz, 3H), 1.45 (sextet. 
7.5 Hz, 2H), 1.57-1.68 (m. 4H), 1,69 
(quint, J - 6.0 Hz, 2H), 1.86 (quint, 
6.0 Hz. 2H), 2.70 (t, 6,0 Hz, 2H), 2.84 
(t, 7.5 Hz, 2H), 2.94 (t, c/ = 6.0 Hz, 
2H), 3.63 (dt, c7= 9.0 Hz, 6.0 Hz, 2H), 
4.16 (br t, t/ = 7.8 Hz, 2H), 6.22 (br s, 
IH), 6.76 (d, e/= 8.4 Hz, 2H), 7.06 (d, 
8.4 Hz, 2H), 8.29 (s, IH), 10.10 (br t. «/ = 
6,0 Hz. IH). 



161 



wo 02/053543 



PCT/JPOl/11427 



112 8 

O 



nBu 



No. 




n 


^H-NMR (CDCI3) 


4-058 




3 


0.99 (t, 7.5 Hz, 3H), 1.45 (sextet, «A= 7.5 
Hz, 2H), 1.57-1.68 (m. 4H), 1.69 (quint, c/ = 
6.0 Hz. 2H), 1.86 (quint, e/= 6.0 Hz, 2H), 
2.70 (t, 6.0 Hz, 2H), 2.81 (t, 7.5 Hz, 
2H), 2.93 (t, c7= 6.0 Hz, 2H), 3.60 (dt, 
9.0 Hz, 6.0 Hz, 2H), 4.16 (br t, J= 7.8 Hz, 
2H), 6.40 (d, J= 8.4 Hz, 2H), 7.05 (d, J= 8.4 
Hz, 2H), 8.29 (s, IH), 10.00 (br t, J = 6.0 
Hz, IH). 


4-059 


riw 


3 


0.98 (t, ^= 7.5 Hz, 3H), 1.44 (sextet, J= 7.6 
Hz, 2H), 1.56-1.68 (m, 4H), 1.69 (quint, = 
6.0 Hz, 2H), 1.87 (quint. «/= 6.0 Hz, 2H), 
2,71 (t. c/=: 6.0 Hz, 2H), 2.94 (t, 6.0 Hz, 
2H), 4.16 (br t, J^= 7.8 Hz, 2H), 4.48 (d, J = 
6.0 Hz, 2H), 6.05 (br s, IH), 6.53 (br s, IH), 
6.74 (s, 2H), 6.87 (s, IH), 8.30 (s. IH). 10.35 
(br t. e/= 6.0 Hz, IH). 


4-060 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.56-1.69 (m, 4H), 1.70 (quint, eA = 
6.0 Hz, 2H), 1.87 (quint, J =^ 6.0 Hz, 2H), 
2.72 (t, J= 6.0 Hz, 2H), 2.95 (t, J= 6.0 Hz, 
2H), 4,18 (br t, e/= 7.8 Hz, 2H), 4.70 (d, J = 
6.0 Hz, 2H), 7.43 (d, 8.1 Hz, 2H), 8.00 
(d, t/= 8,1 Hz, 2H), 8.33 (s, IH), 10.44 (br t, 
J= 6,0 Hz. IH). 


4-061 




6 


0.97 (t, J= 7.5 Hz, 3H), 1.26-1.34 (m, 4H), 
1.42 (sextet, c/= 7.5 Hz, 2H), 1.46-1.60 (m, 
4H), 1.65 (quint, J ^ 7.5 Hz, 2H), 1.80 
(quint, c/= 6.0 Hz, 2H), 1.87 (quint, J= 6.0 
Hz, 2H), 2.73 (t, c/= 6.0 Hz, 2H), 2.93 (br t, 
J= 6.0 Hz, 2H), 4.12 (br t, J= 7.8 Hz, 2H), 
4.64 (d, cA= 6.0 Hz. 2H), 7.23-7.41 (m, 5H), 
8.38 (8, IH), 10.36 (br t. J= 6.0 Hz. IH 


4-062 




6 


0.98 (t, 7.5 Hz. 3H). 1.24-1.33 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.47-1.58 (m, 
4H), 1.66 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, J= 6.0 
Hz, 2H), 2.73 (t, 6.0 Hz, 2H), 2.94 (t, 
7.5 Hz, 2H), 2.95 (t, J= 6.0 Hz, 2H), 3.67 
(dt, 9.0 Hz, 6.0 Hz, 2H), 4.14 (br t, c/ = 
7.8 Hz, 2H), 7.21-7.34 (m, 5H), 8.35 (s, IH), 
10.10 (br t. J= 6.0 Hz, IH). 
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wo 02/053543 



PCT/JPOl/11427 



«2 9 



"■-"to 

L 

nBu 



No. 




^H-NMR (CDClg) 


4-101 




0.97 (t, J= 7,5 Hz, 3H), 1.36-1.53 (m, 4H), 
1.44 (sextet, 7.6 Hz, 2H), 1.60-1.78 (m, 
6H), 2.64 (t, 6.0 Hz, 2H), 2.88 (t, J = 
6,0 Hz, 2H), 4.09 (br t, c/ = 7.8 Hz, 2H), 
4.64 (d, c/= 6.0 Hz, 2H), 7.17-7.39 (m, 5H), 
8.34 (s, IH), 10.34 (br t. J= 6.0 Hz. IH). 


4-102 




0.99 (t, c/= 7.5 Hz, 3H), 1.34-1.53 (m, 4H). 
1.46 (sextet, 7.5 Hz, 2H), 1.62-1.80 (m, 
6H), 2.64 (t, 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 2,94 (t, 7.6 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.10 (br t, 
7.8 Hz, 2H), 7.18-7.34 (m, 5H), 8.31 (s, 
IH). 10.07 (br t. J= 6.0 Hz, IH). 


4-103 




0.99 (t, e/= 7.5 Hz, 3H), 1.36-1.58 (m, 4H). 
1.46 (sextet, 7.5 Hz, 2H), 1.59-1.74 (m, 
4H), 1.76 (quint, J= 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 
2.90 (t, 7.5 Hz, 2H), 3.64 (dt, </= 9.0 
Hz, 6.0 Hz, 2H). 4.09 (br t, / = 7.8 Hz, 
2H), 6.98 (t, «/= 8.4 Hz, 2H), 7.21 (dt, / = 
9,0 Hz, 6.0 Hz, 2H), 8.30 (s, IH), 10.06 (br 
t, J= 6.0 Hz, IH), 


4-104 




0.99 (t, J= 7.5 Hz, 3H), 1.37-1.62 (m, 4H), 
1.46 (sextet, 7,6 Hz, 2H), 1.61-1.73 (m, 
4H), 1.76 (quint, J= 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.82 (t, e/ = 7.5 Hz, 2H), 
2.88 (t, 6.0 Hz, 2H), 3.61 (dt, 9.0 
Hz, 6.0 Hz, 2H). 4.09 (br t, ./ = 7.8 Hz, 
2H), 6.64 (d, J= 8.4 Hz, 2H), 7.05 (d, J- 
8.4 Hz, 2H), 8.30 (s, IH), 10.02 (br t. 
6.0 Hz, IH). 


4-105 




0.99 (t, J= 7.5 Hz, 3H), 1.36-1.52 (m, 4H), 
1.45 (sextet, 7.5 Hz, 2H), 1.60-1.72 (m, 
4H), 1.76 (quint, J= 6,0 Hz, 2H), 2.63 (t, J 
= 6.0 Hz, 2H), 2.85 (t, J= 7.5 Hz. 2H), 
2.88 (t, 6.0 Hz, 2H), 3.63 (dt, c7= 9.0 
Hz, 6.0 Hz, 2H), 4.10 (br t, = 7.8 Hz, 
2H), 6.76 (d, c/= 8.4 Hz, 2H), 7.08 (d, 
8.4 Hz, 2H), 8.31 (s, IH), 10.10 (br t, 
6.0 Hz, IE), 



163 



wo 02/053543 



PCT/JP01/n427 



^3 0 



"-'to 

is 



No. 




R"* 


'H-NMR (CDCI3) 


4-301 






1.36 (quint, J= 6.0 Hz, 2H), 1.49 
(quint, J - 6.0 Hz, 2H), 1.61-1.68 
(m, 2H), 1.69 (quint, c/= 6.0 Hz, 
2H), 2.66 (t, c/= 6.0 Hz, 2H), 3.03 
(t, c/= 6.0 Hz, 2H), 3.30 (s, 3H), 
3.67 (t, 5.4 Hz, 2H), 4.32 (t. J 
= 5.4 Hz, 2H), 4.64 (d, c/= 6.0 Hz, 
Zxi), 7.ZO-7.40 (m, 5H), 8.36 (s, 
IH). 10.25 (br t. J= 6.0 Hz, IH). 






•s^OMe 


1,38 (quint, J= 4.8 Hz, 2H), 1.49 
(quint. e/= 4.8 Hz, 2H), 1.60-1.67 
(m, 2H), 1.70 (quint, J- 6.0 Hz, 
2H), 2.66 (t, J= 6.0 Hz, 2H), 2.94 
(t, J= 7.5 Hz, 2H), 3.03 (t, J = 
D.O Hz, Zn)t 3. 31 (s, oii), 3.67 
(dt, 9,0 Hz, 6.0 Hz, 2H), 3.68 
(t, 5.4 Hz, 2H), 4.33 (t, J = 
5.4 Hz, 2H), 7.24-7.34 (m, 5H), 
8.33 (s, IH), 9.98 (br t, J = 6.0 
Hz, IH). 


4-303 






0.99 (d. J = 6.7 Hz, 6H), 1.32- 
L.oZ \jxi, X ixl;, Z.o4 ^t, e/ — b.d Jtlz, 
2H), 2.87 (t, J = 6.3 Hz, 2H), 
3.98-4,20 (br s, 2H), 4.64 (d, J 
5.8 Hz, 2H), 7.23-7.40 (m, 5H), 
8.34 (8. IH). 10.3 (t-like). 


4-304 






(CD3OD): 1.24-1.57 (m. 2H), 
1.64-1,85 (m, 2H), 2.70 (t-like, 
2H), 2.94 (t-like, 2H), 3.06 (t, J= 
7 5 Hz 2B.) 4 41 (t J = 7 5 Hz 
2H), 4.61 (s, 2H), 7.22-7.40 (m, 
7H), 8.44 (A2B2, J= 5.2 Hz), 8.26 
(d, J= 0.9 Hz, IH). 


4-305 






1.32-1.82 (m, 14H), 2.38-2.53 (m, 
4H), 2.57 (t, 7.5 Hz, 2H), 2.64 
(t, 6.0 Hz, 2H), 2.94 (t, J = 
6,4 Hz, 2H), 4.26 (t-like, IH), 
4.64 (d, J = 5.8 Hz, 2H), 7.22- 
7.39 (m, 5H), 8,34 (s, IH), 10.29 
(d, J= 5,8 Hz. 2H). 


4-306 


0^ 




1.32-1.50 (m, 4H). 1.52-1.72 (m, 
4H), 2.17 (quint, J= 6,7 Hz, 2H), 
2.52-2.70 (m, 4H), 3.98-4.10 (m, 
2H), 4.10 (t, c/= 6.7 Hz, 2H), 4.65 
(d, J= 5.8 Hz, 2H), 6.98 (s, IH), 
7.10 (s, IH), 7.22.7.40 (m, 5H), 
7.54 (s, IH), 8.35 (s, IH), 10.19 
(t. J= 5.8 Hz, IH). 
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wo 02/053543 PCT/JPOl/11427 
^3 1 



No 


R' 


R« 


^H-NMR (CDCI3) 


4-307 






1.34-1.54 (m ,4H), 1.60-1.81 (m, 
4H)> 1.82-1,94 (m, 2H), 2.28-2.50 
(m, 6H), 2.64 (t, J= 6.4 Hz, 2H), 
2.93 (t, 6.4 Hz, 2H), 3.70 (t, J 
= 4.5 Hz, 2H), 4,17 (t, c/= 7.5 Hz, 
2H), 4.64 (d, J = 5.8 Hz, 2H), 

'7 OA T QQ CTTN Q OA 1 XTN 

/.ZU-f.oy {nif oti), o.o4 ^s, 1x1}, 
10.29 (t-like, IH). 


4-308 




uDn 


1.30-1,42 (m. 2H), 1.42-1.52 (m, 
2H), 1.60-1.80 (m, 4H). 2.64 (t, J 
= 5.9 Hz, 2H), 2.79 (t, 6.1 Hz, 
2H), 3.01 (t, c7= 7:7 Hz, 2H), 4.31 
(t, c/= 7.7 Hz, 2H), 4.87 (t, J = 

7,30-7 A2 (m, 4H), 7.57 (ddd, 
6.0, 1.9, 1.9 Hz, 2H), 8.38 (s. 
IH). 8.51 (d-like, 2H), 10,3 (t, J 
= 5.8 Hz. IH). 


4-309 






1.37-1.53 (m, 4H), 1.60-1.80 (m, 
4H), 2.66 (t, 6.1 Hz, 2H), 2.81 
(t, c/= 6.4 Hz, 2H), 4.64 (t, = 
6,8 Hz, 2H), 5.44 (br s, 2H), 
7.20-7,42 (m, 7H), 8.45 (s, IH). 
8.45-8.58 (m, 2H), 10.1 (t, J= 5.8 
Hz,lH). 


4-310 






1.35-1.55 (m, 4H), 1.60-1.80 (m, 
4H), 2.68 (t, c/= 5.9 Hz, 2H), 2.74 
(t, c/= 6.1 Hz, 2H), 4.62 (t, J = 
5.8 Hz, 2H), 5.42 (br s, 2H), 6.97 
(A2B2, J"= 6.1 Hz, 2H), 7.19-7.37 
(m, 5H), 8.47 (s, IH), 8.64-8.58 
(m, 2H), 10.1 (t-like, IH). 
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wo 02/053543 PCT/JPOl/11427 

m3 2 



No. 




^H-NMR (CDCI3) 


4-311 


Me 0 


nBu 




0.99 (t, 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, J= 5.9 Hz, 2H), 
2.88 (t, c/= 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m, 

5H), 8.29 (s, IH), 10.35 (d, J= 7.5 
Hz, IH). 


4-312 


Me 0 
H ^ 


nBu 




0.99 (t, J - 7.4 Hz, 3H), 1.36-1,76 
(m, 12H), 2.62 (t, c/= 5.9 Hz, 2H), 
2.88 (t, J= 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m, 
6H), 8.29 (s, IH), 10.35 (d, J= 7.5 
Hz, IH). 


4-313 




nBu 


0.98 (t, 7.1 Hz, 3H), 1.40-1.76 
(m, 12H), 1.42 (s. 6H), 2.64 (t. J = 
6.0 Hz, 2H), 2.88 (t, J = 6.5 Hz, 
2H). 3,19 (s, 2H), 4.07 (brs, 2H)! 
7.16-7.26 (m, 5H), 8.33 (s, IH), 9.87 
(8. IH). 


4-314 




nBu 




0.98 (t, J= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, c/ = 5.9 Hz, 2H), 
2.89 (t, J= 6.3 Hz, 2H), 3.93 (dd, J 
= 11,4, 4.5 Hz, IH), 3.97 (dd, J = 
11.4. 6.9 Hz, IH) 4 10 fbrs 2H) 
6.31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d, J= 6.3 Hz, 
IH). 


4-315 




nBu 




0.98 (t, J= 7.4 Hz, 3H), 1.39-1,76 
(m, 12H), 2.64 (t, 6.9 Hz, 2H), 
2 89 Ct e/= 6 3 Hz 3 93 (dd J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, J = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5,31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d. 6.3 Hz, 
IH). 


4-316 




X) 

nBu 




0.99 (t, J - 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, J= 5.9 Hz, 2H), 
2.89 (t, 6.0 Hz, 2H), 3.91 (d, J = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.46 (m, 6H), 8.29 (s, IH), 
10.77 (d. J= 7.6 Hz, IH), 






nBu 




0.99 (t, c/= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, 5.9 Hz, 2H), 
2.89 (t, 6.0 Hz, 2H), 3.91 (d, 
5,7 Hz, 2H). 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, J= 7.5 Hz, IH). 


4-318 




nBu 


) 


0.97 (t, </= 7.4 Hz, 3H), 1.38-1.75 
(m, 12H), 2.64 (t, J = 6,0 Hz, 2H), 
2.88 (t, 6.2 Hz, 2H), 2.99 (dd, J 
= 16.0, 6.6 Hz, 2H), 3,41 (dd, J = 
16.0, 7.5 Hz, 2H), 4.07 (brs, 2H), 
4.88 (m, IH), 7.15-7.24 (m, 4H), 
8.32 (s, IH), 10.17 (d, J= 6.0 Hz, 
IH). 



wo 02/053543 PCT/JPOl/11427 
^3 3 



No. 


mm 


iR-NMR (CDCI3) 


4-319 


Q 

nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.25-1.77 
(m. 12H), 2.18 (m, IH), 2.64 (t, c/ = 
6.0 Hz, 2H), 2.89 (t, J = 6.4 Hz, 
2H), 3.14 (m, IH), 4,10 (brs, 2H), 
7.16-7.30 (m. 6H), 8,33 (s, IH), 
10.12 (d. 3.6 Hz, IH). 


4-320 


Me MeO 

nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1.30-1.55 
(m, 6H), 1.59 (s, 6H), 1.56-1.89 (m, 
6H). 2 58 (t. J - 6 0 Hz 2B.) 2 88 
(t, e/= 6.3 Hz, 2H), 4,00-4.23 (m, 
2H), 7.10-7,40 (m, 5H), 7.46 (d, J = 
8.4 Hz, 2H), 8.23 (s. IH). 


4-321 


■^3^ 0 

nBu 


1.35-2.04 (m, 8H), 2.03-2.16 (m, 
2H). 2.64 (t, J= 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, J= 6.0 Hz, 2H), 4.05 (dd, J 
= 6 9 2 1 Hz 2Yi) 4 18-4 27 (m 
3H), 6.49 (dd, J= 14.1, 6.6 Hz, IH), 
7.16-7.35 (m, 5H), 8.32 (s, IH), 
10.01 (brs, IH). 


4-322 


nBu 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 

2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, 6.0 Hz, 2H), 4.05 (dd, J 
= 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H). 6,49 (dd, e7'= 14.1, 6.6 Hz, IH), 
7.15-7.35 (m, 6H), 8.32 (s, IH), 
10.01 (brs, IH). 


4-323 




1.20-1.90 (m, 8H), 2.13-2.28 (m, 
2H), 2.55-2.72 (m, 2H), 2.82-3.02 
(m, 2H), 3.62-3.78 (m, 2H), 4.20- 
4.38 (m, 2H), 4.64 (d, J = 6.3 Hz, 
2H), 7.18-7.43 (m, 5H), 8.36 (s, IH). 


4-324 




1.20-1.90 (m, 8H). 2.12-2.28 (m, 
2H) 2 65 (t e/^: 6 6 Hz 2H^ 2 92- 
3.02 (m, 4H), 3.60 3.78 (m, 4H), 
4.29 (t, J== 9.0 Hz, 2H), 7.10-7.40 
(m. 5H), 8,33 (s. IH). 


4-325 




1.37-1.80 (m, 8H), 2.02 (m, 2H), 
2.65 (t, J= 6.3 Hz, 2H), 2.92 (t, 
6.6 Hz, 2H), 3.77 (t, J = 6.4 Hz, 
2H), 4.04 (dd, e/= 6,9, 2,1 Hz, IH), 
4.16-4.26 (m, 3H), 4.65 (d, J= 6.0 
Hz, 2H), 6.48 (dd, J= 14.1, 6.6 hz, 
IH), 7.21-7.42 (m, 5H), 8.35 (s, IH), 
10.29 (brs, IH). 


4-326 




1.37 (m, 8H), 2.07 (m, 2H), 2.64 (t, 
c/"= 6.0 Hz, 2H), 2.64 (t, c/= 6.0 Hz, 
2H), 2.90-2.96 (m, 4H), 3.63-3.71 
(m, 2H), 3.78 (t, 6.0 Hz, 2H), 
4.05 (dd, 6.9 Hz, 2.1 Hz, IH), 
4.18-4,27 (m, 3H), 6.49 (dd, J = 
14.1, 6.6 Hz, IH), 7.18-7.33 (m, 
5H), 8.32 (s. IH). 10.01 (brs, IH). 



wo 02/053543 



PCT/JPOl/11427 



^3 4 



No. 




^H-NMR (CDCI3) 


4-327 


0 


1.38-1.81 (m, 8H), 1.88-1.96 (m, 
2H), 2.66 (t, c/= 6.3 Hz, 2H), 2.93 
(t, e/= 6.3 Hz, 2H), 3.52 (t, J= 5.1 
Hz, 2H), 3.72 (brs, IH), 4.65 (d, J = 
6.3 Hz, 2H), 7.22-7.38 (m, 5H). 8.40 
(s» IH), 10.18 (brs. IH). 


4-328 




1.38-1.95 (m, lOH), 2.65 (t, J= 6.0 
Hz, 2H), 2.90-2.94 (m, 4H), 3.45- 
3.52 (m, 2H), 3.65-3.72 (m, 2H), 
3.91 (brs, IH), 4.34 (brs, 2H), 7.20- 
7.35 (m, 5H), 8.37 (s. IH), 9.88 
(brs. IH). 


4-329 


nBu 


0.96 (t, J= 6.9 Hz, 3H), 1.30-1.55 
(m, 6H), 1.55-1.82 (m, 6H). 1.97 
(ddd, c/= 16.5, 12.9, 8.4 Hz, IH), 
2.60-2.73 (m, 3H), 2.84-2.96 (m, 
3H), 3.03 (ddd, J - 16.5, 9.3, 3.6 
Hz, IH), 3.93.4.20 (m, 2H), 6.67 
(q-like, IH), 7.10-7.35 (m, 3H), 7.38 
(m. IH). 8.37 (8. IH). 


4-330 


0 


1.25-1.28 (m, 14H), 2.65 (t, /= 6.0 
Hz, 2H), 2.80 (brs, 2H), 2,92 (t, J=- 
6.0 Hz, 2H), 4.22 (m, 2H), 4.65 (d, J 
= 6.0 Hz, 2H), 7.24-7.39 (m, 5H), 
8.36 (s, IE), 10.25 (brs, IH). 


4-331 




1.37-1.90 (m, 12H), 2.64 (t, 6.3 
Hz, 2H), 2.80 (m, 2H), 2.90-2.96 (m, 
4H), 3.68 (q, 6.3 Hz, 2H), 4.23 
(brs, 2H), 7.21-7.33 (m, 6H), 8.33 
(s, IH), 9.98 (brs, IH). 


4-332 


HO^ O 

nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.65-1.79 (m, 6H), 2.63 (t, 
6.0 Hz, 2H), 2.89 (t, c/= 6.3 Hz, 
2H), 2.98 (d, J= 7.5 Hz, 2H), 3.66 
(dd, 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 5H). 8.27 (s, IH). 


4-333 


nBu 


1.00 (t, 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
J= 6.0 Hz, 2H), 2.89 (t, c/= 6.3 Hz, 
2H), 2.98 (d, c/= 7.5 Hz, 2H), 3.66 
(dd, J= 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 6H), 8.27 (s, IH). 
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^3 5 



No. 




^H-NMR (CDCla) 


4-501 


n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, 7,5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.57 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, c/"= 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.60 (d, c/= 5.7 Hz, 
2H), 7.12 (s, IH), 7.23-7.40 (m. 5H), 
9.58 (br t. 5.7 Hz. IH). 


4-502 


n-Bu 


0.96 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, c/= 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, J= 6,3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H). 4.50 (s, 2H), 5.92 (s, 
2H), 6.75 (d, J= 8.4 Hz, IH), 6.83 
(d, J = 8.4 Hz, IH). 6.88 (s, IH). 
7.13 (8. IH). 9.58 (br s. IH). 


4-503 


n-Bu 


0.95 (t. J = 7.5 Hz, 3H). 1.37 
(sextet, J= 7.5 Hz, 2H), 1.65-1.77 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, c/= 6.3 Hz, 2H), 3.79 (s, 
3H), 3.91 (t, J= 7.5 Hz, 2H). 4.53 
(s, 2H). 6.86 (d, J = 8.4 Hz, 2H), 
7.12 (s, IH), 7.30 (d, c/= 8.4 Hz, 
2H), 9.54 (br s, IH). 


4-504 


n-Bu 


0.95 (t, J = 7.2 Hz, 3H), 1.37 
(sextet, J=^ 7.2 Hz, 2H), 1.66-1.78 
(m, 6H), 2.56 (br t. e/'^ 6.3 Hz, 2H), 
3.27 (br t, «/■= 6.3 Hz, 2H), 3.92 (t, J 
= 7.2 Hz, 2H), 4.58 (s, 2H), 6.27 
(dd, 3.0 Hz, 0.9 Hz, IH), 6.30 
(dd, J== 3.0 Hz, 1.8 Hz, IH), 7.13 (s, 
IH), 7.35 (dd, J = 1.8 Hz, 0.9 Hz. 
IH). 9.65 (br s. IH). 


4-505 


n-Bu 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.63-1.78 
(m, 4H), 1.87 (quint, J = 6.0 Hz, 
2H), 2.57 (t, 6.0 Hz, 2H), 2.73 
(t, J = 6.0 Hz, 2H). 3.90 (s, 3H), 
4.02 (t, J = 7.8 Hz, 2H), 7.92 (s, 
IH). 
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No. 


mm 


^H-NMK (CDCI3) 


4-506 


0 

n-Bu 


0.96 (t, J= 7.5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.60-1.77 (m, 4H), 1.84 
(quint, c7= 6.0 Hz, 2H), 2.54 (t, J= 6.0 
Hz, 2H), 2.70 (t, «/= 6.0 Hz, 2H), 2.88 
(s, 3H), 4.02 (t, c/^= 7.8 Hz, 2H), 4.75 
(s, 2H), 7.17-7.40 (m, 6H). 
(minor isomer): 6 0.95 (t, J = 7.5 Hz, 
3H), 1.41 (sextet, J = 7.5 Hz, 2H), 
1.60-1.77 (m, 4H), 1.83 (quint, J= 6.0 
Hz, 2H), 2.50 (t, J= 6.0 Hz, 2H), 2.68 
(t, c/= 6.0 Hz, 2H), 2.97 (s, 3H), 4.01 
(t, J= 7.8 Hz, 2H), 4.49 (a, 2H), 7.17- 
7.40 (m. 6H), 


4-507 


XX 

n-Bu k 


Jl 


0.89 (t, J= 7.6 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.92 (quint, e/= 6.9 Hz, 
2H), 2.57, 2.77 (ABq, J= 9.0 Hz, 2H), 
2.58, 2.76 (ABq, J= 7.5 Hz, 2H)', 3.93 
(s, 3H), 4.30 (t, c/= 7.5 Hz, 2H), 7.31- 
7.41 (m, 3H), 7.66 (dd, c/= 7.2 Hz, 2,4 
Hz. IH). 8.10 (s. IH). 


4-508 


n-Bu 




0.91 (t, e/= 7.5 Hz, 3H), 1,30 (sextet, J 
= 7.5 Hz, 2H), 1,91 (quint, c/= 6.6 Hz, 
2H), 2.65, 2.80 (ABq, J= 9.0 Hz, 2H), 
2.66, 2.79 (ABq, «/= 7.5 Hz, 2H), 4.42 
(t, J= 7.6 Hz, 2H). 7.38-7.46 (m, 3H), 
7,57 (d, 7.5 Hz, IH). 8.89 (s, IH), 
14.77 Cbr s. IH), 


4-509 


O^N 
n-Bu 


u 


0.88 (t, J= 7.5 Hz, 3H), 1.27 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, J= 6.0 Hz, 
2H), 2,62, 2.78 (ABq, J= 9.0 Hz, 2H), 
2.64, 2.76 (ABq, /= 7.5 Hz, 2H), 4.35 
(t, 7.5 Hz, 2H), 4.68 (d, J= 6.0 Hz, 
2H), 7.21-7.41 (m, 8H), 7.53 (dd, 
6.9 Hz, 2.4 Hz. IH), 8.46 (s, IH), 
10.33 (br t. c/= 6.0 Hz. IH). 


4-510 


H i JL 1 


0.90 (t, 7,5 Hz, 3H), 1.29 (sextet, J 
= 7.6 Hz, 2H), 1.87 (quint, c/= 6.6 Hz, 
2H), 2.62, 2.78 (ABq, 9.0 Hz, 2H), 
2.63, 2.76 (ABq, J 7.5 Hz, 2H), 2,96 
(t, c/= 7.5 Hz, 2H), 3.66-3.74 (m, 2H), 
4.36 (t, J= 7.5 Hz, 2H), 7.19-7.37 (m, 
8H), 7.53 (dd, 6.9 Hz, 2.4 Hz, IH), 
8.42 (s, IH), 10.06 (br J = 6.0 Hz, 
IH). 
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3 7 



No. 




^H-NMR (CDCI3) 


5-001 


Me 


0.98 (t, c/= 7.5 Hz, 3H), 1.37-1.50 (m, 2H), 1.60-1.70 
(m, 2H), 2.12 (s, 3H), 2.17 (s, 3H), 2.30 (s. 3H), 4.10 (t, 
J= 7.8 Hz, 2H), 8.20 (s, IH), 8.35 (br s, IH). 


6-002 


a 


1.00 (t, 7.2 Hz, 3H), 1.40-1,52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.14 (t, 7.8 Hz, 
2H), 7.44-7.57 (m, 3H), 7.92-7.95 (m, 2H), 8.41 (s, IH), 
9.22 (br s, IH). 


5-003 


I 

F 


0.99 (t, c/= 7.2 Hz, 3H), 1.39-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.16 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.15-7.24 (m, IH), 7,30 (dd, 1.8, 8.4 Hz, IH), 

7.47.7.54 (m, IH), 8.12 (dt, 1.8, 7.8 Hz, IH), 8.42 (s, 

IH), 9.75 (br s, IH), 


5-004 




1.00 (t, c/= 7.2 Hz, 3H), 1,40-1.52 (m, 2H), 1.63-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s. 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.12-7.18 (m, 2H), 7.93-7.97 (m, 2H), 8.37 (s, IH), 
9.16 (br s, IH). 


5-005 


(X 


0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.64-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.11 (t, 7.8 Hz, 
2H), 7.31-7.47 (m, 3H), 7.73 (dd, «/= 2.1,7.2 Hz, IH), 
8.41 (s, IH), 9.13 (br s, IH). 


5-006 


Me 


0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.61-1.72 
(m, 2H), 2.17 (s, 3H), 2,34 (s, 3H), 2.53 (s, 3H), 4.11 (t, 
cA= 7.8 Hz, 2H), 7.20-7,26 (m, 2H), 7.32-7,37 (m, IH), 
7.54 (d, 7.8 Hz, IH), 8.39 (s, IH), 8.74 (br s, IH). 


5-007 




1.00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.42 (s, 3H), 4.13 (t, 
J= 7.8 Hz, 2H). 7.36 (m, 2H). 7.74 (m, 2H), 8.41 (s, 
IH). 9.21 (br s. IH). 


5-008 




0.99 (t, J- 7.2 Hz, 3H), 1.40-1,52 (m, 2H),1.64-1.74 (m, 
2H), 2.16 (s, 3H), 2.34 (s, 3H), 2.41 (s, 3H), 4.13 (t, J = 
7.8 Hz, 2H), 7.27 (d, J= 8.1 Hz, 2H), 7.84 (d, e/= 8.1 
Hz, 2H), 8.40 (s, IH), 9,20 (br s, IH). 


5-009 




1.00 (t, J = 7.2 Hz, 3H), 1.40-1.62 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.35 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.20-7.27 (m, IH), 7.41-7.48 (m, IH), 7.63-7.70 (m, 
2H), 8,38 (s, IH), 9.19 (br s. IH). 


5-010 




0.98 (t, /= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.62-1.73 
(m, 2H), 2.20 (s, 3H), 2.36 (s, 3H), 4,12 (t, c/= 7.8 Hz, 
2H), 7.46-7.59 (m, 3H), 7,79 (dd, 1.2, 7.2 Hz, IH), 
7,88 (dd, 1.5, 7.2 Hz, IH), 7.95 (d, J= 8.1 Hz, IH), 8.45 
(dd, c/= 1,5, 7.5 Hz, IH), 8.50 (s.lH), 8.95 (br s, IH). 


5-011 




1.01 (t, 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 1.66-1.76 
(m. 2H). 2.19 (s, 3H), 2.36 (s. 3H), 4.16 (t, 7.8 Hz, 
2H), 7.53-7.62 (m, 2H), 7.88-8.03 (m, 4H), 8.47 (s, 2H), 
9.41 (br s, IH). 
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8 



PCT/JPOl/11427 



No. 




^H-NMR (CDCI3) 


5-012 




0.96 (t. J= 7.2 Hz, 3H), 1.35-1.47 (m, 2H), 
1.57-1.67 (m, 2H), 2.09 (s, 3H), 2,28 (s, 3H), 
3.72 (8, 2H), 4.05 (t, 7,8 Hz, 2H), 7.28-7.40 
(m, 5H). 8.22 (s, IH), 8.40 (br a, IH). 


5-013 




0.98 (t, J= 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 
1,60-1.70 (m, 2H), 2.12 (s, 3H), 2.31 (s, 3H), 
2.69 (t, c/= 7.5 Hz, 2H), 3.04 (t, J= 7.5 Hz, 
2H), 4.09 (t, 7.8 Hz, 2H), 7.17-7,34 (m, 
5H), 8.23 (s, IH). 8.35 (br s. IH). 


5-014 


CO2H 


0.92 (t, J= 7.2 Hz, 3H), 1.31-1.39 (m, 2H), 
1.5M.62 (m, 2H), 2.11 (s, 3H), 2.33 (s, 3H), 
4.05 (t, J= 7,8 Hz, 2H), 7.54-7.64 (m, 3H), 7.83 
(d, 7.5 Hz, IH), 8.14 (s, IH), 8,99 (s, IH), 
13.06 (br s, IH). 


5-015 


nBuO- 


0.94 (t, J= 7.5 Hz, 3H), 1.35-1.49 (m, 4H), 
1.60-1.70 (m, 4H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.09 (t, J= 7.8 Hz, 2H), 4.15 (t, J= 6.6 Hz, 
2H), 7.73 (br s, IH). 7.85 (br s. IH). 


5-016 




0.99 (t, cr= 7.2 Hz, 3H), 1,39-1.51 (m, 2H), 
1.62-1.73 (m, 2H), 2.11 (s, 3H), 2.31 (s, 3H), 
4.13 (t, 7.8 Hz, 2H), 7.16-7.41 (m, 5H), 7.88 
(s, IH). 8.09 (br s. IH). 


5-017 


BnO- 


0.97 (t, c/= 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
1.59-1.69 (m, 2H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.08 (t, J= 7.8 Hz, 2H), 5.19 (s, 2H), 7.26-7.41 
(m, 5H), 7.83 (s, IH), 7.86 (s. IH). 


6-018 


a: 


0.90 (t, J = 7,2 Hz, 3H), 1.27-1.40(m, 2H), 
1.57.1.67(m, 2H), 2.14(s, 3H). 2.31(3, 3H), 
4.09(t, J = 7.8 Hz, 2H). 6.91.6.97(ni. IH). 
7.28-7.34(ni, IH), 7.49(br s, IH), 7.50-7.54(m, 
IH), 8.08-8.11(in, IH). 8.10(s, IH), 8.38(br s, 
IH). 


5-019 




1.00 (t, J= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.61-1.71 (m, 2H), 2.15 (s, 3H), 2.35 (s, 3H), 
4.15 (t, J= 7.8 Hz, 2H), 6.98-7.03 (m, IH), 
7.26-7.30 (m, 2H), 7.41-7.45 m, 2H), 8.03 (s, 
IH). 


5-020 




0.98 (t, e7= 7.2 Hz, 3H), 1.42-1.76 (m, 4H), 2.12 
(s, 3H), 4.27 (t, J= 7.8Hz. 2H), 7.48-7.61 (m, 
3H), 8.04-8.09 (m, 3H),8.98 (s, IH), 10.35 (br 
8. IH). 
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wo 02/053543 



PCT/JPOl/11427 



No. 


mm 


^H-NMR (CDClg) 


5-101 


/==\ 

i>-N H 

nBu 


0.97 (t, c/= 7.2 Hz, 3H), 1.36-1.49 (m, 
2H), 1.60-1.70 (m, 2H), 2.04 (s, 3H), 
2.22 (s, 3H), 4.08 (t, J= 7.5 Hz, 2H), 
4.51 (s, 2H), 6.27 (s, IH), 7.30-7.35 (m, 
2H), 7.48-7.52 (m, IH), 7.69-7.72 (m. 
IH). 


5-102 


nBu 


0.98 (t, J= 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.59-1.69 (m, 2H), 2.18 (s, 3H), 
2.38 (s, 3H), 4.10 (t, c/= 7.8 Hz, 2H), 
7.23-7.43 (m, IH), 7.42-7.43 (m, 4H), 
8.86 (s, IH). 


5-103 


0 N Me 

nBu 


0.92 (t, 7= 7.2 Hz, 3H), 1.25-1.37 (m, 
2H), 1.45-1.55 (m, 2H), 2.08 (s, 3H), 
2.23 (s, 3H), 3.97 (t, 7.8 Hz, 2H), 
7.35 (s, IH), 7.41-7.55 (n, 2H), 7.65 (br 
s, IH), 7.83-7.87 (m, 2H). 


5-104 


Ul^N..^Me 

0 Am 

0 N Me 
nBu 


0.95 (t, 7.2 Hz, 3H), 1.33-1.45 (m, 
2H), 1.59-1.70 (m, 2H), 2.00 (s. 3H), 
2.30 (s. 3H), 4.10 (t, J= 7.8 Hz, 2H), 
7.03 (s, IH), 7.28-7.44 (m, 6H), 7.79- 
7.82 (m, 4H). 


6-105 


nBu 


0.96 (t, 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.62-1.73 (m, 2H), 2.16 (s, 3H), 
2.39 (s, 3H), 4.11 (t, 8.1 Hz, 2H), 
7.30 (s, IH), 7.72-7.77 (m. 2H), 7.88- 
7.94 (m, 2H). 


5-106 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.40-1.52 (m, 
2H), 1.64-1.75 (m, 2H), 2.20 (s, 3H), 
2.37 (s, 3H), 4,15 (t, c/ = 7.8 Hz, 2H), 
7.38-7.50 (m, 3H), 7.89-7.92 (m, 2H), 
9.57 (s, IH), 10.60 (br s, IH). 
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S4 0 



nBu 



No. 




^H-NMR (CDCI3) 


6-001 


a 


0.99 (t, 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.66 (quint, c/ = 7.5 Hz, 2H), 1.74 
(quint, e/= 6.0 Hz, 2H), 1.87 (quint, e/= 6.0 Hz, 
2H), 2.60 (t, 6.0 Hz, 2H), 2.69 (t, J= 6,0 Hz, 
2H), 4.06 (t, J= 7.8 Hz, 2H), 7.43-7.56 (m, 3H), 
7.94 (d, 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s, 
IH). 


6-002 




0.95 (t, J= 7.5 Hz, 3H), 1.40 (sextet, 7.6 
Hz. 2H). 1.66-1.65 (m. 2H). 1.69 (auint. 6 0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.62 (t, J 
= 6.0 Hz, 2H), 2.62 (t, c/= 6.0 Hz, 2H), 3.72 (s, 
2H), 3.98 (t, 7.8 Hz, 2H), 7.27-7.39 (m, 5H), 
8.13 (8. IH). 8.44 (br s, IH). 


6-003 




0.97 (t, J= 7.5 Hz, 3H), 1.42 (sextet, e/= 7,5 
Hz, 2H), 1.61 (quint, J = 7.5 Hz, 2H), 1.71 
(quint, J== 6.0 Hz, 2H), 1.84 (quint, 6.0 Hz, 
2H), 2.55 (t, J= 6.0 Hz, 2H), 2.65 (t, 6.0 Hz, 
2H), 2.70 (t, 7.8 Hz, 2H), 3.04 (t, 7.8 Hz, 
2H), 4.02 (t, J= 7,8 Hz, 2H), 7.18-7.33 (m, 5H), 
8.15 (s. IH), 8.41 (br s, IH). 


6-004 




0.98 (t, t/= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 
Hz, 2H), 1.64 (quint, e/ = 7.5 Hz, 2H), 1.72 
(quint, e/= 6.0 Hz, 2H), 1.85 (quint, J= 6,0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 
2H), 4.03 (t, c/= 7.8 Hz, 2H), 4,60 (s, 2H), 7.03 
(d, J= 7.8 Hz, 2H), 7.32 (d, J= 7.8 Hz, 3H), 
8.19 (s, IH), 9.49 (br s, IH). 


6-006 




0.92 (t, c/= 7.5 Hz, 3H). 1.32 (sextet, 7.5 
Hz, 2H), 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 
Hz, 2H), 1.82 (quint, 6.0 Hz, 2H), 2.55 (t, J 
= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J 
= 7.8 Hz, 2H), 4.46 (d, J= 6.0 Hz. 2H), 5.72 (br 
s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br 
6, IH). 


6-006 




(in flT^-DMSO): 0.93 (t, J= 7.5 Hz, 3H), 1.35 
(sextet, J= 7.5 Hz, 2H), 1.56 (quint, = 7.5 
Hz, 2H), 1.60-1.70 (m, 2H), 1.71-1.80 (m, 2H), 
2.51 (t, J=^ 6.0 Hz, 2H), 2.67 (t, 6.0 Hz, 2H), 
4.00 (t, c/= 7.5 Hz, 2H), 6.96 (t, J== 7.2 Hz, IH), 
7.27 (t, 7.5 Hz, 2H), 7.43 (d. J= 7.5 Hz, 
2H), 7.84 (s, IH), 8.53 (br s, IH), 9.51 (br s, 
IH). 


6-007 




0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 
Hz, 2H), 1.63 (quint, J = 7.5 Hz, 2H), 1.70 
(quint, J= 6.0 Hz, 2H), 1.83 (quint, c/= 6.0 Hz, 
2H), 2.53 (t, J= 6.0 Hz, 2H), 2.63 (t, 6.0 Hz, 
2H), 4.01 (t, 7.8 Hz, 2H), 5.19 (9, 2H), 
7.29-7.41 (m, 5H), 7.76 (s. IH). 7.86 (br s. IH). 
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PCT/JP01/n427 



1 



NO. 




^H-NMR (CDClg) 


7-001 


nBuO N Me 


0.71 (t, J= 7.2 Hz, 3H), 1.10-1.23(m, 
2H), 1.46-1. 56(m, 2H), 2.22(8, 3H), 
2.43{s, 3H). 4.28 (t, e/= 6,3 Hz, 2H), 

7.58-7.60to, IH), 7.67(s, IH). 


7-002 


nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.37-1,49 
(m, 2HX 1.60-1.80 (m. 2H), 2.21 (s, 
3H), 2.44 (s, 3H), 2.48 (a, 3H), 4.71 
(br s, 2H), 7.30-7.35 (m, 3H), 8.01 (s, 
IH), 8.04 (s, IH). 


7-003 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.37-1.50 
(m, 2H), 1.62-1.73 (m, 2H), 2.07 (s, 
3H), 2.33 (s, 3H), 4.09 (t, c/= 7.8 Hz, 
2H), 6.96 (s, IH). 


7-004 


X IT 

Bn 


2.07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 
3H), 5.42 (br s, 2H), 7.19-7.64 (m. 
9H). 


7-006 


0 0 
MeO^Jv^Et 

Bn 


1.10 (t, e/= 7.5 Hz, 3H), 2.30 (s, 3H), 
2.53 (q, J= 7.5 Hz, 2H), 3.85 (s, 3H), 
5.41 (br s, 2H), 7.18-7.55 (m, 9H), 


7-006 


0 

nBuO-^N^CHa 


0.84 (t, 7.2 Hz, 3H), 1.28 (sextet, 
c/ = 7 6 Hz. 2H) 1 61-1 68 (m 2H'> 
2.46 (s, 3H), 4.42 (t, </= 6.6 Hz, 2H), 
4.64 (d, J= 6.1 Hz, IH), 6.87 (d, 
6.0 Hz, IH), 7.26-7.37 (m, 5H), 8.32 
(br a, IH), 8.42 (d, c/= 7.5 Hz. IH). 


7-007 


0 

nBu 


0.95 (t. 7.2 Hz. 3H) 1 39 (m 2H^ 
1.74 (m, 2H), 3.98 (t. J= 7.5 Hz, 2H), 
4.50 (d, c/= 6.7 Hz, IH), 4.60 (d, 5.7 
Hz, IH), 5.9 (brs, IH), 6.36 (brs, 
IH), 6.56 (dd, «/= 9.6, 3.6 Hz, IH), 
7.25-7.36 (m. 5H), 7.86 (m, IH), 8.22 
(m, 2H). 


7-008 


nBu 


0.96 (t, c/= 7.3 Hz, 3H), 1,32-1.45 
(m, 2H), 1.69-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 4.44 (s, 2H), 7.19-7.30 
(m, 3H), 7.40-7.43 (m, IH), 7.59-7.62 
(m, IH), 7.66 (dd, J= 7.0 Hz, IH). 


7-009 


nBu 1 


0.96 (t, 7.3 Hz, 3H), 1.32-1.44 
(m, 2H), 1.68-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 6.14 (t, J= 7.0 Hz, 
IH), 7.06-7.27 (m, 5H), 7.39 (dd, J = 
1.8. 7.0 Hz, IH). 
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*4 2 



No. 




^H-NMR (CDCI3) 


7-010 


H 


(in CDCI3 + CD,OD): 2.17 (quint. J= 
6.3 Hz. 2H), 2.63 (t, 6.3 Hz, 2H), 
3.09 (t. 6.3 Hz, 2H), 8.34 (a, IH). 



176 



wo 02/053543 PCT/JPOl/11427 
g4 3 



No. 




^H-NMR (CDCI3) 


7-011 


nBu 


0.97 (t, i/= 7.5 Hz, 3H), 1.38 (sextet, e/ 
= 7.5 Hz, 2H), 1.76 (quint, J= 7.5 Hz, 
2H), 2.15 (quint, J= 6.3 Hz, 2H), 2.61 
(t, J= 6,3 Hz, 2H), 3.06 (t, cA= 6.3 Hz, 
2H), 4.03 (t, c/= 7.5 Hz, 2H), 8.39 (s, 
IH). 


7-012 


nBu 


0.96 (t, e/= 7.5 Hz, 3H), 1.37 (sextet, J 
= 7.5 Hz, 2H), 1.67-1.86 (m, 6H), 2.54 
(t, c/= 6.3 Hz, 2H), 2,87 (t, 6.3 Hz, 
2H), 3.93 (t, J= 7.6 Hz, 2H), 7.22 (s, 
IH). 


7-013 


n-Bu 


0 97 (t J- 7 Hy SH'i 1 ^'qpxfnf J 
= 7.5 Hz, 2H), 1.76 (quint, J= 7.5 Hz, 
2H), 2.15 (quint, c/= 6.0 Hz, 2H), 2.61 
(t, J= 6.0 Hz, 2H), 3.06 (t, J= 6,0 Hz, 
2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.6 
Hz, 2H), 8,39 (8, 1H>. 


7-014 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.41 (sextet, J 
= 7.5 Hz, 2H), 1.75-1.90 (m, 6H), 2.60 
(t, c/= 6,3 Hz, 2H), 2.87 (t, 6.3 Hz, 
2H), 4.81 (t, e/= 7.5 Hz, 2H), 7.50 (s, 
IH). 


7-015 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J 
= 7.5 Hz, 2H), 1.74 (quint, c/= 3.3 Hz, 
4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 
(br t, e/= 6.3 Hz, 2H), 2.95 (br t, J = 
6.3 Hz, 2H), 4.61 (t, J= 7.5 Hz, 2H), 
7.53 (s, IH), 10.60 (s, IH). 


7-016 


Bu 


0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J 
= 7.2 Hz, 2H), 1.71-1.95 (m, 6H), 2.66 
(br t, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 
Hz, 2H), 4.58 (br t, J ^ 7.2 Hz, 2H), 
4.79 (s, 2H), 7.61 (s, IH). 


7-017 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.70-1.95 (m, 6H), 2.62 
(t, c/= 6.3 Hz, 2H), 3.01 (t, 6.3 Hz, 
2H), 4.58 (t, e/= 7.5 Hz, 2H), 5.05 (s, 
2H), 7.15-7.30 (m, 2H), 7.42 (dd, e/ = 
7.2 Hz, 1.8 Hz, IH), 7.48 (br s, 
IH), 7.60 (dd, J= 7.2 Hz, J= 1.8 Hz, 
IH). 


7-018 


nBu 


0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J 
= 7.5 Hz, 2H), 1.42-1,59 (m, 5H), 1.88 
(s, IH), 1.97-2.08 (m, 2H), 2.20-2.32 
(m, IH), 2.64-2.66 (m, IH), 3.06-3.19 
(m, 2H), 3,33-3.43 (m, 3H). 


7-019 


nBu 


0.98 (t, «/= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.65 (quint, 7.6 Hz, 
2H), 1.71 (quint, c/= 6.0 Hz, 2H), 1.85 
(quint, J= 6.0 Hz, 2H). 2.52 (t, </= 6,0 
Hz, 2H). 2.68 (t, 6.0 Hz, 2H), 4.00 
(t, 7.8 Hz, 2H), 4.53 (s, 2H), 7.02 
(s, IH), 
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m4 4 



No. 


mm 


^H-NMR (CDCI3) 


7-090 


nBu 


0.97 (t, e7= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.57-1.72 (m, 4H), 1.81 
(quint, J= 6.0 Hz, 2H), 2.45 (t, e/= 6.0 
Hz, 2H), 2.65 (t, J= 6,0 Hz, 2H), 4.01 
(t, c/= 7.8 Hz, 2H), 4.93 (s, 2H), 7.08- 
7.30 (m, 4H), 7.13 (s. IH). 


7-021 


nBu 


0.97 (t, e/= 7.5 Hz, 3H), 1.43 (sextet, J 
=5 7.5 Hz, 2H), 1.59-1.73 (m, 4ll), 1.81 
(quint, e/= 6.0 Hz, 2H), 2.49 (t, 6.0 
Hz, 2H), 2,66 (t, J= 6.0 Hz, 2H), 4.01 
(t, «/= 7.8 Hz, 2H), 4.43 (s, 2H), 7.24 
(quint d, ^= 7.6 Hz, 1.5 Hz, 2H), 7.40 
(s, IH), 7.42 (dd, J= 7.5 Hz, 1.5 Hz, 
IH), 7.60 (dd, c/= 7.5 Hz, 1.5 Hz, IH), 


7-022 


nBu 


0.96 (t, 7.5 Hz, 3H). 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.64 (quint, */= 7,6 Hz, 
2H), 1,70 (quint, J= 6.0 Hz, 2H), 1.84 
(quint, «/= 6.0 Hz, 2H), 2.63 (t, J= 6.0 
Hz, 2H), 2.67 (t, J= 6.0 Hz, 2H), 3.99 
(t, 7.8 Hz, 2H), 4.12 (dt, 6.0 Hz, 
1.5 Hz, 2H), 4.46 (s, 2H), 5.20 (dq, J = 
10.5 Hz, 1.8 Hz, IH), 5.33 (dq, ^= 17.1 
Hz, 1.8 Hz, IH), 5.91-6.05 (m, IH), 7.19 
(s, IH). 


7-023 


nBu 


0.99 (t, J= 7.6 Hz, 3H), 1.46 (sextet, J 
= 7.5 Hz, 2H), 1.68 (quint, 7.5 Hz, 
2H), 1.74 (quint, 6.0 Hz, 2H), 1.88 
(quint, 6.0 Hz, 2H), 2.59 (t, J= 6.0 
Hz, 2H), 2.76 (t, ^= 6.0 Hz, 2H), 4.05 
(t, e/'= 7.8 Hz, 2H), 7.76 (s, IH), 10.34 
(s, IH). 



wo 02/053543 PCT/JP01/n427 



S4 5 

O 



No. 


Xv 




ixx XTTv^T'D /^^T\^^^ \ 
Jl-JNiVLxi (OUUls) 


10-001 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.22- 
L53 (m, 6H), 1.62-1.86 (m, 6H), 
2.36-2.42 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, c/= 6,3 Hz, 2H), 
3.48 (dt, J = 7.2, 6.9 Hz, 2H), 
3.72 (t, J = 4.8 Hz, 4H), 4.05- 
4 14 (m. 2H'i 8 29 (a 1W\ 10 1 
(t. 5.4 Hz, IH). 


10-002 




nBu 


0.98 (d, J = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.83 (m, 6H), 
2.65 (t, J= 6,0 Hz, 2H), 2.90 (t, J 
= 6.4 Hz, 2H), 4.05-4.20 (m, 2H), 
4.80 (d, 5.5 Hz. 2H), 7.16 (m. 
IH), 7.35 (d, J = 7.8 Hz, IH), 
7 64 (ddd e/=78 78 18 Hz 
IH), 8.34 (s, IH), 8.59 (dlike, 
IH), 10.6 (t, J= 5.5 Hz, IH). 


10-003 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.80-1.90 (m, 6H), 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.3 Hz, 2H), 2.94 (t, 7.5 Hz, 
2H), 3.70 (dt, J= 7.5, 6.0 Hz, 
2H), 4.03-4.14 (m, 2H), 7.18-7.20 
(m, 2H), 8.29 (s, IH), 8.50-8.52 
(m, 2H), 10.1 (t, J=: 6.0 Hz, IH). 


10-004 




nBu 


0.99 (d e/ = 7 2 Hz 3H^ 1 34- 
1.54 (m, 6H), 1.62-1.86 (m, 6H), 
2.66 (t, J= 6.0 Hz, 2H), 2.91 (t, J 
= 6.3 Hz, 2H), 4.12 (t, 7.3 Hz. 
2H), 4.66 (d, J = 6.8 Hz, 2H), 
7,28 (A2B2, 5.0 Hz, 2H), 8.53 
(s, IH), 8.54 (A2B2, c/= 5.0 Hz, 
2H), 10.5 (t, </=5.8Hz, IH). 


10-005 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.60-1,82 (m, 6H), 
2.64 (t, 6.1 Hz, 2H), 2.89 (t, J 
= 6.4 Hz, 2H). 2.94 (t, J-=^ 7.6 Hz, 
2H), 3.68 (dt, J = 7.5, 6.3 Hz, 
2H), 4.04-4.14 (m, 2H), 7.23 (dd, 
7.8. 4.6 Hz, IH), 7.59 (ddd, J 
7.8. 2.1. 1.5 Hz. IH), 8,29 (s, 
IH), 8.47 (dd. J = 7.8, 1.5 Hz, 
IH), 8.60 (d, J= 2.1 Hz, IH), 
10.1 (t, J= 6.3 Hz, IH), 


10-006 




nBu 


0.98 (d, J= 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1,41 (s. 6H). 1.61- 
1.80 (m, 6H), 2.63 (t, 6.1 Hz, 
2H), 2.88 (t, 6.4 Hz, 2H), 3.16 
(s, 2H). 4.06 (br.s, 2H), 6.88-6.94 
(m. 2H). 7.11-7.16 (m, 2H). 8.32 
(s. IH), 9.83 (br.s. IH). 
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No. 


R' 




^H-NMR (CDCI3) 


10-007 


CI 


nBu 


0.98 (d. «/= 7.2 Hz, 3H). 1.38-1.49 
(m, 6H), 1.51-1.80 (m. 6H), 2.64 (t, 
J= 6.4 Hz, 2H), 2.89 (t, J=^ 6.4 Hz, 
2H), 4.10 (br.s, 2H), 4.73 (d, J= 5.8 
Hz, 2H), 7.16-7,25 (m, 4H), 7.35 (m, 
IH), 7.46 (m, IH), 8.32 (s, IH), 10.4 
(br.s, IH). 


10-008 


OMe 


nBu 


0.98 (d, J= 7.3 Hz, 3H), 1.37-1.48 
(m, 6H), 1.61-1.79 (m, 6H), 2.63 (t, 
J= 6.4 Hz, 2H), 2.87 (t, c/= 6.4 Hz, 
2H), 3.88 (s, 3H), 4.09 (m, 2H), 4.65 
(d, 6.8 Hz, 2H), 6.85-6.93 (m, 
2H), 7.22 (dt, 7.6, 1.8 Hz, IH), 
7.35 (dd, c/= 7.6, 1.8 Hz, IH), 8.32 
(s, IH), 10.3 (br.s, IH). 


10-009 


Me 


nBu 


0.97 (d, c/= 7.3 Hz, 3H), 1.38-1.50 
(m, 6H), 1.60-1.80 (m, 6H), 2.38 (s, 
3H), 2.64 (t, J= 6.1 Hz, 2H), 2.88 
(t, c/= 6.4 Hz, 2H), 4.08 (m, 2H), 
4.63 (d, c/= 5,5 Hz, 2H), 7.15-7.20 
(m, 3H), 7.33 (m, IH). 8.33 (s, IH), 
10.2 (br.s, IH). 


10-010 


6c 


nBu 


0.97 (d, c/= 7.3 Hz, 3H), 1.36-1.50 
(m, 6H), 1.61-1.78 (m, 6H), 2.64 (t, 
c/= 6.1 Hz, 2H), 2.87 (t, c/= 6.7 Hz, 
2H), 4.08 (br.s, 2H), 4.72 (d, 5.5 
Hz, 2H), 6.84-6.92 (m, 2H), 7.20 (m, 
iri;, o.oz (s, iJti;, iU.^ (br.e, Ixl). 


10-011 




nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.34-1.54 
(m, 4H), 1.47 (sextet, «/ = 7,2 Hz, 
2H), 1,65-1.81 (m, 6H), 2.63 (t, 
6.3 Hz, 2H), 2.89 (t, J = 6.3 Hz, 
2H), 3.71 (d, J= 6.3 Hz, 2H), 4.11 
(br t, J= 7.2 Hz, 2H), 5,43 (dt, c/ = 
8.1 Hz, 6.0 Hz, IH), 7.26-7.70 (m, 
5H), 8.23 (s, IH), 10.74 (d, J= 8.1 
Hz, IH). 


10-012 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.34-1.56 
(m, 4H), 1.47 (sextet, J = 7.2 Hz, 
2H), 1.61-1.80 (m, 6H), 2.06 (s, 
3H), 2.63 (t. 6.3 Hz, 2H), 2.89 
(t, J=^ 6.3 Hz, 2H), 3.15 (d, 6.0 
Hz, 2H), 4,12 (br t, J= 7.2 Hz, 2H), 
5.25 (dt, J= 7.8 Hz, 6.0 Hz, IH), 
7.35-7.42 (m, 5H), 8.28 (s, IH), 
10.67 (d. J= 8.4 Hz. IH). 
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S4 7 



"-'to 



No. 






^H-NMR (CDCI3) 


10-013 


CHaCOjH 

H2N 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.34- 
1.66 (m, 4H), 1.47 (sextet, J = 
7.B Hz, 2H), 1.62-1.80 (m, 6H), 

2.01 (s, 3H), 2.63 (t, 6.0 Hz, 
2H), 2.78-3.06 (m, 4H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.10 (br t, 7.5 
Hz, 2H), 4.35-4.45 (m, IH), 
7.18-7.30 (m, 5H), 8.24 (s, IH), 
10.25 (d. J= 7.8 Hz, IH). 


10-014 


AcHN^ 


nBu 


0.99 (t, J = 7.6 Hz, 3H), 1.36- 
1.55 (m, 4H), 1,46 (sextet, J = 
7,5 Hz, 2H), 1.63-1.79 (m, 6H), 
1.97 (s, 3H),.2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.70-3.81 (m, 2H), 4.09 (br X, J = 
7.5 Hz, 2H), 5.31-5.39 (m, IH), 
6.61 (br t, 4.5 Hz, IH), 7.28- 
7.44 (m, 5H), 8.28 (s, IH), 10.66 
(d. J= 7.5 Hz, IH). 


10-015 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.67 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1,62-1.80 (m, 6H), 
2.64 (t, J= 6.0 Hz, 2H), 2.90 (s, 
3H), 2.90 (t, J= 6.0 Hz, 2H), 3.60 
(d, J= 6.6 Hz, 2H), 4.10 (br t, e/= 
7.2 Hz, 2H), 5.38 (dt, e/= 7.5 Hz, 
6.0 Hz, IH), 7.35-7.43 (m, 5H), 
ft 9Q fa iTT\ in /A r— Q n tt<* 

O.ZV 1,8, injt / 0 \iXt d — a.U JtlZ, 

IH). 


10-016 


CI 
CI 


nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.34- 

1.64 (m, 6H), 1.62-1.82 (m, 6H), 

2.65 (t, c/= 6.0 Hz, 2H), 2.90 (t, J 
= 6.3 Hz, 2H), 4.06-4.17 (m, 2H), 
4.68 (d, e/= 6.4 Hz, 2H), 7,16 (dd, 
c/= 8.5, 2,4 Hz, IH), 7.28 (d, c/ = 
8.5 Hz, IH). 7.41 (d, J= 2.4 Hz, 
IH), 8.32 (s, IH). 10.5 (t. J= 6.4 
Hz. IH). 


10-017 




nBu 


1.01 (t, J = 7.3 Hz, 3H), 1.35- 
1,57 (m, 6H), 1.65-1.85 (m, 6H), 
2.69 (t, J= 6.0 Hz, 2H), 2.94 (t, J 
= 6,2 Hz, 2H), 4.08-4.20 (m, 2H), 
6,33 (s, IH), 6.48 (dd, J= 3.4, 1.8 
Hz, IH), 6.68 (d, c/= 3.4 Hz, IH), 
7.46 (m. IH), 8.35 (s, IH), 12.8 
(s. IH). 
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^H-NMR (CDCI3) 


10-018 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.37-1.57 (m, 
4H), 1.47 (sextet, J = 7.6 Hz, 2H), 
l.bl-l.oO (m, oxl), /.o2 (t, «/= D.O Hz, 
2H), 2,88 (t, J= 6.0 Hz, 2H), 2,94 (t, 
c/= 7.5 Hz, 2H), 3.23-3.33 (m, IH), 
3.45-3.56 (m, IH), 4.09 (br t, 7.5 
Hz, 2H), 4.40-4.50 (m, IH). 4.63 (d, J 
= 6.0 Hz, 2H), 5.14-5.30 (m, 2H), 
5.62 (br s, IH), 5.82-5.96 (m, IH), 

(d, J= 7.5 Hz, IH), 


10-019 


OA 


nBu 


1.00 (t, J= 7.6 Hz, 3H), 1.40 (s, 9H), 
1.41-1.55 (m, 4H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1.64-1.80 (m, 6H). 2.62 
(t, t/= 6.0 Hz, 2H), 2.88 (t, J 6.0 
Hz, 2H), 2.88-3.00 (m, 2H), 3.18-3.28 
(m, IH), 3.38-3.48 (m, IH), 4.09 (br 
t, 7.5 Hz, 2H)» 4.37-4.47 (m, IH), 

K 11 fhkf a m\ 7 99 7 Q9 fm RUN 

8.25 (s, IH), 10.13 (d, 7.8 Hz, 
IH). 


10-020 


HN^ 


nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1,36-1.81 (m, 
12H), 2.62 (t, J= 6.0 Hz, 2H), 2.74- 
3.04 (m, 6H), 3.21-3.37 (m, 2H), 4.09 
(br t, «/= 7.2 Hz, 2H), 4.44-4.53 (m, 
IH), 5.06-5.17 (m, 2H), 5.08-5.95 (m, 
IH), 7.18-7.29 (m, 6H), 8.25 (s, IH), 
10.17 (br s, IH). 


10-021 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.36-1,52 (m, 
4H> 1 47 <'qpxtfit = 7 9 W-z 9m 
1.61-1.79 (m, 6H), 2,63 (t, 6.0 Hz, 
2H), 2.88 (t, c/=: 6.0 Hz, 2H), 2.95- 
3.11 (m, 2H), 3.49-3.59 (m, IH), 
3.68-3,76 (m. IH), 4.10 (br t, J= 7.2 
Hz, 2H), 4.51-4,64 (m, IH), 7,17-7,85 
(m, lOH), 7.92 (br s, IH), 8.27 (s, 
IH), 10.45 (d, J= 7,5 Hz, IH). 


10-022 




nBu 


1.00 (t, 7.5 Hz, 3H), 1,36-1.57 (m, 
4H), 1.48 (sextet, 7.5 Hz, 2H), 
1.60-1.80 (m, 6H), 2.65 (t, c/= 6.0 Hz, 
2H), 2.89 (t, J = 6,0 Hz, 2H), 2.96- 
3.12 (m, 2H), 3.46-3.56 (m, IH), 
3.70-3.79 (m, IH), 4.11 (br t, J= 7.5 
Hz, 2H), 4.51-4.63 (m, IH), 7.17-7.39 
(m, 6H), 8.17 (d, J= 8.1 Hz, IH), 
8.28 (s, IH), 8.37 (br s, IH), 8.69 (d, 
J = 3.9 Hz, IH), 9.07 (br s, IH), 
10.52 (d. Hz. IH). 
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No. 






^H-NMR (CDCI3) 


10-023 




nBu 


1.01 (t. 7.6 Hz, 3H), 1.39-1.59 (m, 
4H), 1.50 (sextet, J ^ 7,5 Hz, 2H), 
1.63-1.85 (m, 6H), 2.68 (t, </= 6.0 Hz, 
2H), 2.94 (t, 6.0 Hz, 2H), 4.17 (br 
t. J= 7.5 Hz, 2H), 7.46-7.61 (m, 3H), 
8.11 (d, c/= 7.2 Hz, 2H), 8.42 (s, IH), 
13,76 (br s. IH). 


10-024 


H- 


nBu 


0.99 (t, c/*= 7.2 Hz, 3H), 1.37-1.56 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H). 
1.63-1.81 (m, 6H), 2.64 (t, 6.0 Hz, 
2H), 2.90 (t, </= 6.0 Hz, 2H), 4.11 (t, 
J= 7.2 Hz, 2H), 5.69 (br s, IH), 8.30 
(s, IH), 9.63 (br s, IH). 


10-025 


INri 


nBu 


1.00 (t, 7.5 Hz, 3H), 1.37-1.84 (m, 
12H), 2.69 (t, e/= 6.0 Hz, 2H), 2,94 
(t, J= 6.0 Hz, 2H), 4.13 (br t, 7.6 
Hz, 2H), 7.50-7.53 (m, 3H), 8,00-8.08 
(m, 2H), 8.37 (a, IH), 13.04 (br s, 
IH). 


10-026 


S 


nBu 


1.00 (t, e/= 7.2 Hz, 3H), 1.38-1.57 (m, 
4H), 1.48 (sextet, J = 7.2 Hz, 2H), 
1.63-1.87 (m, 6H), 2.68 (t, J= 6.0 Hz, 
2H), 2.94 (t, J= 6,0 Hz, 2H), 4.16 (br 
t, J-= 7.2 Hz, 2H), 7.40-7,56 (m, 3H), 
7,96 (d, ^= 7.2 Hz, 2H), 8.42 (s, IH), 
14.37 (br s, IH). 


10-027 




nBu 


0.99 (t, </= 7.2 Hz, 3H), 1.38-1,56 (m, 
4H), 1.47 (sextet, 7.2 Hz, 2H), 
1.63-1.82 (m, 6H), 2.62 (t, J= 6.0 Hz, 
2H), 2.90 (t, J= 6,0 Hz, 2H), 4.11 (br 
t, c/= 7.2 Hz, 2H). 6.12 (br s. IH). 
7.39-7.51 (m, 3H), 7.75-7.79 (m, 2H), 
8.12 (s, IH). 


10-028 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.37-1.58 (m, 
4H), 1.48 (sextet, J= 7.2 Hz, 2H), 
1,60-1.82 (m, 6H), 2.60 (t, c/= 6.0 Hz, 
2H), 2.91 (t, J= 6.0 Hz, 2H), 4.06 (s, 
3H), 4,17 (br t, J = 7.6 Hz. 2H), 
7.36-7.56 (m, 3H), 7.52-7.57 (m, 2H), 
8.23 (s. IH), 12.43 (br s. IH). 


10-029 


„.OEt 


nBu 


1.01 (t, c/= 7.6 Hz, 3H), 1.37-1.55 (m, 
4H), 1.40 (t, c/= 6.9 Hz, 3H), 1.48 
(sextet, J = 7.5 Hz, 2H), 1.60-1.83 
(m, 6H), 2.60 (t, J= 6.0 Hz, 2H), 2.91 
(t» 6.0 Hz, 2H), 4.17 (br t, /= 7.5 
Hz, 2H), 4.30 (q, J = 6.9 Hz, 2H), 
7.32-7.40 (m, 3H), 7.51-7.61 (m, 2H), 
8.23 (s. IH), 12.44 (br s. IH). 
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^H-NMR (CDCls) 








1.37-1.53 (m, 4H), 1.56 (d, J= 7.2 Hz, 
3H), 1.61-1,79 (m, 4H), 2.65 (t, J= 6.0 
Hz, 2H), 2.72 (t, J= 6.3 Hz, 2H), 5.30 

6.98 (d, J'= 6.1 Hz, 2H), 7.25-7.41 (m, 
5H), 8.43 (s, IH), 8.58 (br a, 2H)» 10.11 
(d. J= 7.8 Hz. IH). 


10-031 






1.37-1.80 (m, 8H), 2.67 (t, J - 6.0 Hz, 
2H), 2.74 (t, c/= 6.0 Hz, 2H), 3.07 (br t, J 
= 6.0 Hz, IH), 3.94 (t, J= 6.0 Hz, 2H), 
5.30 (q, 6.9 Hz, IH), 5.45 (br s, 2H), 

5H), 8.44 (s, IH), 8.57 (d, c/ = 5.4 Hz, 
2H), 10.50 (d. J= 7.5 Hz, IH). 


10-032 




dBu 


0.96 (t, c7= 7.6 Hz, 3H), 1.37-1.58 (m, 
6H), 1,60-1.80 (m. 6H), 1.92-2.05 (m, 
IH), 2.62-2.73 (m, IH), 2.66 (t, 6.0 
Hz, 2H). 2.84-2.95 (m, IH), 2.89 (t, J = 
6.0 Hz, 2H), 2.99-3.09 (m, IH). 3.95-4.16 
^m, £iTX}f (7.00 ^q, «/ — f«o xiz, ixi^f *»J>o- 
7.29 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH). 10,25 (d, J= 8.4 Hz, IH). 


10-033 




nBu 


0.96 (t, c/= 7.5 Hz. 3H), 1.35-1.56 (m, 
6H), 1.59-1.79 (m, 6H), 1.91-2,04 (m, 
IH), 2.62-2.72 (m, IH), 2.66 (t, c7 = 6.0 

^Liif £iJtl/, 6.0*x*'^.^LI V,Ui, i.xX./f £1.0 U \\if e/ 

6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.98-4.18 
(m, 2H), 5.68 (q, J= 7.5 Hz, IH), 7.15- 

7.26 (m, 3H), 7.36-7.40 (m. IH), 8.37 (s, 
IH), 10.25 (d, J= 8.1 Hz, IH). 


10-034 


Me 


nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.38-1.56 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.83 (m, 6H), 2.65 (t, = 6.0 Hz, 2H), 
2.91 (t, c/=: 6.0 Hz, 2H), 3.29 (s, 3H), 
4.13 (t, J'= 7.5 Hz, 2H), 6.82 (t, c/= 7.5 
Hz, IH), 6.90 (d, 8.7 Hz, 2H), 7.22- 
7.27 (m, 2H). 8.34 (a. IH), 11.48 (br s, 
IH). 


10-035 


a 


dlBu 


0.99 (t. J = 7.2 Hz, 3H), 1.20-1.63 (m, 
12H), 1.59-1.80 (m, 8H), 1.95-2.01 (m, 
2H), 2.63 (t, c/= 6.0 Hz, 2H), 2.88 (t, 
6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.09 (br 
t. c/= 7.2 Hz, 2H), 8.30 (s, IH). 9.88 (d, J 
= 7.5 Hz, IH). 


10-036 


0^ 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.13-1.30 (m, 
2H), 1.36-1.83 (m, 21H), 2.66 (t, J= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 3.28 (t, 
J= 6.0 Hz, 2H), 4.10 (br t, J = 7.5 Hz, 
2H). 8.31 (s. IH), 9.98 (br a. IH). 



184 



wo 02/053543 



PCT/JPOl/11427 



^5 1 



No. 






^H-NMR (CDCI3) 


10-037 


Me 


nBu 


0 QQ ff .7—79 V^T QW^ 1 Qft 1 /.^ 

6H), 1.62-1.81 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 2.98 
(d, 3.6 Hz, 3H), 4.10 (br t, c/= 7.2 
Hz. 2H), 8.31 (s. IH). 9.85 Cbr s. IH). 


10-038 


Et 


nBu 


u.yy «/ — ' Jlz, all;, 1,^54 (t, J = 7.2 
Hz, 3H), 1.34.1.54 (m, 4H), 1.47 
(sextet, J= 7.2 Hz, 2H), 1.63-1.80 (m, 
6H), 2.64 (t, e/= 6.0 Hz, 2H), 2.89 (t, J= 
6.0 Hz, 2H), 3.42-3.51 (m, 2H), 4.10 (br 
t, c/= 7.2 Hz, 2H), 8.31 (s, IH), 9.90 (br 
s IH'i 

Of XXX/, 


10-039 


iPr 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.26 (d, J= 6.9 
Hz, 6H), 1.34-1.52 (m, 4H), 1.47 
(sextet, c/= 7.2 Hz, 2H), 1.60-1.80 (m, 
6H), 2.65 (t, J= 6.0 Hz, 2H), 2.88 (t, J= 
6.0 Hz, 2H), 4.09 (br t. «/= 7.2 Hz, 2H), 
4.25 (sextet, J= 6.6 Hz, IH), 8.31 (s, 
1H> 9 82 (hr q ITT^ 


10-040 


tBu 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.47 (s, 9H), 1.61-1.79 (m, 6H), 
2.62 (t, c/= 6.0 Hz, 2H), 2.88 (t, 6.0 
Hz, 2H), 4.09 (br J = 7.5 Hz, 2H), 
8.30 (s, IH), 9.92 (br s, IH). 


10-041 


>r 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.01 (s. 9H), 

x.ou'X.oi \uXf on;, x,0^-X,O\J \uXj Dxl/, 

2.64 (t. J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.27 (t, 6.0 Hz, 2H), 4.12 
(br t, c/= 7.5 Hz, 2H), 8.32 (s, IH). 1010 

(br s, IH). 


10-042 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.62-1.83 (m, 6H), 2,67 (t, J - 6.0 
Hz, 2H), 2.92 (t, J= 6.0 Hz, 2H), 4,14 
(br t, c/= 7.5 Hz, 2H), 7.15-7.30 (m, 
2H), 7,47-7,56 (m, IH), 7.96 (td, c/= 7.8 
Hz, 1.5 Hz, IH), 8.38 (s, IH), 13.37 (br 
s, IH). 


10-043 




nBu 


1.02 (t, 7.2 Hz, 3H), 1.40-1.58 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, 6.0 
Hz, 2H), 2.94 (t, c/= 6.0 Hz, 2H), 4.18 
(br J = 7.2 Hz, 2H), 7.26-7.32 (m, 
IH), 7.47-7.55 (m, IH), 7.80 (dt, J= 9.6 
Hz, 2.4 Hz, IH), 7.89 (t, </ = 7.8 Hz, 
IH). 8.41 (s, IH). 13,84 (br s. IH). 


10-044 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.39-1.62 (m, 
6H), 1.65-1.89 (m, 6H), 2.69 (t, J= 6.0 
Hz, 2H), 2.94 (t, J== 6.0 Hz, 2H), 4.17 
(br J= 7.5 Hz, 2H), 7.20 (t, «/= 9.0 
Hz, 2H), 8.11-8.16 (m, 2H), 8.42 (s, 
IH). 13.79 (br s. IH). 



186 



wo 02/053543 



PCT/JPOl/11427 



S5 2 



is 



No. 






^H-NMR (CDCI3) 


10-045 


H 


nBu 


0,99 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m. 
6H), 1.62-1.83 (m, 6H), 2.63 (t, J= 6.0 
Hz, 2H), 2.91 (t, J= 6.0 Hz, 2H), 4.12 (br 
t, c/ — /.o xlz, Zxl;, o.yb ^t, e/ = 7.0 xlz, 
2H), 7,34-7.44 (m, IH), 8,29 (s, IH), 
13.18 Cbr 8, IH). 


10-046 




nBu 


1.02 (t, 7.2 Hz, 3H), 1.39-1.56 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, J= 6.0 
Hz, 2H), 2.94 (t, 6.0 Hz, 2H), 4.17 (br 
t, </ = 7,2 Hz, 2H), 7.32 (at, J = 9.0 Hz, 
1.2 Hz, IH), 7.86-8.01 (m. 2H), 8.41 (s, 
IH), 13.88 (br s, IH). 


10-047 


F F 


nBu 


1.02 (t, J= 7.2 Hz, 3H), 1.42-1.67 (m, 
6H), 1.63-1.82 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.95 (t, 6.0 Hz, 2H), 4.15 (br 
t, c/- 7.Z Hz, 2H), 8,25 (s, IH), 13.37 (br 
s, IH). 


10-048 


^^3Q 0 

F3C 


nBu 


1.03 (t, J= 7,5 Hz, 3H), 1.40-1.55 (m, 
6H), 1.68-1.87 (m, 6H), 2.70 (t, J = 6.0 
Hz, 2H), 2.96 (t, J= 6.0 Hz, 2H), 4.20 (br 
t, c/= 7.5 Hz, 2H), 8.08 (s, IH), 8.41 (s, 
IH), 8.57 (s, 2H). 14.30 (br s, IH). 


10-049 




nBu 


u.yy (t, e/ — /.o Jtlz, oti)f l.ul-l.o4 (m, 
6H), 1.18 (d, e/= 6.9 Hz, 3H), 1.37-1.57 
(m, 8H). 1.62-1.88 (m, 9H), 2.63 (t. J = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
3.99-4.10 (m, 2H), 4.05-4.21 (m, IH), 
8.30 (s, IH), 9.88 (d, 9.0 Hz, IH). 


10-050 


0^ 


nBu 


0 99 (t e/ = 7 5 Hz SH'i 1 01-1 .S2 (m 
6H), 1.18 (d, c/= 6.6 Hz, 3H), 1.34-1.52 
(m, 8H), 1.62-1.86 (m, 9H), 2.63 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
4.01-4.11 (m, 2H), 4.05-4.22 (m, IH), 
8.30 (s. IH). 9.88 (d. 8.4 Hz. IH). 


10-051 




nBu 


0.99 (t, 7.2 Hz, 3H). 1.36-1.55 (m, 
4H), 1.48 (sextet, c7= 7.2 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.65 (t, = 6.0 Hz, 2H), 
2.90 (t, J= 6.0 Hz, 2H), 4.16 (br t, J' = 
7.2 Hz, 2H), 4.97 (d, J= 4.2 Hz, 2H), 
7.47-7.63 (m, 3H), 8.02-8.06 (m, 2H). 
8.31 (s, IH), 10.81 (br s. IH). 


10-052 


OH 

cr 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.28-1.55 (m, 
12H), 1.59-1.80 (m, lOH), 1.99 (br s, 
IH), 2.64 (t, J= 6.0 Hz, 2H). 2.89 (t, 
6.0 Hz, 2H), 3,47 (d, 6.3 Hz, 2H), 
4.11 (br t, J= 7.5 Hz, 2H), 8.30 (s, IH), 
10.27 (br 8. IH). 



186 



wo 02/053543 



PCT/JPOl/11427 



ms 3 



No. 






iR-NMR (CDCI3) 


10-063 


cr 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.35-1.80 (m, 
14H), 1.46 (sextet, J= 7.5 Hz, 2H), 
^.UO (^br s, 4J1), 2.64 (t, J = 6.0 Hz, 
2H), 2.88 (t, J= 6.0 Hz, 2H), 3.94 (d, J 
= 6.0 Hz, 2H), 4.10 (br t, J=^ 7,5 Hz. 
2H), 5.63 (br s, IH), 8.31 (s, IH), 9.97 
(br a. IH). 


10-054 




nBu 


1.00 (t, c/= 7,2 Hz, 3H), 1.35-1.79 (m, 
lOH), 1.47 (sextet, J - 7.2 Hz, 2H), 
2.64 it, J= 6.0 Hz, 2H), 2.90 (t, J= 6.0 
Hz, 2H), 3.79 (d, J - 6.0 Hz, 2H), 4.13 
(br t, J= 7.2 Hz, 2H). 5.52-5.69 (m, 
IH), 7.26-7.46 (m, 5H), 8.32 (br s, 
IH). 10.80 (br s. IH). 


10-055 


U 


nBu 


0.98 (t, J- 7.5 Hz, 3H), 1.36-1.79 (m, 
lOH), 1.45 (sextet, J = 7.6 Hz, 2H), 
2.64 (t, 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.03 (dd, c/=: 6.0 Hz, 2.4 Hz, 
2H), 4.10 (br t, - 7.5 Hz, 2H), 5.47 
(q, J= 6.6 Hz, IH), 7.31-7.50 (m, 5H), 
8.28 (s, IH), 10.82 (d, 7.5 Hz. IH). 


10-056 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.38-1.79 (m, 
12H). 2.66 (t, 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 3.04, 3,21 (ABx, J = 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br J = 
7.5 Hz, 2H). 4.74-4.80 (m, IH), 5.56 

Mfl -/"s 7 9 Vfv 1 PT^ TFT\ 7 9fl 7 <in 
^UU, U — i.£t XXZ, U.l XIZ, XXI/, ( .^U- r .tlv 

(m, 3H), 7.34-7.39 (m, IH), 8.35 (s, 
IH), 10.43 (d. c/= 7.2 Hz, IH). 


10-057 




nBu 


0.96 (t, 7.5 Hz, 3H), 1.35-1.81 (m, 
12H), 2.66 (t. c/= 6.0 Hz, 2H). 2,90 (t, 
J= 6.0 Hz, 2H), 3.04, 3,21 (ABx, / = 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, / = 
7.6 Hz, 2H), 4.77 (sextet, c/= 3,0 Hz, 
IH), 5.56 (dd, 1,2 Hz, 5.1 Hz, IH), 
7.23-7.32 (m, 3H), 7.35-7.39 (m, IH), 
8.35 (s, IH), 10.44 (d, 7.5 Hz, IH). 


10-058 


0^ 


nBu 


0.96 (t, J= 7.5 Hz. 3H). 0.99 (t, J= 7.5 
Hz, 3H), 1.35-1.53 (m, 4H), 1,46 
(sextet, c/= 7.5 Hz, 2H), 1.64-1.79 (m, 
6H), 1.86-1.98 (m, 2H), 2.61 (t, </= 6.0 
Hz, 2H), 2.88 (t, 6.0 Hz, 2H), 4.11 
(br t, J'= 7.5 Hz, 2H), 5.08 (q, 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8,27 (s, 
IH). 10.40 (d. J= 7.8 Hz. IH). 



187 



wo 02/053543 



PCT/JPOl/11427 



S5 4 









0 

0^ 


CO 

R 


No. 






^H-NMR (CDCI3) 


10-059 




nBu 


0.96 (t, 7.5 Hz, 3H), 0.99 (t, J= 7.5 
Hz, 3H), 1.35-1.52 (m, 4H), 1.46 
(sextet, 7.5 Hz, 2H), 1.61-1.79 (m, 
6H), 1.84-1.98 (m, 2H), 2.61 (t, e/= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz. 2H), 4.10 

i\w f T — '7 fi TTw oxx\ n AQ /n r — T K 
^Or C, «/ — /.O JtlZ, ^XX/f D.Uo (Qt V = r .0 

Hz, IH), 7.18-7.40 (m, 6H), 8.27 (s, 
IH). 10.40 (d. 7.8 Hz, IE). 


10-060 


&■" 


nBu 


0.96 (t, c/= 7.2 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, c/ = 7.2 Hz, 2H), 
1.59-1.80 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.90 (t, c/= 6,0 Hz, 2H), 3.04 (s, 
3H). 3.28-3.43 (m, 2H), 3.97-4.09 (m, 
2H), 5.58 (td, J= 4.6 Hz, 1.5 Hz, IH), 

o.yu ^QQ, «/ — /.O JlZ, 4.0 JlZ, 111}, 

7.18-7.35 (m, 4H), 8.35 (a, IH), 10.64 

(d, J= 8.4 Hz. IH). 






xxBu 


0.96 (t, e/= 7.5 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.5 Hz, 2H), 
1.61-1.81 (m, 6H), 2.67 (t, J= 6,0 Hz, 
2H), 2.90 (t, J== 6.0 Hz, 2H), 3,04 (s, 
ori), 0.-6C5-0.44 ^m, iSJti^, o. 9^5-4. uy ^ni, 
2H), 5.58 (td, 4.5 Hz, 1.5 Hz, IH), 
6.90 (dd, J = 7.5 Hz, 4.5 Hz, IH), 
7.20-7.35 (m. 4H), 8.35 (s. IH), 10.64 
(d, J= 8.4 Hz. IH). 


10-062 




nBu 


0.97 (t, e/= 7.2 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.80 (m, 6H), 2.66 (t, e/= 6.0 
JlZ, 4ri;, ^.au ^t, «/ — o.U JlZ, iSJl;, Z.uO, 
3.34 (ABx, J= 7.8 Hz, 2H), 3.98-4.10 
(m, 2H), 4.23 (q, J= 7.2 Hz, IH), 5.65 
(t, c/= 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s, IH), 10.36 (d. c/== 8.4 Hz. IH). 


10-063 




nBu 


0.97 (t, c/= 7.6 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1,81 (m, 6H), 2.66 (t, 6.0 
Hz, 2H). 2.90 (t. J= 6.0 Hz, 2H). 2.95, 
3.34 (ABx, J= 7.5 Hz, 2H), 3.98-4,10 
(m, 2H), 4.23 (q, J= 7.2 Hz, IH), 5.65 
(t, J= 7.2 Hz, IH), 7,19-7.32 (m, 4H), 
8.39 (a. IH), 10.36 (d. 8.4 Hz, IH). 


10-064 


OH 


nBu 


0,99 (t, J= 7.2 Hz, 3H), 1.36-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 1.99 (br s, 
IH), 2.62 (t, /= 6,0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.36 (s, 3H), 3.45, 3.58 
(ABx, J = 6,4 Hz, 4.2 Hz. 2H), 4.02- 
4.21 (m, 2H), 4.33-4.41 (m, IH), 6.03 
(d, J= 5.1 Hz. IH), 7.26-7.35 (m, 3H), 
7.42-7.46 (m, 2H), 8.25 (s, IH), 10,62 
(d, J= 7.8 Hz, IH). 



188 



wo 02/053543 



PCT/JPOl/11427 



^5 5 



No. 






^H-NMR (CDCI3) 


10-065 


CI 


Bu 


1.00 (t, c/= 7.2 Hz, 3H), 1.35-1.63 (m, 
6H), 1.61-1.80 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 3.31, 

0.0/ ^iiiJX, e/ — 0.4 XlZ, 4.i5 llZ, ^Xl), 

3.34 (s, 3H), 4.12 (br t, = 7.2 Hz, 
2H), 4.76-4.85 (m, IH), 5.36 (d, J = 
6.4 Hz, IH), 7.26-7.35 (m, 3H), 7.45- 
7.49 (m, 2H), 8.24 (s, IH), 10.53 (d, J 
= 8.1 Hz, IH). 


10-066 


Et 


Bu 


0,95 (t, c/= 7.5 Hz, 3HX2), 0.99 (t, J= 
7.5 Hz, 3H), 1.35-1.79 (m, 16H), 2,63 
(t, J - 6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 
2H), 3.92-4.06 (m, IH). 4.10 (br t, c/ = 
7.2 Hz. 2H), 8.31 (s, IH), 9.76 (d, 
7.5 Hz. IH). 


10-067 




Bu 


0.98 (t, c/= 7.5 Hz, 3H), 1.34-1.51 (m, 
6H), 1.61-1.79 (m, 6H), 2.62 (t, 6.0 
Hz, 2H), 2.88 (t, J- 6.0 Hz, 2H), 3.31, 
(s, 3H), 3.79-3.90 (m, 2H), 4.11 (br t, J 
= 7.5 Hz, 2H), 5.87-5.94 (m, IH), 
7.45-7.62 (m, 3H), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.80 (d, c/= 7,8 Hz. IH). 


10-068 




1 


.1.35 (quint, 6.0 Hz, 2H), 1.48 
(quint, </= 6.0 Hz, 2H), 1.58 (d, 
6.9 Hz, 3H), 1.61-1.76 (m, 4H), 2.64 

2H), 3.31 (s, 3H), 3.70 (t, J= 5.4 Hz, 
2H), 4.26-4.42 (m, 2H), 5.31 (quint, J 
= 7.2 Hz, IH), 7.22-7.44 (m, 5H), 8.32 
(s, IH), 10.29 (d, c/= 7.8 Hz, IH), 


10-069 






0.98-1.54 (m, 8H), 1.18 (d, 6.6 Hz, 
3H), 1.61-1.85 (m, IIH), 2,65 (t, 
6.0 Hz, 2H), 3.04 (t, J 6,0 Hz, 2H), 
3.31 (a, 3H), 3.70 (t, 6.0 Hz, 2H), 
4.00-4.14 (m, IH). 4.25-4.43 (m, 2H), 
8.83 (s. IH). 9.81 (d. 8.7 Hz. IH). 


10-070 


OMs 


nBu 


1,00 (t, 7.2 Hz, 3H), 1.34-1.53 (m, 
6H), 1.63-1.80 (m, 6H), 2.62 (t, 6.0 
Hz, 2H), 2.83(8, 3H), 2.88 (t, 6.0 
Hz, 2H), 3.22, 3.50 (ABx, c/= 4.8 Hz, 
2H), 3.32 (s, 3H), 4.02-4.21 (m, 2H), 
4.68-4.78 (m, IH), 5.86 (d, J= 6.9 Hz, 
IH), 7,32-7.49 (m, 6H). 8.23 (s, IH), 
10.50 (d. e/=9.6 Hz, IH). 



189 
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PCT/JPOl/11427 



^5 6 



i5 



No. 






^H-NMR (CDCI3) 


10-071 


MeO^ 

N3 


nBu 


0.99 (t, e7= 7.2 Hz, 3H), 1.33- 
1.50 (m, 6H), 1.62-1.79 (m, 6H), 
2.60 (t, J~ 6.0 H2» 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 3.38, 3.68 (ABx, J 
= 4.8 Hz, 2H), 3.36 (s, 3H), 4.01- 
4.19 (m, 2H), 4.60-4.69 (m, IH), 
5.01 (d, J = 7.2 Hz, IH), 7.28- 
7.45 (m, 5H), 8.20 (s, IH), 10,25 
(d, c/= 7.2 Hz, IH). 


10-072 


HO,. 
OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.35- 

1.62 (m, 6H), 1.62-1.80 (m, 6H), 

2.63 (t, </= 6.0 Hz. 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.8 Hz, 2H), 4.11 (br t, 
J= 7.2 Hz, 2H), 4.25 (quint, c/ = 
4.8 Hz, IH), 5.07 (d, e/= 6.0 Hz, 
IH), 7.26-7.36 (m, 3H), 7.44-7.48 
(m, 2H), 8.27 (s, IH), 10.70 (d, J 
= 6.4 Hz. IH). 


10-073 


OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1,54 (m, 6H), 1.61-1.80 (m, 6H), 
2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.5 Hz, 2H), 4.08-4.16 
(m, 2H), 4.25 (quint, J= 6.0 Hz, 
IH), 5.07 (d, J = 5.4 Hz, IH), 
7.23-7.36 (m, 3H), 7.44-7.49 (m, 
2H), 8.28 (s, IH), 10.70 (d, J = 
6.6 Hz, IH). 


10-074 


0. O 


nBu 


1.01 (t, J = 7.6 Hz, 3H), 1.32- 
1.64 (m, 4H), 1.46 (sextet, J = 
7.5 Hz, 2H), 1.61-1.78 (m, 6H), 
2.57 (t, J= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.03-4.22 (m, 2H), 
4.12, 5.32 (ABx, J- 12.0 Hz, 1.5 
Hz, 2H), 4.60 (dd, 9.0 Hz, 1.6 
Hz, IH), 6,32 (d, c/= 1.5 Hz, IH), 
7.24-7.32 (m, 3H), 7.38-7.42 (m, 
2H), 8.09 (s, IH), 10.97 (d, J = 
8.7 Hz, IH). 


10-075 


o. o 

S' 

0 


nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.35- 

1.56 (m, 4H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.61-1.79 (m, 6H), 

2.57 (t, </= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.02-4.23 (m, 2H). 
4.12. 5.32 (ABx, J= 9.9 Hz, 1.5 
Hz, 2H), 4.56-4.63 (m, IH). 6.32 
(d, J= 1,8 Hz, IH), 7.24-7.32 (m, 
3H), 7.38-7.42 (m, 2H), 8.09 (s, 
IH), 10.97 (d. J= 8.7 Hz, IH). 
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O 



H J 



No. 






^H-NMR (CDCI3) 


10-076 


a/ 

OH 


nBu • 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.45 (sextet, J - 7.5 Hz, 2H), 
1.63-1.79 (m, 6H), 2.63 (t, c/= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 3.55, 
3,77 (ABx, </= 6.0 Hz, 5.1 Hz. 2H), 
3.73 (br s, IH), 4.03-4.19 (m, 2H), 
4,43-4.52 (m, IH), 5.10 (d, 6.0 Hz, 
IH), 7.26-7.37 (m, 3H), 7.46-7.50 (m, 
2H), 8.25 (a, IH). 10.67 (d, c/= 8.1 Hz, 
IH). 


10-077 


O-TBDMS 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (a, 9H), 
0.98 (t, J= 7.5 Hz, 3H), 1.33-1,51 (m, 
6H). 1.62-1.79 (m, 6H), 1.90 (br s, 
IH), 2.61 (t, </= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, 6.0 
Hz. 4.5 Hz, 2H), 4.01-4.19 (m, 2H), 
4.26 (sextet, «/= 4.5 Hz, IH), 6.10 (d, 
J = 5.4 Hz, IH), 7.24-7.33 (m, 3H), 
7.43-7.48 (m, 2H), 8,22 (s, IH), 10.71 
(d, J= 7.5 Hz, IH). 


10-078 


^^BDMS 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 
0.99 (t, J= 7.5 Hz, 3H), 1.33-1.50 (m, 
6H), 1.62-1.79 (m, 6H), 2.06 (br s, 
IH), 2.61 (t, J*= 6.0 Hz, 2H), 2.88 (t, J 
^ 6.0 Hz, 2H), 3.73, 3.82 (ABx, J= 6.0 
Hz, 4.5 Hz, 2H), 4.02-4.20 (m, 2H), 
4.27 (sextet, 4.5 Hz, IH), 5.10 (d, 
J = 4.8 Hz, IH). 7.22-7.34 (m, 3H), 
TA4'7A7 (m, 2H), 8.22 (s, IH), 10,72 
{a, d — 0.1 Jtiz, m;. 


10-079 




nBu 


0.97 (t, 7.5 Hz, 3H), 1.37-1.52 (m, 
6H), 1.61-1.80 (m, 6H), 2.03 (s, 3H), 
2.67 (t, c/= 6,0 Hz, 2H), 2.91 (t, 6.0 
Hz, 2H), 3,06, 3.40 (ABx, 9,0 Hz, 
7.2 Hz, 2H), 3.74 (quint, «/ = 7.5 Hz, 
IH), 3.99-4.21 (m, 2H). 5.46 (t, 6.9 
Hz, IH), 7.22-7.29 (m, 3H), 7.33-7.38 
(m, IH), 8.33 (s, IH), 10,60 (d, 6.3 
Hz, IH). 


10-080 




nBu 


0.97 (t, t/= 7.5 Hz, 3H), 1.37-1.54 (m, 
6H), 1.61-1.78 (m, 6H), 2.01 (s, 3H), 
2.67 (t, e/= 6.0 Hz, 2H). 2.91 (t, 6.0 
Hz, 2H), 3.11, 3.41 (ABx, 9.0 Hz, 
7.5 Hz, 2H), 3.76 (quint, 7.5 Hz, 
IH), 3.99-4.23 (m, 2H), 5.48 (t, 6.6 
Hz, IH), 7.21-7.30 (m, 3H). 7,34-7.38 
(m, IH), 8.32 (s, IH), 10.64 (d. e/= 6.0 
Hz, IH); 
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^5 8 



'5 



No. 






^H-NMR (CDCI3) 


10-081 




nBu 


0.97 (t, J= 7.6 Hz, 3H), 1.37-1.57 (m, 
6H), 1.62-1.81 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J = 6.0 Hz, 2H). 2.71, 3.68 
(ABx, 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, 6.0 Hz, 2H), 3.92-4.07 (m, IH), 
4.11-4.27 (m, 2H), 5.60 (t, J= 9.0 Hz, 
IH), 7.21-7.36 (m, 5H), 8.31 (s, IH), 
10.66 (d, 8.1 Hz, IH). 


10-082 




nBu 


0.97 (t, 7.5 Hz, 3H), 1.38-1.58 (m, 
6H), 1.66-1.82 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J= 6,0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, J= 6.0 Hz, 2H), 3.92-4.06 (m, IH), 
4.12-4.28 (m, 2H), 5.60 (t, J= 9.0 Hz, 
IH), 7.20-7.34 (m, 5H), 8.31 (s, IH), 
10.66 (d. J= 7.8 Hz, IH). 


10-083 




nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.17 (t, c/= 7.5 
Hz, 6H), 1.37-1.56 (m, 4H), 1.44 
(sextet, c/= 7.5 Hz, 2H), 1.63-1.80 (m, 
6H), 2.43 (quint, 7.2 Hz, IH), 2.67 
(t, J= 6.0 Hz, 2H), 2.70, 3.71 (ABx, J 
= 15.6 Hz, 7.8 Hz, 2H), 2.91 (t, </= 6.0 
Hz, 2H), 3.98-4.06 (m, IH), 4.13-4.21 
(m, 2H), 5.60 (t, J - 9.0 Hz, IH), 
7.22-7.37 (m, 6H), 8.31 (s, IH), 10.66 
(d. e/= 7.5 Hz. IH). 


10-084 


^ OH 


nBu 


0.98 (t, </= 7.2 Hz, 3H), 1.38 1. 52 (m, 
6H), 1.62-1.80 (m, 6H), 2,64 (t, c/= 6.0 
Hz, 2H), 2.90 (t, e/= 6.0 Hz, 2H), 3.94, 
4.14 (ABx, J= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.76-5.82 (m, IH), 

8.08-8,11 (m, 2H), 8.29 (s, IH), 11.13 
(d, J= 6.6 Hz, IH). 


10-085 




nBu 


0.98 (t, c/= 7.5 Hz, 3H), 1.37-1.56 (m, 
6H), 1.61-1.80 (m, 6H), 2.65 (t, c/= 6.0 
Hz, 2H), 2.90 (t, 6,0 Hz, 2H), 3.94, 
4.14 (ABx, c/= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.77-5.83 (m, IH), 
7.48-7.53 (m, 2H), 7.57-7.65 (m, IH), 
8.08-8.12 (m, 2H), 8.30 (s, IH), 11.14 
(d, J=: 6.6 Hz, IH). 


10-086 


0/ 

0 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.38-1.53 (m, 
6H), 1.65-1.81 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, «/= 6.0 Hz, 2H), 3.89, 
4.11 (ABx, J= 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.01-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.57-7.63 (m, IH), 
8.04-8.08 (m, 2H), 8.28 (s, IE), 10.92 
(d, c/= 7.5 Hz, IH). 
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^5 9 



""to 

is 



No. 






^H-NMR (CDCI3) 


10-087 




nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.51 (m, 
6H), 1.62-1,79 (m, 6H), 2.64 (t, c/= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.90, 

4.08-4,19 (m, 2H), 6.00-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.56-7.63 (m, IH), 
8.03-8.07 (m, 2H), 8.28 (s, IH), 10.92 
(d. c/= 7.8 Hz. IH). 


10-088 


0 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.64-1.80 (m, 6H), 2.66 (t, J=^ 6.0 
Hz, 2H), 2.91 (t, c/= 6.0 Hz, 2H), 4.17 
(br t, J= 7.6 Hz, 2H), 5.58 (s, IH), 
7.10 (s, IH), 7-42-7.49 (m, 2H), 7.53- 
7.59 (m, IH), 7.77-7.82 (m, 2H), 8.31 
(8, IH), 12.52 (br s. IH). 






njDU 


0.99 (t, 7.6 Hz, 3H), 1.37-1.55 (m, 
6H), 1.60-1.81 (m, 6H), 2.63 (t, </= 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 3.91 
(a, «/ = 0.0 rlz, ^xi), 4.12 (br t, cA = 7.5 
Hz, 2H), 5.51-5.58 (m, IH), 7.27-7.48 
(m, 5H), 8.29 (s, IH), 10.77 (d, c/= 8.1 
Hz, IH). 


10-090 




nBu 


0.98 (t, J= 7.5 Hz, 3HX 2/5), 0.99 (t, J 
= 7.5 Hz, 3H X 3/6), 1.36-1.79 (m, 
12H), 2.61 (t, J= 6.0 Hz, 2HX2/5), 
2.62 (t, J= 6.0 Hz, 2HX 3/5), 2.87 (t, J 
= 6.0 Hz, 2HX 2/5), 2.88 (t, c/= 6.0 Hz, 
2HX3/5), 3.52, 4.16 (ABx, 11.1 
Hz, 4.2 Hz, 2H), 4.10-4.20 (m, 2H), 
4.83-4,91 (m, 1HX3/6), 4.98-5.08 (m, 
1HX2/5), 5.30 (d, 5.4 Hz, IHX 
2/5), 5.44 (d, 5.4 Hz, IH x 3/5), 
7.28-7.38 (m, 3H), 7.46-7.53 (m, 2H), 
8.16 (s, 1HX2/5), 8.23 (s, 1HX3/5), 
10.46 (d, J= 8.4 Hz, lHx2/5), 10.72 
(d, 8,4 Hz, 1HX3/5). 


10-091 


CHTBDMS 

0^ 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, 7.5 Hz, 3H). 1.36-1.53 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, 
6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.11-4.22 (m, 2H), 
5.80-6.88 (m, IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s, IH). 10.81 (d. 7.5 Hz, IH). 
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me 0 



"■■'to 

is 



No. 






^H-NMR (CDCI3) 


10-092 


Of 


nBu 


-0.12 (3, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, 7.5 Hz. 3H), 1.37-1.52 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, c/= 
6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 
3.96-4.10 (m, 2H). 4,10-4.23 (m, 2H), 
0.80-0. 87 (m, 111), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s. IH). 10.80 (d, e/= 7.5 Hz, IH). 


10-093 


a/ 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.37-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2,63 (t, c/= 6.0 
Hz, 2H), 2.89 (t, </= 6.0 Hz, 2H), 3.56, 
3,77 (ABx, «/= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.44.4.53 (m, IH), 
0.10 (d, J = 6.0 Hz, IH), 7.26-7.37 (m, 
3H), 7.46-7.49 (m, 2H), 8.28 (s, IH), 
10.69 (d. c/=7.8Hz, IH). 


10-094 


CCIg 

OH 


nBu 


1.00 (t, 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 2.63 (t, e/= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 4.11 
lor t, 6/ - 1,1 Hz, 2x1), 4.34-4.42 (m, 
IH), 4.48-4.57 (m, 2H), 5.03 (d, 
4.8 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.26 (s, IH), 10.62 (d, J 
= 7.5 Hz, IH). 


10-095 


CCI3 

a/ 

OH 


nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.38-1.52 (m. 
6H), 1.62-1.79 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 4.11 

IH), 4.48-4.57 (m, 2H), 5.03 (d, J = 
4.5 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.24 (s, IH). 10.60 (d. J 
= 7.5 Hz, IH). 


10-096 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1,38-1.51 (m, 
6H), 1.64-1.78 (m, 6H), 2,65 (t, J= 6.0 
Hz, 2H), 2.90 (t, J= 6.0 Hz, 2H), 4.15 
(br t, eA= 7.2 Hz, 2H), 4.93 (d, 4.5 
Hz, 2H), 7.14-7.21 (m, 2H), 8.04-8,10 
(m, 2H), 8.30 (s, IH), 10.79 (br s, IH). 


10-097 


a/ 

CI 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.50 (m, 
6H), 1.62-1.78 (m, 6H), 2.69 (t, J= 6.0 
Hz, 2H), 2.86 (t, «/= 6.0 Hz, 2H), 3.76, 
4.15 (ABx, J= 11.7 Hz, 4.6 Hz, 2H), 
4,00-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, 8.1 Hz, IH), 7.24-7.37 (m, 
3H), 7.49-7.53 (m. 2H), 8.16 (s, IH), 
10.46 (d, J= 8.7 Hz, IH). 
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^H-NMR (CDCI3) 


10-098 


aX 

OHC"^ 


nBu 


1.01 (t, c/= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.89 (t, c/= 6.0 Hz, 2H), 3,47, 
3.65 (ABx, J= 11.1 Hz, 5.1 Hz, 2H), 
4,08.4.19 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, J= 6,6 Hz, IH), 7.29.7.39 (m, 
3H), 7.44-7.53 (m, 2H), 8.17 (s, IH), 
8.23 (s, IH). 10.64 (d, J= 8.7 Hz. IH). 


10-099 


CI 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.59 (t, J== 6.0 
Hz, 2H), 2.86 (t, J== 6.0 Hz, 2H), 3.76, 
4,15 (ABx, J= 11.4 Hz, 4.5 Hz, 2H), 
3.99-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, J= 7.8 Hz, IH), 7.24-7.41 (m, 
3H), 7.50-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.4 Hz. IH). 


10-100 


OHC° 


nBu 


1.01 (t, J= 7,5 Hz, 3H), 1.40-1.53 (m, 
6H), 1.64-1.80 (m, 6H), 2.62 (t. J= 6.0 
Hz, 2H), 2.89 (t, c/= 6.0 Hz, 2H), 3.47, 
3,65 (ABx, e/= 11,1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, J= 6.3 Hz, IH), 7.30-7.38 (m, 
3H), 7.45.7.49 (m, 2H), 8.17 (s, IH), 
8.23 (s. IH). 10.64 (d. J= 9.0 Hz. IH). 


10-101 




o 


1.21-1.52 (m, 8H), 1.59-1.79 (m. 8H), 
1.94-1.99 (m, 2H), 2.09 (quint, J= 6.0 
Hz, 2H), 2.64 (t, c/= 6.0 Hz, 2H), 2,92 
(t, 6.0 Hz, 2H), 3.78 (t, J= 6.0 Hz, 
2H), 3.93-4.03 (m, IH), 4.05 (dd, c/ = 
o.b Hz, 2.1 Hz, IH), 4.20 (dd, J = 14.1 
Hz, 2.1 Hz, IH), 4.25 (br t, c/= 7.5 Hz, 
2H), 6.49 (dd, J = 14.4 Hz, 6.9 Hz, 
IH), 8.31 (s. IH), 9.85 (d, 7.8 Hz, 
IH). 


10-102 


a 




1.30-1.54 (m, 8H), 1.60-1.78 (m, 8H), 
1.87-2.00 (m, 4H). 2.65 (t, 6.0 Hz, 
2H), 2.93 (t, c/= 6.0 Hz, 2H), 3.53 (t, J 
= 6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.34 
(br t, J = 7.5 Hz, 2H), 8.37 (s, IH), 
9.77 (d. 7.2 Hz, IH). 


10-103 




nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.39-1.55 (m, 
4H), 1,49 (sextet, J = 7,6 Hz, 2H), 
1.68-1.83 (m. 6H), 2,67 (t, e/= 6.0 Hz, 
2H), 2,92 (t, J- 6.0 Hz, 2H), 4.18 (br 
t, J= 7.5 Hz, 2H), 7.21 (t, e/= 7.6 Hz, 
IH), 7.55 (t, 7.5 Hz, IH), 7.64 (d, J 
= 8.1 Hz, IH), 8.32 (d, 8.1 Hz, IH). 
8.36 (s. IH). 12,41 (br 8. IH). 
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No. 






^H-NMR (CDCI3) 


10-104 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.80 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, cT' 
= 6.0 Hz, 2H), 3.88 (s, 3H), 4.14 
(br t, 7.2 Hz, 2H), 4.91 (d, 

A E XT— oTT\ es an /Ji r o ^ tt 

4.5 Hz, ZH), 0.97 (d, J = 8.4 Hz, 

2H), 8,03 (d, J = 8.4 Hz, 2H), 

8.30 (s, IH), 10.80 (br s, IH). 


10-105 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.36- 
1.53 (m, 4H), 1.47 (sextet, J = 
7.2 Hz. 2H), 1.63-1.80 (m, 6H), 
2.65 (t, e/= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, e/= 7.2 
Hz, 2H), 4.91 (d, J= 4.5 Hz, 2H), 

7 fiA (A 7 ^ Q 1 XJrw OTJ\ n OA fA 

/.D4 ^0., tf— 0.1 Hz, ^ri), (.yu (cl, 

J = 8.7 Hz, 2H), 8.29 (a, IH), 
10.79 (br 8. IH). 


10-106 


a 




1.30-1.53 (m, 8H), 1.58-1.79 (m, 
8H), 1.96-2.02 (m, 2H), 2.65 (t, J 
= 6.0 Hz, 2H), 3.03 (t, J= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.69 (t, J= 5.4 
Hz, 2H), 3.92-4.03 (m, IH), 4.33 
(t, 5.4 Hz, 2H), 8.32 (s, IH), 

Q ftQ /A T— T 0 TJrr 1 ■CJ^ 

y.oo VOL, J — 1 .£> Jtiz» 1x1^. 


10-107 






1.35-1.42 (m, 2H), 1.43-1.52 (m, 
2H), 1.62-1.79 (m, 4H), 2.70 (t, / 
= 6.0 Hz. 2H). 3.06 (t. J= 6.0 Hz. 
2H), 3.31 (s, 3H), 3.74 (t, 5.4 
Hz, 2H), 4.40 (d, cf = 5.4 Hz. 2H), 
4.97 (d, t/= 4.5 Hz, 2H), 7.50 (t, J 
= 7.5 Hz, 2H), 7.61 (t, 7.5 Hz, 
IH), 8.05 (d, J = 7.5 Hz, 2H), 
8.33 (s, IH). 10.75 (br s, IH). 


10-108 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m. 6H), 1.63-1.79 (m, 8H), 
1.95-2.07 (m, 2H), 2.20-2.33 (m, 
2H), 2.63 (t, J = 6.0 Hz. 2H). 
2.82-2.94 (m. 2H), 2.88 (t, J= 6.0 
Hz, 2H), 3.65 (br s, 2H), 3.96- 
4.07 (m, IH). 4.10 (br t, 7.2 
Hz, 2H), 7.23-7.40 (m, 5H), 8.27 
(s, IH), 9.97 (br s. IH). 


10-109 


CH3CO2H 


nBu 


1.00 (t, J = 7.5 Hz, 3H). 1.37- 
1.50 (m, 6H), 1.63-1,79 (m, 6H), 
1.81-1.97 (m, 2H), 2.04 (s, 3H). 
2.15-2.24 (m, 2H), 2.63 (t, J= 6.0 
Hz. 2H), 2.89 (t. J= 6.0 Hz, 2H), 

3.01 (t. J= 10.2 Hz. 2H), 3.33- 
3.41 (m, 2H), 4.09 (br t. c/= 7.5 
Hz, 2H), 4.10-4.25 (m, IH), 8.26 
(s, IH). 10.21 (d. J= 7.2 Hz, IH). 



196 



wo 02/053543 



PCT/JPOl/11427 



^6 3 



'to 

is 



No. 






^H-NMR (CDCls) 


10-110 




nBu 


0.99 (t, c/= 7.5 Hz, 3H). 1.36-1.58 (m, 
4H), 1,46 (sextet, J = 7.5 Hz, 2H), 
1.62-1.79 (m, 8H), 1.97-2.11 (m. 2H), 
2.11 (s, 3H), 2.64 (t, J= 6.0 Hz, 2H), 
2.89 (t, J= 6.0 Hz, 2H), 2.92-3.02 (m, 
IH), 3.21-3.31 (m, IH), 3.76-3.81 (m, 
IH), 4.09 (br t, 7.5 Hz, 2H), 4.11- 
4.23 (m, IH), 4.37-4.43 (m, IH), 8.29 
(s. IH), 10.08 (d. c/= 7.5 Hz. IH). 


10-111 




nBu 


0.99 (t, e/= 7,2 Hz, 3H), 1,36-1.57 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 
1.62-1.79 (m, 8H), 1.93-2.15 (m, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2,89 (t, c/= 6.0 
Hz, 2H), 3.11-3.27 (m, 2H), 3.69-3.79 
(m, IH), 4.10 (br t, J= 7.2 Hz, 2H), 
4.19-4.30 (m, IH), 4.50-4.60 (m, IH), 
7.41 (s, 5H), 8.29 (s, IH), 10.12 (d, e/= 
7.5 Hz, IH). 


10-112 


0 




0.99 (t, 7.5 Hz, 3H). 1.29 (s, 9H), 
1,35-1.79 (m, 14H), 2,00-2.09 (m. 2H), 
2.65 (t, e/= 6.0 Hz, 2H), 2.89 (t, c/= 6,0 
Hz, 2H), 3.09 (t, J = 11.4 Hz, 2H), 
4.06-4.35 (m, 5H), 8.30 (s, IH), 10.06 
(d, e/= 7.5 Hz. IH). 


10-113 




nBu 


0.99 (t, 7,2 Hz, 3H), 1.28-1.81 (m, 
24H), 1.98-2.10 (m, 2H), 2.44-2.53 (m, 
IH), 2.65 (t, J- 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 2.89-2.99 (m, IH), 
3.15-3.28 (m, IH), 3.85-3.93 (m, IH), 
4.09 (br t, e/= 7.2 Hz, 2H), 4.10-4.25 
(m, IH), 4.40-4.48 (m, IH), 8.30 (s, 
IH), 10,06 (d, 6.9 Hz, IH). 


10-114 




nBu 


1.02 (t, J= 7.5 Hz, 3H), 1,38-1.78 (m, 
14H), 2.07-2.20 (m, 2H), 2.65 (t, J = 
6.0 Hz, 2H), 2.81 (s, 3H), 2.90 (t, J = 
6.0 Hz, 2H), 2.94-3.01 (m, 2H), 3.70- 
3.79 (m, 2H), 4.11 (br t, J 7.6 Hz, 
2H), 4.11-4.23 (m, IH), 8.29 (s, IH), 
10.11 (d. J= 7.2 Hz. IH). 


10-115 




nBu 


0.99 (t, J- 7.2 Hz, 3H), 1.37-1.51 (m, 
6H), 1.62-1.78 (m, 8H), 2,03-2.09 (m, 
2H), 2,53 (td. J = 11.4 Hz, 2,4 Hz, 
2H), 2.62 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.71-3.77 (m, 2H). 
3.82-3.94 (m, IH), 4.07 (br t, J = 7.5 
Hz, 2H), 7.52-7.65 (m, 3H), 7.76-7.71 
(m, 2H), 8.25 (s, IH), 10.00 (d, J= 6.9 
Hz. IH). 



197 



wo 02/053543 



PCT/JPOl/11427 



me 4 







0 


oo 

n 


No. 




R= 


^H-NMR (CDCI3) 


lU-1 J.O 




nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.38-1.50 (m, 
4H), 1.47 (quint, J" = 7.2 Hz, 2H), 
1.64-1.82 (m, 8H), 2.01-2.09 (m, 2H), 
2.25-2.34 (m, 2H), 2.35 (s, 3H), 2.64 
(t, J= 6.0 Hz, 2H), 2,82-2.90 (m, 2H), 
2.88 (t, c/= 6.0 Hz, 2H), 3.97-4.06 (m, 
IH). 4.10 (br t, 7.2 Hz. 2H), 8.28 
(8. IH). 9.98 (d. J= 7.2 Hz. IH). 


10-117 


cx 


1 


1.21-1.63 (m. 8H), 1.62-1.82 (m. 8H), 
1.95-2.00 (m, 2H), 2.20 (dt, c/ = 15.0 
Hz, 6.0 Hz, 2H), 2.65 (t, J = 6.0 Hz, 
2H), 2.94 (t, </= 6.0 Hz, 2H), 3.69 (t, J 
= 6.0 Hz, 2H), 3.92-4.02 (m. IH), 4.28 
(t, c7'= 7.5 Hz, 2H), 8.33 (s, IH), 9.80 
(d, J= 6.9 Hz, IH). 


10-118 


a 




1.26-1.52 (m, 8H), 1.60-1.80 (m, 8H), 
1.94-2.00 (m, 2H), 2.19 (quint, J= 6.3 
Hz, 2H), 2.64 (t, J= 6.0 Hz, 2H), 2.90 
(t. 6.0 Hz, 2H), 3.06 (s, 3H), 3.92- 
4.01 (m, IH), 4,27 (t, J= 7.5 Hz, 2H), 
4.38 (t, J= 6.0 Hz, 2H), 8.33 (s, IH), 
9,78 (d, J= 8.1 Hz, IH). 


10-119 


a 




1.25-1.52 (m, 8H), 1.59-1,79 (m, 8H), 
1.93-2.05 (m, 4H), 2.32 (s, 3H), 2.63 
(t, c/= 6.0 Hz, 2H), 2.88 (t, </= 6.0 Hz, 
2H), 2.98 (t, c/= 6.9 Hz, 2H), 3.91-4.01 
(m, IH), 4.15 (t, J= 7.2 Hz, 2H), 8.30 
(s, IH), 9.82 (d, 7.5 Hz. IH). 


10-120 


a 




1.25-1.52 (m, 8H), 1.68-1.80 (m, 8H), 
1.93-2.03 (m, 4H), 2.64 (t, 6.0 Hz, 
2H), 2.91 (t, 6.0 Hz, 2H). 3.48 (t, J 
= 6.0 Hz, 2H), 3.92-4.03 (m, IH), 4.20 
(t, J:= 7.5 Hz, 2H), 8.32 (s, IH), 9.81 
(d, J= 6.9 Hz, IH). 


10-121 






1,27-1.63 (m, 8H), 1,60-1.81 (m, 8H), 
1.92-2.01 (m, 2H), 2.05 (s, 3H), 2.20- 
2.29 (m, 2H), 2.66 (t, c/= 6.0 Hz, 2H), 
2.90 (t, J = 6.0 Hz, 2H), 2.98 (br s, 
2H), 3.90-4.00 (m, IH), 4.27-4.36 (m. 
2H), 8.40 (s, IH), 9.60 (d, J= 7.6 Hz. 
IH). 


10-122 


a 




1.24-1.52 (m, 8H), 1.62-1.79 (m, 8H), 
1.88-2.03 (m, 4H), 2.03 (s, 3H), 2.65 
(t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 
2H), 3.24-3.30 (m, 2H), 3.97-4.05 (m, 
IH), 4.22 (br t, J= 7.5 Hz, 2H), 6.72 
(br 8, IH), 8.35 (s, IH), 9.81 (d. «/-= 7.8 
Hz. IH). 
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wo 02/053543 PCT/JPOl/11427 
^6 5 



k 



No. 






^H-NMR (CDClg) 


10-123 




nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.37- 
1.52 (m, 6H), 1.60-1.72 (m, 6H), 

I. 71-1.80 (m, 2H), 2.07-2.17 (m, 
2H), 2.65 (t, 6,0 Hz, 2H), 2.89 
(t, J= 6.0 Hz, 2H), 3.17 (t, J = 

II. 1 Hz, IH), 3.37 (t, 11.1 
Hz, IH), 3.92-3.99 (m, IH), 
4 03-4 12 <'m 21^^ 4 92-4 ^7 
2H), 8.28 (s, IH), 10.17 (d, J = 
7.2 Hz. IH). 


10-124 


a 


BzHN^^^ 


1.29-1.51 (m, 8H), 1.66-1.77 (m, 
8H), 1.92-2.05 (m, 4H), 2.65 (t, J 
= 6.0 Hz, 2H), 2.93 (t, J= 6.0 Hz, 
2H), 3.45 (br s, 2H), 3.97-4.05 
(m, IH), 4.32 (br t, c/ = 7.5 Hz, 
2^ 7 42-7 55 (m 7 89 (hr 
s, IH), 7.90-7.96 (m, 2H), 8.37 (s, 
IH). 9.90 (d, «/= 7.8 Hz, IH). 


10-125 




0 1 

\ H 


1.25 (8, 9H), 1.28-1.51 (m, 8H), 
1.60-1.78 (m, 8H), 1.85-2.00 (m, 
4H), 2,64 (t, J= 6.0 Hz, 2H), 2.90 
(t, 6,0 Hz, 2H), 3.23 (br s, 
2H) 3 96-4 04 (m IH) 4 22 ^br 
t, «;• = 7.5 Hz, 2H), 7.12 (br s, 
IH), 8.35 (s, IH), 9.89 (d, 7.5 
Hz, IH). 


10-126 


cx 


O j 
\ — f H 


1.27-1.52 (m, 8H), 1.57-1.80 (m, 
14H), 1.83-2.01 (m, 6H), 2.55- 
2.65 (m, IH), 2.64 (t, 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.25-3.29 (m, 2H), 3.95-4.04 (m, 
IH), 4.22 (br t, J= 7.5 Hz, 2H), 
6.73 (br s, IH), 8.34 (s, IH), 9.85 
(d. J= 8.1 Hz. IH). 


10-127 


a 


H 


1.29-1.52 (m, 8H), 1.61-1.79 (m, 
8H), 1.91-2.02 (m, 4H), 2.66 (t, J 
- 6.0 Hz, 2H), 2.91 (t, c/= 6.0 Hz, 
2H), 3. 34 (br s, 2H), 3.97-4,04 
(m, IH), 4.27 (br t, J = 7.5 Hz, 
2H), 8.39 (s, IH). 8.67 (br s, IH), 
9.76 (d, c/= 8,1 Hz. IH). 


10-128 




nBu 


1.00 (t, c/= 7.5 Hz, 3H). 1.40- 
1.54 (m, 6H), 1.68-1.81 (m, 6H), 
2,67 (t, 6.0 Hz, 2H), 2.92 (t, J 
= 6,0 Hz, 2H), 4,15 (br t, 7.5 
Hz, 2H), 7.18 (d, J= 7.5 Hz, IH), 
7.53 (t, 7.5 Hz, IH), 8.33 (d, J 
= 7.5 Hz, IH), 8.34 (s, IH), 12.69 
(br s. IH). 



wo 02/053543 



PCT/JPOl/11427 



me 6 



is 



No. 




IV 


Jl-iNiVlXt ^UJJOisj 


10-129 


a 

OCHFz 


nBu 


LOO (t, J= 7.2 Hz, 3H), 1.37-1.54 (m, 
6H), 1.65-1.81 (m, 6H), 2.67 (t, c/= 6.0 
Hz, 2H), 2.92 (t, 6.0 Hz, 2H), 4.17 (br 
t, J= 7.2 Hz, 2H), 6.22 (s, IHX 1/5), 6.39 
IHXl/B'i 6 47 (s lHxl/5^ 6 64 (a 
IHX 1/5), 6.88 (s, IHX 1/5). 7.01-7.10 
(m, IH), 7.18-7.27 (m, 2H), 8.36 (s, IH), 
8.60 (dd, c/= 7.8 Hz, 1.8 Hz, IH), 12,59 
(br s. IH). 


10-130 


OCF3 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.37-1.53 (m, 
4H), 1,47 (sextet, J= 7.5 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.67 (t, J - 6.0 Hz, 2H), 
2.92 (t, J= 6.0 Hz, 2H), 4.18 (br J = 
7.5 Hz, 2H), 7.08 (td, e/= 8.4 Hz, 1.8 Hz, 
IH), 7.26-7.34 (m, 2H), 8.36 (s, IH), 8.64 
(dd, 9.0 Hz, 1.8 Hz, IH), 12.76 (br s, 
IH). 


10-131 




nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.38-1.54 (m, 
4H), 1.47 (sextet, t/= 7.5 Hz, 2H). 1.61- 
i.oZ vXi), z.x)o \l, J — 0.0 Jiz, ^ti), 
2.93 (t, 6.0 Hz, 2H), 4.16 (br t, J = 
7.5 Hz, 2H), 7.41 (s, IH), 8.34 (s. IH), 
13.49 (br s. IH). 


10-132 


ij 


nBu 


1.01 (t, e/= 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.48 (sextet, c/= 7.6 Hz, 2H), 1.63- 
1.85 (m, 6H), 2.68 (t, J= 6,0 Hz, 2H), 
2.94 (t, t/= 6.0 Hz, 2H), 4.17 (br t, J = 
7.5 Hz, 2H), 7.27-7.32 (m, IH), 7.36-7.42 
(m, 2H), 7.57-7.61 (m, 2H), 7.71 (s, IH), 
8.37 (3, IH), 13.52 (br 3. IH), 


10-133 




nBu 


1.01 (t, 7.5 Hz, 3H), 1.40-1.65 (m, 
4H), 1.49 (sextet, 7.5 Hz, 2H), 1.65- 
1.81 (m, 6H), 2.68 (t, J= 6,0 Hz, 2H), 
2.93 (t, J= 6.0 Hz, 2H), 4.19 (br t, J' = 
7.5 Hz, 2H), 7.38-7,62 (m, 4H), 7.78 (t, J 
= 8.1 Hz, IH), 8.09 (d, 8.1 Hz, 2H), 
8.33 (d, J= 8.1 Hz, IH), 8.40 (s, IH), 
12.61 (br s, IH). 


10-134 


a 




1.28-1.52 (m, 8H), 1.63-1.80 (m, 8H), 
1.92-2.01 (m, 4H), 2.64 (t, ^= 6.0 Hz, 
2H), 2.90 (t, c/= 6.0 Hz, 2H), 2,94 (s, 
3H), 3.08 (q, 5,4 Hz, 2H), 3.94-4.02 
(m, IH), 4.29 (br t, J= 7.6 Hz, 2H), 5.84 
(br t, 7.5 Hz, IH), 8.35 (s, IH), 9.72 
(d, c/= 7.5 Hz. IH). 
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wo 02/053543 
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me 7 



No. 


R' 


R« 


^H-NMR (CDCI3) 


10-135 


a 


J 

Cr K 


1.29-1.50 (m, 8H), 1.63-1.78 (m, 8H). 
1.86-2.00 (m, 4H), 2.61 (t, 6.0 Hz, 
2H), 2.79-2.90 (m, 2H), 2.85 (t, J= 6,0 
Hz, 2H), 3.95-4.03 (m, IH), 4.24 (br t, 
tA= 7.5 Hz. 2H), 6.19 (br s, IH), 7.44- 
7.58 (m, 3H), 7.82-7.87 (m, 2H), 8.34 
ts, l-tl;, 9.75 (d, d = 7.5 Hz, IH). 


10-136 




nBu 


0.98 (t. 7.5 Hz, 3H), 1.36-1.53 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.64-1.77 (m, 6H). 2.31 (s, 3H), 2.62 
(t, c/= 6.0 Hz, 2H), 2.88 (t, c/= 6,0 Hz, 
2H), 3.21, 3,66 (ABx. J= 13.8 Hz, 6.0 
Hz, 2H), 4.10. (br t, J= 7.5 Hz, 2H), 
5.92-6.00 (m, IH), 7.46-7.52 (m, 2H), 
7.5o-7.o2 (m, 1x1;, 8.12-8.16 (m, 2H), 
8.27 (8, IH). 10.76 (d. J=: 8.4 Hz. IH). 


10-137 


0 


nBu 


0.98 (t. 7.5 Hz, 3H), 1.36-1.52 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.63-1.77 (m. 6H), 2.31 (s, 3H). 2.62 
(t. 6.0 Hz, 2H), 2.88 (t, «/= 6.0 Hz, 
2H), 3.21, 3.66 (ABx, 13.8 Hz, 6.0 
Hz, ZH;, 4.11 (br t, J = 7.6 Hz, 2H), 
6.92-6.00 (m, IH), 7.46-7.62 (m. 3H), 
8.12-8.16 (m, 2H), 8.27 (a, IH). 10.75 
(d. e/= 7.8 Hz. IH). 


10-138 


0 




1.01 (d, e/= 6.9 Hz, 6H). 1.38-1.52 (m, 
4ffi 1 60-1 73 5H^ 1 78 ^ouint J 
s 6.0 Hz, 2H). 2.65 (t. J= 6.0 Hz, 2H), 
2.96 (t, c/= 6.0 Hz, 2H), 4.16 (br t, 
7.5 Hz, 2H), 4.97 (d, 4.8 Hz, 2H), 
7.50 (t, c/= 7.5 Hz, 2H), 7.61 (t, c/= 7.5 
Hz, IH), 8.02-8.06 (m, 2H), 8.30 (s, 
IH), 10.79 (br 8, IH), 


10-139 


0 


& 


1.05-1.38 (m, 6H), 1.50 (br s, 2H), 
1.63-1.77 (m, lOH), 1.82-1.93 (m, IH), 
2.65 (t, e/= 6.0 Hz. 2H), 2,93 (t, 6.0 
Hz, 2H). 4.04 (br s, 2H), 4.97 (d, 
4.5 Hz, 2H), 7.50 (t, J= 7.5 Hz, 2H), 
7.61 (t, J= 7.5 Hz. IH), 8.02-8.06 (m, 
2H). 8.31 (s, IH), 10.79 (br s. IH). 


10-140 


a 


6 


1.31-1.51 (m, lOH), 1.57-1.79 (m, 
14H), 1.94-2.01 (m, 2H), 2.50-2.66 (m, 
8H), 3.90-4.01 (m, IH), 4.28 (br t, J = 
7.5 Hz, 2H), 8.30 (s, IH), 9.84 (d, c/ = 
7.8 Hz. IH). 
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i.5 



No. 




R« 


^H-NMR (CDCI3) 


10-141 




/ 

Me^Me 


1.01 (t, J= 6.3 Hz, 6H), 1.34-1.63 (m, 
4H), 1.56-1.80 (m, 9H), 1.97-2.05 (m, 
2H), 2.17-2.27 (m, 2H), 2.62 (t, J= 6.0 
Hz, 2H), 2.81-2.89 (m, 2H), 2.87 (t, J 
= 6.0 Hz, 2H), 3.54 (s, 2H), 3.96-4.04 
(m, IH), 4.11 (br t, ./= 7.5 Hz, 2H), 
7.26-7.35 (m, 5H), 8.27 (s, IH), 9.96 
(d. J= 7.2 Hz, IH). 


10-142 


^" Ok 




1.05-1.36 (m, 8H), 1.48 (br s, 2H), 
1.64-1.88 (m, IIH), 1.96-2.05 (m, 2H), 
2.22 (t, c/'= 9.9 Hz, 2H), 2.63 (t, J= 6.0 
Hz, 2H), 2.81-2.86 (m, 2H), 2.91 (t, J 
= 6.0 Hz, 2H), 3.54 (s, 2H), 3.93-4.02 
(m, 3H), 7.23-7.36 (m, 5H), 8.29 (s, 
IH), 9.96 (d. 7.8 Hz. IH). 


10-143 


"Ok 

CHaCOgH 




1.02 (d, J= 6.6 Hz, 6H). 1.36-1.73 (m, 
8H), 1.77 (quint, J = 6.0 Hz, 4H), 
1,98-2.10 (m, IH), 2.05 (s, 3H), 2.21- 
2.30 (m, 2H), 2.61-2.68 (m, 2H), 2.89 
(t, J = 6.0 Hz, 2H), 3.09 (t, 9.9 Hz, 
2H), 3.42-3.50 (m, 2H), 4.05-4.21 (m, 
3H), 8.25 (s, IH), 10.27 (d, J= 6.3 Hz, 
IH). 


10-144 




1 

Me-^Me 


1.01 (d, J= 6.6 Hz, 6H), 1.36-1.72 (m, 
9H), 1,76 (quint, J = 6.0 Hz, 4H), 
1.99-2.10 (m, 2H), 2.11 (s, 3H), 2.64 

2H), 2.91-3.00 (m, IH), 3.21-3.03 (m, 
IH), 3.76-3.81 (m, IH), 4.10 (br t, J = 
7.5 Hz, 2H), 4.11-4.25 (m, IH), 4.36- 
4,44 (m, IH), 8.28 (s. IH), 10.07 (d, J 
= 7.2 Hz, IH). 


10-145 


"^^ Ok 




1.01 (d, c/= 6.3 Hz, 6H), 1.37-1.80 (m, 
13H), 2.08-2.16 (m, 2H), 2.64 (t, 
6.0 Hz, 2H). 2.81 (s, 3H), 2.88 (t, c/ = 
6.0 Hz, 2H), 2.89-2.99 (m, 2H), 3.68- 
3.76 (m, 2H). 4.05-4.16 (m, 3H), 8.27 
(s. IH). 10.10 (d, 7.2 Hz, IH). 


10-146 






1.01 (d, e/= 6.3 Hz, 6H), 1.38-1.78 (m, 
13H), 2.08-2.15 (m, 2H), 2.64 (t, 
6.0 Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 
3.11-3.21 (m, IH), 3.31-3.41 (m, IH), 
3.96 (t, J-^^ 14.4 Hz, IH), 4.14 (br t, J 
= 7.5 Hz, 2H), 4,21-4.38 (m, 2H), 8.28 
(8. IH). 10.16 (d. c/= 7.5 Hz. IH). 
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No. 






^H-NMR (CDCI3) 


10-147 


CH3C02H 


1 


1.06-1.40 (m, 8H), 1.49 (br s, 2H), 

2.64 (t, c/= 6.0 Hz, 2H), 2.92 (t, J= 6.0 
Hz, 2H), 3.04 (t, J = 10.5 Hz, 2H), 
3.38-3.44 (m, 2H), 4.05-4.20 (m, 3H), 
8,26 (s. IH). 10.23 (d. e/= 7,2 Hz, IH). 


10-148 




& 


1.02-1.33 (m, 8H), 1.45-1.80 (m, 13H), 
1.98-2.10 (m, 2H), 2.11 (s, 3H), 2.66 
(t, c/ = 0.0 Hz, 2H), 2.92 (t, J- 6.0 Hz, 
2H), 2.93-3.01 (m, IH), 3.21-3.31 (m, 
IH), 3.74-3.81 (m, IH), 3,99 (br s, 
IH), 4.10-4.23 (m, 2H), 4.37-4.43 (m, 
IH), 8,29 (8, IH), 10,08 (d, J= 7.8 Hz, 
IH). 


10-149 


cx 


or 


1.02-1.33 (m, 8H), 1.49 (br s, 2H), 
1.60-1.81 (m, IIH), 2.08-2.15 (m, 2H), 
2.66 (t, J = 6.0 Hz, 2H), 2.81 (s, 3H), 
2.90-3.00 (m, 4H), 3.69-3.76 (m, 2H), 
3.99 (br s, IH), 4.06-4.12 (m, 2H), 
8.28 (8, IH), 10.10 (d, 7.2 Hz, IH). 


10-1 fin 


0 

Ok 


CJ 


1.03-1.38 (m, 8H), 1.49 (br s, 2H), 
1.60-1.85 (m, IIH), 2.07-2.17 (m, 2H), 
2.65 (t, </= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
xiz, zxi;, o.ii-o.iSJL ^m, 1x1;, o.ol-o.41 
(m, IH), 3.96 (d. J = 14.4 Hz, 2H), 
4.00 (br s, IH), 4.22.4.38 (m. 2H), 
8.29 (s. IH). 10.17 (d. c/= 7.5 Hz. IH). 


10-151 


Me N ^ 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.37-1,54 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.66-1.83 (m, 6H), 2.49 (s, 3H), 2.67 
(t, 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 4.16 (br t, c/= 7.2 Hz, 2H), 6.87 
(d, 7.5 Hz, IH), 7.59 (t, 7.5 Hz, 
IH), 8.15 (d, c/= 8.4 Hz, IH), 8.37 (s, 
IH). 12.55 (br s. IH). 


10-152 




nBu 


0,99 (t, e/= 7.2 Hz, 3H). 1.38-1.54 (m, 
4H), 1.46 (sextet. J = 7.2 Hz, 2H), 

1.66- 1.83 (m, 6H), 2.67 (t, 6.0 Hz, 
2H), 2.92 (t, 6.0 Hz, 2H), 4.15 (t, J 
^ 7.2 Hz, 2H), 6.99-7.04 (m, IH), 

7.67- 7.74 (m, IH), 8.33-8.37 (m, 2H), 
8.36 (s, IH). 12.77 (br s. IH). 


10-163 






1.36-1,43 (m, 2H), 1.47-1.55 (m, 2H), 
1.65-1.80 (m, 4H), 2.69 (t, </= 6.0 Hz, 
2H), 3,08 (t. er= 6.0 Hz, 2H), 3,31 (s, 
3H), 3.74 (t, J= 5.1 Hz, 2H), 4.39 (t, J 
= 5.1 Hz, 2H), 7.18 (dd, c/= 7.5 Hz, 0.9 
Hz, IH), 7,64 (t, c/= 7.8 Hz, IH). 8.33 
(dd, /= 8.1 Hz, 0.9 Hz, IH), 8.37 (s, 
IH), 12,62 (br 8. IH). 



203 



wo 02/053543 



PCT/JPOl/11427 



^7 0 



"-'to 

is 



No. 






^H-NMR (CDCI3) 


10-154 




i 


1,38-1.83 (m, 14H), 2.52-2,73 (m, 
6H), 2.67 (t, J= 6,0 Hz, 2H), 3.02 
(br t, J= 6.0 Hz, 2H), 4.39 (br t, 
7.5 Hz, 2H), 7.19 (dd, c/= 7.5 
Hz, 0.6 Hz, IH), 7.54 (t, 7.5 
Hz, IH), 8.33 (dd, J= 8.4 Hz, 0.6 
Hz, IH), 8.35 (s, IH), 12.58 (br 3, 
IH), 


10-155 






1.37-1.55 (m, 4H), 1.67-1.86 (m, 
4H), 1.97 (quint, J= 6.0 Hz, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2.97 (t, J 
= 6.0 Hz, 2H), 3.60 (t, c/= 5.7 Hz, 
2H), 4.39 (br t, J ^ 7.5 Hz, 2H), 
7.20 (dd, J= 7.5 Hz, 0,6 Hz, IH), 
7.54 (t, J= 7.8 Hz, IH), 8.33 (dd, 
J'= 8.1 Hz, 0.6 Hz, IH), 8.40 (3, 
IH), 12.45 (br s. IH), 


10-156 






1.39-1.46 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.85 
(m, 2H), 2.23 (quint, J - 6.0 Hz, 
2H), 2.68 (t, </= 6.0 Hz, 2H), 2.94 
(t, J:= 6.0 Hz, 2H), 3.10 (s, 3H), 
4.33 (t, J= 7.5 Hz, 2H), 4.40 (t, J 
= 6.0 Hz, 2H), 7.19 (dd, J= 7.5 
Hz, 0.6 Hz, IH), 7.55 (t, J'= 7.8 
Hz, IH), 8.32 (dd, J= 8.4 Hz, 0,6 
Hz, IH), 8.37 (s, IH), 12.56 (br s, 
IH). 


10-157 


.XX 




1.37-1.45 (m, 2H), 1.47-1.66 (m, 

(m, 2H), 2.03 (quint, 7.5 Hz, 
2H), 2.37 (s, 3H), 2.66 (t, J= 6.0 
Hz, 2H), 2.92 (t, 6.0 Hz, 2H), 
3.00 (t, J= 7.2 Hz, 2H), 4,21 (t, J 
= 7.5 Hz, 2H), 7,18 (d, J= 7.5 Hz, 
IH), 7.54 (t, 7.6 Hz, IH). 8.32 
(d, c7= 8.4 Hz, IH), 8.35 (s, IH), 
12.59 (bra. IH). 


10-158 


.xx 




1.38-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.86 
(m, 2H), 1.97-2.07 (m, 2H), 2.68 
(t, J= 6.0 Hz, 2H), 2.95 (t, J = 
6.0 Hz, 2H), 3.52 (t, 6.0 Hz, 
2H), 4.25 (t, 7.5 Hz, 2H), 7.19 
(dd, c/= 7.5 Hz. 0.6 Hz, IH), 7.54 
(t, c/= 7.8 Hz, IH), 8.32 (dd, J = 
8.4 Hz, 0.6 Hz, IH), 8.36 (s, IH), 
12.58 (br s, IH). 



204 



wo 02/053543 



PCT/JPOl/11427 



S7 1 



is 



No. 






^H-NMR (CDClg) 


10-159 






1.38-1.44 (m, 2H), 1.47-1.56 (m, 2H), 
1.65-1.74 (m, 2H), 1.76-1.84 (m, 2H), 
1.94 (quint, 6.6 Hz, 2H), 2.10 (s, 
3H), 2.68 (t, J= 6.0 Hz, 2H), 2.93 (t, J 
= 6.0 Hz, 2H). 3.30 (q, 6.0 Hz, 2H), 
4.26 (br t, J= 7.5 Hz, 2H), 6.63 (br t, J 
« 7.5 Hz, IH). 7.21 (dd, 8.1 Hz, 0.6 
Jtiz, IJtl), 7. 56 (t, «/ = 7.8 Hz, IH), 8.34 
(dd, J^= 8.1 Hz, 0.6 Hz, IH), 8.39 (s. 
IH). 12.51 (br s, IH). 


10-160 






1.41-1.85 (m, 8H), 2.01-2.11 (m, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2,94 (t, 6.0 
Hz, 2H), 3.04 (8, 3H), 3.18 (q, J= 6.0 
Hz, 2H), 4.34 (br t, c/ = 7.5 Hz, 2H). 
o.ots ^or t, c/ = /.o xlz, 1x1^ 1 (da, «/ 
= 7.6 Hz, 0.6 Hz, IH), 7.55 (t, 7.8 
Hz, IH), 8.31 (dd, c/= 8.1 Hz, 0.6 Hz, 
IH), 8.39 (s. IH). 12.45 (br s. IH). 


10-161 




o 1 

H 


1.42-1.83 (m, 8H), 2.03 (quint, 6.0 
Hz, 2H), 2.69 (t, c/= 6.0 Hz, 2H), 2.93 

\l, cJ — D.U JtlZ, ZXl;, 0.4i ^q, e/ — D.U JtlZ, 

2H), 4.30 (br t, c/= 7.5 Hz, 2H), 7.22 
(dd, 7.8 Hz, 0,6 Hz, IH), 7,56 (t, J 
= 7.8 Hz, IH), 8,13 (br s, IH), 8.31 
(dd, 7.8 Hz, 0,6 Hz, IH), 8.42 (s, 
IH), 12.40 (br s, IH). 


10-162 




nBu 


0 99 (t J= 7 2 Hz 3H'i 1 39-1 57 
4H), 1.47 (sextet, J = 7.2 Hz. 2H), 
1.65-1.83 (m, 6H), 2.51 (s, 3H), 2.68 
(t, «/= 6.0 Hz, 2H), 2,92 (t, J= 6.0 Hz, 
2H), 4,16 (br t, J= 7.2 Hz, 2H), 6,86 
(d, J= 4,8 Hz, IH), 8.41 (s, IH), 8.54 
(d, J= 4.8 Hz, IH), 12.91 (br s, IH). 


10-163 


Me 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.39-1.53 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.65-1.82 (m, 6H), 2.47 (s, 6H), 2.67 
(t, c/= 6.0 Hz, 2H), 2.91 (t, 6.0 Hz, 

2H), 4.15 (br t, J= 7.5 Hz, 2H), 6,74 (s 
IH), 8.41 (s, IH), 12.75 (br s, IH). 


10-164 


a 


OHC^ 


1.22-1,52 (m, 8H), 1.63-1.79 (m, 8H), 
1.92-2.00 (m, 2H), 2.64 (t, </= 6.0 Hz, 
2H), 2.89 (t, J^= 6.0 Hz, 2H), 2.96 (t, J 
= 7.2 Hz, 2H), 3.92-4.03 (m, IH), 4.42 
(t, J= 7.2 Hz, 2H), 8.32 (s, IH), 9.75 
(d. c/= 7,5 Hz. IH). 9.84 (s. IH). 



205 



wo 02/053543 



PCT/JPOl/11427 



^7 2 



No. 




R5 


^H-NMR (CDCI3) 


10-165 


a 


OH 1 


1.20 (d, J = 6.6 Hz, 3H), 1.21- 
1.87 (m, 18HX 1.90-2.01 (m, 2H), 
2.55-2.73 (m, 2H), 2.85-3.02 (m, 
2H), 3.62-3.70 (m, IH), 3.92-4.01 

(s, IH), 9.77 (d. c/= 7.5 Hz, IH). 


10-166 


a 




1.23-1.51 (m, 8H), 1.58-1.78 (m, 
8H), 1.94-2.00 (m, 2H), 2.20 (s, 
3H), 2.63 (t, c7'= 6.0 Hz, 2H), 2.88 
(t, c/= 6.0 Hz, 2H), 2.93 (t, 
7.5 Hz, 2H), 3.92-4.01 (m, IH), 
4.36 (t, c/= 7.5 Hz, 2H), 8.31 (s, 
IH), 9.78 (d, c/= 8.1 Hz. IH). 


10-167 






1.38-1.43 (m, 2H), 1,44-1.52 (m, 
2H), 1.65-1,83 (m, 4H), 1.86-1.95 
(m, 2H), 1.91-2.05 (m, IH), 2.63- 
2.74 (m, IH), 2.67 (t, «/= 6.0 Hz, 
2H), 2.85-2.96 (m, IH), 2.93 (t, J 
= 6,0 Hz, 2H), 2.99-3.09 (m, IH), 
3.61 (br t, J= 4.5 Hz, 2H), 4.22- 
4.38 (m, 2H), 5.66 (q, J= 7.5 Hz, 
IH), 7.19-7.38 (m, 4H), 8.43 (s, 
IH), 10.11 (d, c/= 6.9 Hz, IH). 


10-168 






1.38-1.42 (m, 2H), 1.44-1.52 (m, 
2H), 1.64-1.80 (m, 4H), 1.91-2.08 
(m, IH), 2.11-2.21 (m, 2H), 2,62- 
2.73 (m, IH), 2.67 (t, «/= 6.0 Hz, 
2H> 2 83-2 96 XWk 2 Ql (\ J 
= 6.0 Hz, 2H), 2.99-3.06 (m, IH), 
3.02 (s, 3H), 4.25 (t, c/= 6.9 Hz, 
2H), 4.33 (t, J= 6.0 Hz, 2H), 5.67 
(q, J"= 7.8 Hz, IH), 7.16-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.39 (s, 
IH). 10.13 (d, 8.4 Hz, IH). 


10-169 




.-J 


1.37-1.43 (m, 2H), 1.44-1.53 (m, 
2H), 1.67-1.80 (m, 4H), 1.91-2.10 
(m, IH), 2.00-2.20 (m, 2H), 2.62- 
2.73 (m, IH). 2.67 (t, «/= 6.0 Hz. 
2H), 2.84-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.98-3.08 (m, IH), 
4.25 (sextet, J = 7,5 Hz, 2H), 
4.45 (t, 7.8 Hz, IH), 4.61 (t, J 
= 5.4 Hz, IH). 5.67 (q, J= 7.6 Hz, 
IH), 7.16-7.28 (m, 3H), 7.35-7.39 
(m, IH), 8.39 (s, IH), 10,17 (d, J 
= 6.6H2. IH). 



206 



PCT/JPOl/11427 



7 3 



No. 






'H-NMR (CDCI3) 


10-170 






i. 38-1. 43 (m, 2H), 1.44-1.54 (m, 2H), 
1.67-1.82 (m, 4H), 1.91-2.06 (m, IH), 
2.06 (quint, J= 7.5 Hz, 2H), 2.49 (t, J 
= 7.2 Hz, 2H), 2.62-2.74 (m, IH), 2.67 
(t, c/= 6,0 Hz, 2H), 2,85-2.96 (m, IH), 
2,91 (t, J= 6.0 Hz, 2H), 2.99-3.09 (m, 
IH). 4.21 (sextet. J = 7.2 Hz. 2H), 
5.67 (q. J= 7.5 Hz, IH), 7.19-7.26 (m, 
3H), 7.35.7.39 (m, IH), 8.40 (s, IH), 
10.08 (d. J= 8.1 Hz, IH). 


10-171 






1.37-1.44 (m, 2H), 1.45-1.55 (m, 2H), 
1.67-1.80 (m, 4H), 1,93-2.03 (m, 3H), 
2.62-2.73 (m, IH), 2.66 (t, J= 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2,91 (t, 6.0 
Hz, 2H), 2.99-3.09 (m, IH), 3.50 (t, J 
= 6.0 Hz, 2H), 4.17 (sextet, 7.6 Hz, 
2H), 5.67 (q. c/ = 7.8 Hz, IH). 7,18- 
7.26 (m, 3H). 7,35-7.39 (m, IH), 8.39 
(s, IH), 10.16 (d, 8.4 Hz, IH). 


10-172 






1.37-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.63-1.78 (m, 4H), 1.83-2.02 (m, IH), 
1,87 (quint, J= 6.0 Hz, 2H), 1.95 (s, 
3H), 2.67 (t, J= 6,0 Hz, 2H), 2.69-2.76 
(m, IH), 2,88-2,96 (m, IH), 2,90 (t, J= 
6.0 Hz, 2H), 2.97-3.08 (m, IH), 3.23 
(quint, 6.0 Hz, 2H), 4.19 (br t, c/ = 
7.5 Hz, 2H), 6.67 (q, c/= 7.5 Hz, IH), 
6.65 (br t, c/'^ 7.5 Hz, IH), 7.18-7.28 

IH), 10,15 (d. J=8,l Hz, IH). 


10-173 






1.37-1.42 (m, 2H), 1.44-1.53 (m, 2H), 
1.63-1.78 (m, 4H), 1.90-2.02 (m, 3H), 
2.62-2.73 (m, IH), 2.67 (t, 6.0 Hz, 
2H), 2.84 (s, 3H), 2.85-2.97 (m, IH), 
2.90 (t, J= 6.0 Hz, 2H), 3.00-3.10 (m, 
2H), 4.25 (br s, 2H), 5.67 (q, 7.5 
Hz, 2H), 7.19-7.36 (m, 4H), 8.42 (s, 
IH), 10.06 (d. J= 8.1 Hz, IH). 


10-174 


6^ 


0 

H 


1.38-1.43 (m. 2H), 1.44-1.52 (m, 2H), 
1.65-1.80 (m, 4H), 1.88-2,00 (m, 3H), 
2.68 (t, c/= 6.0 Hz, 2H), 2.69-2.76 (m, 
IH), 2.88-2.98 (m, IH), 2.91 (t, 6.0 
Hz, 2H), 3,00-3,10 (m, IH), 3.25-3.37 
(m, 2H), 4.24 (br s, 2H), 5.61 (q, J = 
7.5 Hz, IH), 7.18-7.39 (m. 4H). 8.42 
(br s, IH), 8.44 (s, IH), 10.05 (d, c/ = 
7.2 Hz, IH). 



207 



wo 02/053543 



PCT/JPOl/11427 



*7 4 



No. 






^H-NMR (CDCI3) 


10-175 


OH 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.02-1.28 (m, 
brl), l.d6-1.52 (m, oH), 1.62-1.80 (m, 
8H), 1.92 (br d, J= 12.0 Hz, IH), 2.64 
(t, c/= 6.0 Hz, 2H), 2.89 (t, J== 6.0 Hz, 
2H), 3,46-3.62 (m, 3H), 4.07-4.15 (m. 
2H). 8.30 (s. IH). 10.28 (br s, IH). 


10-176 


T 

0 


nBu 


0.98 (t, J= 7.6 Hz, 3H), 1.20-1.51 (m, 
14H), 1.58-1.91 (m, 8H), 2.41-2.50 (m, 
IH), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, J = 7.6 Hz, 
2H), 4.36 (d, J= 5.4 Hz, 2H), 8.26 (s, 
IH), 10.50 (br s, IH). 


10-177 


OH 


nBu 


0.98 (t, e/= 7.5 Hz, 3H), 1.15 (d, J = 
6.6 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, 7.5 Hz, 2H), 1.61-1.81 (m, 
6H), 2.66 (t, 6.0 Hz, 2H), 2.90 (t, J 
« 6.0 Hz, 2H), 4.09 (br t, 7.5 Hz, 
2H), 4.39-4.48 (m, IH), 4.98 (d, J = 
Z.7 ilz, IH), 7.23-7.39 (m, 5H), 8.33 
(s, IH), 10.10 (d, J= 7.5 Hz, IH). 


10-178 


OH 


nBu 


0.98 (t, 7.2 Hz, 3H), 1.15 (d, </ = 
6.9 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, J- 1,2 Hz, 2H), 1.62-1.80 (m, 
6H), 2.66 (t, ^= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, J = 7.2 Hz, 
2H), 4.39.4.49 (m, IH). 4.98 (d, J = 
2.7 Hz, IH), 7.23-7.40 (m, 5H), 8.33 


10-179 


0 


nBu 


0.99 (t, e/= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.54 (d, 7.5 Hz, 3H), 1.63-1.80 (m, 
6H), 2.63 (t, c/= 6.0 Hz, 2H), 2.88 (t, J 
^ 6.0 Hz, 2H), 4.12 (br t, c/= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, =7= 6.9 Hz, 
IH). 


10-180 


0 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.6 Hz, 2H), 
1.54 (d, c/= 6.9 Hz, 3H), 1.65-1.80 (m, 
6H), 2.63 (t, c/= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, J= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 {m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, J= 7.2 Hz, 
IH). 



wo 02/053543 



PCT/JP01/n427 



^7 5 

0 



No. 






^H-NMR (CDCI3) 


11-001 




nBu 


1.01 (t, e/= 7.2 Hz. 3H), 1.42.1.64 (m, 

2H) 1 65-1 79 (jn 2H'i 1 79 (s GH") 
2.13 (s, 3H), 2.41 (s, 3H), 4.13 (t, J =^ 
7.8 Hz, 2H), 7.16-7.22 (m, 2H), 7,26- 
7.33 (m, 2H). 7.42-7.46 (m. 2H), 8.25 
(s, IH). 10.40 (br s. IH). 


11-002 




Bn 


1.79 (s, 6H), 2.13 (s, 3H), 2.29 (s, 3H), 
5.50(br s, 2H), 7.09-7.47 (m, lOH), 8.35 
(s, IH), 10.35 (br s, IH). 


11-003 


u 


rV 


1.05-1.32 (m, 4H), 1.58-1.91 (m, 7H), 
1.79 (s, 6H), 2.12 (8, 3H). 2.38 (s, 3H), 
4.01 (br s, 2H), 7.16-7.21 (m, IH), 
7.26-7.32 (m, 2H), 7.43-7.46 (m, 2H). 
8.24 (s, IH), 10.39 (br s, IH). 


11-004 




& 


1.00-1.30 (m, 4H), 1.55-1.90 (m. 7H), 
2.18 (s, 3H), 2.40 (s, 3H), 3.89-4.00 (m, 
2H). 4.03 (br s, 2H), 5.26-5,32 (m, IH), 
7.26-7.43 (m, 5H), 8.33 (s, IH). 10.72 
(br d, 6.9 Hz, IH). 


11-005 






1.00-1.30 (m, 4H), 1.60-1.92 (m, 7H), 
2.17 (s, 3H), 2.39 (a, 3H), 3.90 (d, 
6.0 Hz, 2H), 4.04 (br s, 2H), 5.50-5.56 
(m, IH), 7.26-7.44 (m, 5H), 8.30 (s, 
IH), 10.73 (d, c/= 8.1 Hz, IH). 


11-006 


or— 




1.00-1.30 (m, 4H), 1.56-1.88 (m, 7H), 
1.90-2.00 (m, 2H), 2.18 (s, 3H), 2.39 (s, 
3H), 2.71 (t, J = 8.1 Hz, 2H), 3.46 
(quint, J= 6.9 Hz, 2H), 4.03 (br s, 2H), 
7.14-7.30 (m, 6H), 8.32 (s, IH), 9.98 (br 
s, IH). 


11-007 




nBu 


0.99 (t, </= 7.5 Hz, 3H), 1.39-1.51 (m, 
2H), 1.62-1.73 (m. 2H), 2.18 (s, 3H), 
2.42 (s, 3H), 3.89-4.00 (m, 2H), 4.12 
(dd, J= 9.0 Hz, c/= 5.1 Hz, 2H), 5.26- 
5.32 (m, IH), 7.26-7.43 (m. 5H), 8.32 
(a, IH), 10.72 (br d, </= 6.9 Hz, IH). 


11-008 




nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.41-1,53 (m, 
2H), 1,64-1.74 (m, 2H), 2.16 (s, 3H), 
2.41 (3, 3H), 3.91 (d, oT = 5.7 Hz, 2H), 
4,13 (t, J= 7.5 Hz, 2H), 5.50-5.57 (m, 
IH), 7.28-7.45 (m, 5H), 8.30 (s, IH), 
10.73 (br d, J= 8.1 Hz, IH). 


11-009 


Mo Me 




0.84 (d, J= 6.6 Hz, 6H), 1.06-1,85 (m, 
21H), 2.17 (s, 3H), 2.38 (s, 3H), 4.00 
(br s, 2H), 4.09-4.18 (m, IH), 8.31 (s, 
IH). 9.77 (d, «/= 7.5 Hz. IH). 



209 



wo 02/053543 



PCT/JPOl/11427 



mi 6 

0 



No. 






»H-NMR (CDCI3) 


11-010 




& 


0.60-0.66 (m, 2H), 0.77-0.84 (m. 2H), 

2.18 (s, 3H), 2,38 (s, 3H), 2.89-2.98 (m, 
IH), 4.00 (br s, 2H), 8.32 (s, IH), 9.89 
(br s, IH). 


11-011 




1 


0.86-2.19 (m, 15H), 2.19 (s, 3H), 2.38 

2H), 5.37-5.44 (m, IH), 7.06-7.16 (m, 
3H), 7.34-7.37 (m, IH), 8.38 (s, IH), 
10.22 (br d, J- =8.7 Hz. IH). 


11-012 


Me 




0.92 (t, J- 7.5 Hz, 3H), 0.95 (d, 6.6 
Hz, 3H), 1.06-1.85 (m, 14H), 2,18 (s, 
3H). 2.39 (s, 3H), 3.20-3.29 (m, IH), 
3.34-3.42 (m, IH), 4.03 (br s, 2H), 8.32 
(a, IH), 9.95 (br s, IH). 


11-013 


>r 




0.98 (s, 9H), 1.07-1.23 (m. 5H), 1.62- 
1.83 (m, 6H), 2.18 (s, 3H), 2.39 (s, 3H), 
3.26 (d, 6.0 Hz, 2H), 4.03 (br s, 2H), 
8.33 (s, IH). 10.06 (br s, IH). 


11-014 


or 




1.05-1.23 (m, 5H), 1.62-1.87 (m, 6H), 
2.18 (s, 3H), 2.39 (s, 3H), 4.00 (br s, 
2H), 4.62 (d, 5.4 Hz, 2H), 6,25-6.31 
(m, 2H), 7.35 (s, IH), 8.34 (s, IH), 
10.23 (br s, IH). 


11-015 




Me 


0.88 (d, c/= 6.9 Hz, 3H), 0.93 (t, 7.5 
Hz, 3H), 1.16-1.30 (m, IH), 1.35-1.48 
(m, IH), 1.89-2.00 (m, IH), 2.19 (s, 
3H), 2.39 (s, 3H), 4.03 (br s, IH), 4.64 
(d, c/= 6.0 Hz, 2H), 7.20-7.38 (m, 5H), 
8.37 (s, IH), 10.30 (br s, IH), 


11-016 




Me 


0.90 (t» J= 7.2 Hz, 3H), 0.95 (t, c/= 7,5 
Hz, 3H), 1.17-1.32 (m, IH), 1.35-1.49 
(m, IH), 1.88-2.00 (m, IH), 2.18 (s, 
3H), 2.39 (s, 3H), 2.93 (t, J = 7.5 Hz, 
2H), 3.62-3.69 (m, 2H), 4.06 (br s, 2H), 
7.17-7.31 (m, 5H), 8.33 (s, IH), 10.03 
(br s. IH). 


11-017 




V 


0.9B (s, 9H), 2.18 (s, 3H), 2.40 (s, 3H), 
4.34 (br 8, 2H), 7.20-7.37 (m, 6H), 8.34 
(s. IH), 10,31 (br s, IH). 


11-018 






0.99 (s, 9H), 2.17 (s, 3H), 2.39 (s, 3H), 
2.91 (t, e/= 7.5 Hz, 2H), 3.63-3.70 (m, 
2H), 7.16-7.31 (m, 6H), 8.30 (3, IH), 
10.01 (br s, IH). 


11-019 






2.19 (s, 3H), 2,53 (s. 3H), 4.63 (d. c/ = 
5.7 Hz, 2H), 5.34 (s, 2H), 6.33 (m, 2H), 
7.21-7.37 (m, 6H). 8.38 (s, IH), 10.18 
(br 3. IH). 



210 



wo 02/053543 



PCT/JPOl/11427 



mi 7 

o 



No. 


R' 


R« 


^H-NMR (CDCls) 


11-020 




vi 


2.19 (s, 3H), 2.53 (s, 3H), 2.92 (t, J 
- 7.5 Hz, 2H), 3.62-3.69 (m, 2H), 
5.34 (s, 2H), 6.35 (m, 2H), 7.17- 
7.32 (m, 5H), 7.35 (t, J= 1.5 Hz, 
IH), 8.34 (s, IH). 9.92 (br a, IH). 


11-021 






0.45-0.66 (m, 4H), 1,08-1.18 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 4.11 
(d, c/= 6.9 Hz, 2H), 4.64 (d, 5.7 
Hz, 2H), 7.20-7.38 (m, 5H), 8.36 (s, 
IH), 10,31 (br s, IH). 


11-022 






0.47-0.61 (m, 4H), 1.09-1.17 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 2.93 
(t, 7,8 Hz, 2H), 3.63-6.70 (m, 
2H), 4.12 (d, e/= 6.9 Hz, 2H), 7.17- 
7.32 (m, 6H), 8.33 (s, IH), 10.03 
(br 8, IH). 


11-023 


H 


nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.40-1.53 
(m, 2H), 1.63-1.73 (m, 2H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.13 (t. J= 8.1 
Hz, 2H), 5.73 (br s, IH), 8.31 (s, 
IH), 9.62 (br s, IH). 


11-024 






1.05-1.26 (m, 6H), 1.66-1.77 (m, 
4H), 1.83-1.92 (m, IH), 2.19 (s, 
3H), 2.41 (s, 3H). 4.08 (br s, 2H), 
4.97 (d, J=^ 4.5 Hz, 2H), 7,50 (t, J= 
7.5 Hz, 2H), 7.61 (t, J = 7.5 Hz, 
IH), 8.02-8.06 (m, 2H), 8.32 (s, 
IH), 10.78 (br s, IH). 


11-025 




Bn 


2.19 (s, 3H), 2.33 (s, 3H), 4.98 (d, J 
« 4.5 Hz, 2H), 6.52 (br s, 2H), 7.14 
(d, e/= 7.5 Hz, 2H), 7,29-7.36 (m, 
3H), 7.50 (t, J= 7.5 Hz, 2H), 7.61 
(t, c/= 7.5 Hz, IH), 8.03 (d, c/= 7.5 
Hz, 2H), 8.41 (s, 1H)» 10.74 (br s, 
IH). . 



211 



wo 02/053543 



PCT/JPOl/11427 



*7 8 

0 



nBu 



No. 




R« 


^H-NMR (CDCI3) 


12-001 






1.04 (t, J= 7.3 Hz, 3H), 1.42-1.54 
(m, 2H), 1.67-1.78 (m, 2H), 2.28 (s, 
3H), 2,94 (t, c/= 7.3 Hz, 2H), 3.66- 
3.72 (m, 2H), 4.12-4.18 (m, 8H), 8.29 
(s, IH), 9.91 (t. J= 5.5 Hz. IH). 








1.04 (t, J = 7.3 Hz, 3H). 1.43-1.55 
(m, 2H), 1.70-1.80 (m, 2H), 2.44 (s, 
3H), 2.97 (m, 2H), 3.67-3.74 (m, 2H), 
4.18 (t, «y= 7.9 tlz, 311), 6.65 (m, IH), 
6,90-6.94 (m, IH), 7.19-7.46 (m, 8H), 
8.50 (s, IH), 8.79 (brs, IH), 10.14 (t, 
5.8 Hz, IH). 


12-003 




Et 


0.98 (t, c/= 7.5 Hz, 3H), 1.16 (t, e/ = 
7.5 Hz, 3H), 1.38-1.51 (m, 2H), 
1.60-1.72 (m, 2H), 2.43 (s. 3H), 2.53 
(quint, J - 7.5 Hz, 2H), 4.09 (t, 
7.8 Hz, 2H), 4.64 (d, c/= 6.0 Hz, 2H), 
7.20-7.38 (m, 5H), 8.38 (s, IH), 10.30 
(br s, IH). 


12-004 




Et 


1.00 (t, J= 7.5 Hz, 3H) , 1.16 (t, </ = 
7.5 Hz, 3H), 1.40-1.52 (m, 2H), 
1.61-1.73 (m, 2H), 2.43 (s, 3H), 2.52 
(quint, 7,5 Hz, 2H), 2.94 (t, c/ = 
7.8 Hz, 2H), 3.63-3.70 (m, 2H), 4.11 
(t, J = 7.8 Hz, 2H), 7.17-7.32 (m, 
5H), 8.35 (s, IH), 10.04 (br s. IH). 



212 



wo 02/053543 



PCT/JPOl/11427 



^7 9 



No. 




^H-NMR (CDCI3) 


13-001 


0 


0.99 (t, 7.5 Hz, 3H), 1.08 (t, 7.5 
Hz, 3H), 1,19 (t, J = 7.5 Hz, 3H), 
L38-1.50 (m, 2H), 1.53-1.72 (m, 4H), 
2.50 (quint, c/= 7.6 Hz, 2H), 2.62-2.68 
(m, 2H), 4.06 (m, 2H), 4.64 (t, 6.0 
Hz, 2H), 7.23-7.37 (m, 5H), 8.40 (s, 
IH), 10.32 (br s, IH). 


13-002 




1,01 (t, 7.2 Hz, 3H), 1.09 (t, c/= 7.5 
Hz, 3H), 1.19 (t, J = 7.5 Hz, 3H), 
1.40-1,52 (m, 2H), 1.54-1.73 (m, 4H), 
2.50 (quint, 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 2.93 (t, J = 7.8 Hz, 2H), 
3.63-3.70 (m, 2H), 4.04-4.10 (m, 2H), 
7.18-7.32 (m, 6H), 8.37 (s, IH), 10.06 
(br s. IH). 


13-003 


U 


0.98 (t. J~ 7.2 Hz, 3H), 1.08 (t, J= 7.2 
Hz, 3H), 1.38-1.50 (m, 2H), 1.53-1.72 
(m. 4H), 2.19 (s,3H), 2.62-2.68 (m, 
2H), 4.04-4,10 (m, 2H), 4.64 (d, 5.7 
Hz, 2H), 7,21-7.38 (m, 5H), 8.35 (s, 
IH), 10.30 (br s, IH). 


13-004 




1.00 (t, 7.5 Hz, 3H), 1.08 (t, J= 7,5 
Hz, 3H), 1.40-1.52 (m, 2H), 1.53-1.72 
(m, 4H), 2.18 (s, 3H), 2,62-2.68 (m, 
2H), 2.93 (t, e/= 7.5 Hz, 2H), 3.63-3.70 
(m, 2H), 4.04-4.10 (m, 2H), 7.18-7.32 
(m. 5H), 8.31 (s, IH), 10.03 (br a, IH). 


13-005 


^Me 


0-98 (t, 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.72 (m, 6H), 2.54 (s, 3H), 
2.62 (t, J= 6.1 Hz, 2H), 2.83 (t, e/= 6.4 
Hz, 2H), 4,10 (t, J = 7.9 Hz, 2H), 
7.21-7,38 (m, 2H), 7.55 (d, c/= 7.6 Hz, 
IH), 8.38 (s, IH), 8.79 (br s, IH). 


13-006 




0.97 (t, c/= 7.3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.75 (m, 6H), 2.62 (t, 6.1 
Hz, 2H), 2.83 (t. 6.1 Hz, 2H), 4.10 
(t. 7.9 Hz, 2H), 7.32-7.47 (m, 3H), 
7.72-7.76 (m, IH), 8.39 (s, IH), 9.18 
(br s, IH). 


13-007 


H C'y^ 


0.97 (t, 7.3 Hz, 3H), 1.34-1.46 (m, 
2H), 1.72-1.82 (m, 2H), 4.03 (t, c/= 7.3 
Hz, 2H), 5.21 (s, 2H), 7.06 (d, 2.1 
Hz, IH), 7.23-7.40 (m, 8H), 7.95 (s, 
IH), 8.15 (br 8. IH). 


13-008 


o 


0.96 (d, 7.3 Hz, 3H), 1.36-1.56 (m, 
6H), 1.58-1.71 (m, 4H), 1.71-1.81 (m, 
2H), 2.57 (t, 6.0 Hz, 2H), 2.85 (t, J 
= 6.3 Hz, 2H), 3.08-3.20 (m, 2H), 3.18 
(t, c/= 5.0 Hz, 2H), 3.92 (t, e/= 5.0 Hz, 
2H), 4.06 (tlike, 2H). 6.87-7.00 (m, 
5H). 


13-009 




0.98 (t, cr= 7.B Hz, 3H), 1.22 (t, e7= 7.5 
Hz, 3H), 1.36-1.51 (m, 2H), 1.61-1.72 
(m, 2H), 2.19 (s, 3H), 2.73 (quint, c/ = 
7.5 Hz, 2H), 4.08 (t, c/= 7.8 Hz, 2H), 
4.64 (d, cA= 6.0 Hz, 2H), 7.20-7.39 (m, 
5H), 8.35 (s, IH), 10.03 (br s. IH). 



213 



wo 02/053543 



PCT/JPOl/11427 



«8 0 



No. 


mm 


^H-NMR (CDCI3) 


13-010 


Hq^^''* ' 


1.00 (t, J= 7.B Hz, 3H), 1.23 (t, 7.5 Hz, 
3H), 1.40-1.52 (m, 2H), 1.61-1.73 (m, 2H), 
2.19 (s, 3H), 2.73 (quint, e/= 7.5 Hz, 2H), 
2.93 (t, J= 7,5 Hz, 2H), 3.63-3.70 (m, 2H). 
4.08 (t, J= 7.5 Hz, 2H), 7,17-7.32 (m, 5H), 
8.31 (s, IH), 10.03 (br s, IH). 


13-011 




0.98 (t, t/= 7.5 Hz, 3H), 1.06 (t, J= 7.5 Hz, 
3H) 1 38-1 50 (m 21D 1 61-1 77 4H^ 
2.66 (t, e/= 7.8 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 4.64 (d, 6.0 Hz, 2H), 6.28 (d, J =^ 
7.8 Hz, IH), 7.20-7.40 (m, 5H), 8.44 (d, e/= 
7.8 Hz, IH). 10.21 (br s, IH). 


13-012 




1.00 (t, J= 7.5 Hz, 3H), 1.06 (t, J= 7,5 Hz. 
3H), 1.39-1.56 (m, 2H), 1.61-1.77 (m, 4H), 
2.66 (t, e/= 7.8 Hz, 2H), 2.93 (t, e/= 7.8 Hz, 
2H), 3.62-3.70 (m, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 6.27 (d, 7.5 Hz, IH), 7.18-7.32 (m, 
5H), 8.41 (d, J= 7.5 Hz, IH). 9.95 (br s, 
IH). 


13-013 




0.98 (t, c/= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 4.08 (t, 7.3 Hz, 2H), 
7.26 (d, J= 2.4 Hz, IH), 7.32-7.64 (m, 8H), 
7.76-7.79 (m, IH), 8.92 (d, J= 2.4 Hz, IH), 
9.29 (s, IH). 


13-014 




0.99 (t, J= 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 7.0 Hz), 1.77-1.87 (m. 2H), 4.09 
(dt, 7.1, 3.7 Hz, 2H), 5.32 (dt, eA= 7.3, 
7.0 Hz, IH), 7.21-7.48 (m, 6H), 7.69 (d, 
2.7 Hz, IH), 8.83 (d. J= 2.7 Hz, IH), 10,29 
(d, J= 7.9 Hz). 


13-015 


H Cly^ 
MeOoXJ 


0.98 (t, 7,3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 2.54 (s, 3H), 4.06 (t, 

7.3 Hz, 2H). 7.18-7.59 (m, 4H), 8.70 (d, 

2.4 Hz, IH), 8.84 (br s, IH). 


13-016 


Me 0 


1.57 (d, c/= 7.0 Hz, 3H), 1.70-1.80 (m, 2H), 
3.97 (dt, J- 4.3, 7.0 Hz, 2H), 5.29 (q, J = 
7.8 Hz, 2H). 7.21-7.40 (m. 5H), 7.69 (d. J = 
2.4 Hz, IH), 8.62 (d, J= 2.4 Hz, IH), 10.08 
(d. c/= 7.3 Hz, IH). 


13-017 




0.99 (t, J- 7.3 Hz, 3H), 1,37-1.49 (m, 2H), 
1.59 (d, 7,0 Hz, 3H), 1.77-1.87 (m, 2H), 
4.00-4.15 (m, 2H), 5.31 (dt, J= 7.6, 7,3 Hz, 
IH), 7.21-7.43 (m, 3H), 7.65 (d, 2.7 Hz, 
IH), 8.61 (d, 2.7 Hz, IH). 10.19 (d. </ = 
7.6 Hz, IH). 


13-018 




0.99 (t, J= 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d. 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, «/= 7.1, 3.7 Hz, 2H), 5.32 (dt, J= 7.3, 
7.0 Hz, IH), 7.21-7.48 (m, 5H), 7.69 (d, 
2.7 Hz, IH), 8,83 (d, J= 2.7 Hz, IH), 10.29 
(d. 7.9 Hz). 



214 



wo 02/053543 



PCT/JPOl/11427 



^8 1 



No. 



mm. 



>H-NMR (CDCls) 



.OMe 



13-019 



0.90 (t, </= 7.2 Hz, 3H). 1.23-1.71 (m, 12H), 
2.41 (br t, </= 6.0 Hz, 2H), 2.68 (br t, J - 
6.0 Hz, 2H), 3.27 (s, 3H), 3,70-4.00 (m, 
2H), 4.01 (s, 3H), 7.11-7.61 (m, 6H). 



13-020 




0.99 (t, /= 7.2 Hz, 3H), 1.08 (t, </= 7.5 Hz, 
3H), 1.39-1.73 (m, 6H), 2.18 (s, 3H), 2,63^ 
2.69 (m, 2H), 3.89-3.99 (m, 2H), 4.08 (s, 
2H), 5.26-5.32 (m, IH), 7,27-7.43 (m, 5H), 
8.31 (8, IH), 10.72 (d, 5.7 Hz, IH) 



13-021 




0,99 (t, 7.6 Hz, 3H), 1.23 (t, J= 7.5 Hz, 
3H), 1.39-1.52 (m, 2H), 1.63-1.74 (m, 2H), 
2,19 (a, 3H), 2.74 (q, 7.5 Hz, 2H), 3.89- 
4.00 (m, 2H), 4.09 (s, 2H), 5.26-6.32 (m, 
IH), 7.26-7.43 (m, 5H), 8.32 (s, IH), 10.72 
(d, 7.2 Hz, IH). 



13-022 



1.00 (t, J= 7.5 Hz, 3H), 1.19-1.26 (m, 2H), 
1.4B (sextet, 7.5 Hz, 2H), 1.52-1.62 (m, 
IH), 1.72 (quint, 7.5 Hz, 2H), 1.81-1.87 
(m, IH), 1.92-2.07 (m, 2H), 3.40 (br s,lH), 
3.47 (br 3, IH), 3.89-3.99 (m, IH), 4.17- 
4.26 (m, IH), 4.67-4.71 (m, 2H), 7.20-7.88 
(m, 5H), 8.44 (s, IH). 10.30 (br s, IH) 



13-023 




1.01 (t, J=^ 7.5 Hz, 3H), 1.18-1.30 (m, 4H), 
1.43-1.60 (m, 2H), 1.64-1.81 (m, 2H), 1.78 
(s, 6H), 1.89-2.05 (m, 2H), 3.33 (br s,lH), 
3.47 (br 8, IH), 3.92-4.01 (m, IH), 4.21- 
4.31 (m, IH), 7.24-7.32 (m, 3H), 7.43-7.46 
(m. 2H), 8.33 (s, IH), 10.42 (br s, IH) 



13-024 




1.00 (t, e/= 7.6 Hz, 3H), 1.17-1.26 (m, 2H), 
1.39-1.60 (m, 4H), 1.55 (d, 3.0 Hz, 3H), 
1.68-1.85 (m, 2H), 1.90-2.07 (m, 2H), 3.37 
(br 8,1H), 3.47 (br s, IH), 3.88-4.01 (m, 
IH), 4.17-4.30 (m, IH), 5,30 (quint, 7.5 
Hz, IH), 7.18-7.41 (m, 5H), 8.40 (s, IH), 
10.34 (d, 7.8Hz, IH). 



13-025 




1.00 (t, J= 7.2 Hz, 3H), 1.19-1.26 (m, IH), 
1.41-2.10 (m, 9H), 3.39 (br s,lH), 3.49 (br 
8, IH), 3.89-3.99 (m, 3H), 4.20-4.30 (m, 
IH), 5.29 (q, c/= 6.0 Hz, IH), 7,26-7.43 (m, 
5H), 8.40 (s, IH), 10.71 (d, 7.2 Hz, IH). 



13-026 




1.01 (t, 7.5 Hz, 3H), 1.20-1.31 (m, 2H), 
1.4M.55 (m, 2H), 1.70-1.88 {m, 4H), 1.90- 
2.08 (m, 2H), 3.38 (br s.lH), 3.48 (br s, 
IH), 3.90 (d, 4.8 Hz, 2H), 3.95-4.02 (m, 
IH), 4.20-4,31 (m, IH), 5.50-5.58 (m, IH), 
7.26-7.44 (m, 5H), 8.39 (s, IH), 10.74 (d, J 
= 7.8 Hz, IH). 



13-027 




1.00 (t, 7.5 Hz, 3H), 1.08 (t, t/= 7.5 Hz, 
3H), 1.40-1.72 (m, 6H), 2.17 (s. 3H), 2.63- 
2,68 (m, 2H), 3.90 (d, J= b,l Hz, 2H), 4.11 
(br s, 2H), 5.54 (s, IH), 7.26-7,44 (m, 5H), 
8.30 (s, IH), 10.74 (br d, 7.8 Hz, IH). 
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^H-NMR (CDCI3) 



13-028 




1.00 (t, J= 7.5 Hz, 3H), 1.23 (t, J= 7.5 Hz, 
3H), 1.41-1.53 (m, 2H), 1.65-1.78 (m, 2H), 
2,18 (s, 3H), 2.74 (quint, J= 7.8 Hz, 2H), 
3.90 (d, c7= 5.7 Hz, 2H), 4.11 (br s, 2H), 
5.50-5.57 (m, IH), 7.26-7.44 (m, 5H), 8.30 
(3, IH), 10.74 (br d, J= 7.5 Hz, IH). 



13-029 




0.70 (t, 7.2 Hz, 3H), 1.11 (sextet, c/ = 
7.2 Hz, 2H), 1.54 (quint, J= 7,2 Hz, 2H), 
1.61 (s, 3H), 1.81 (s, 3H), 3.70-3.86 (m, 
2H), 5.34 (quint, 7.2 Hz, IH), 7.17-7.58 
(m, lOH), 8.43 (s, IH), 10.41 (d, J= 7.8 Hz, 
IHl 



13-030 




0.72 (t, c/= 7.5 Hz, 3H). 1.12 (sextet, c/ = 
7.5 Hz, 2H), 1.67 (quint, 7.5 Hz, 2H), 
1.78 (s, 3H), 1.82 (s, 6H), 3.81 (t, 8.4 
Hz, 2H), 7.16-7.57 (m, lOH), 8.37 (s, IH), 
10.49 (br 8, IH). 



13-031 




0.70 (t, e/= 7.2 Hz, 3H), 1.10 (sextet, J = 
7,2 Hz, 2H), 1,54 (quint, </= 7.2 Hz, 2H), 
1.83 (s, 3H), 3.76-3.86 (m, 2H), 3.91-4.03 
(m, 2H), 5.29-5.36 (m, IH), 7.16-7.57 (m, 
lOH), 8.48 (s, IH), 10.82 (d, J = 6.6 Hz, 
IHl 



13-032 




0.70 (t, J= 7.2 Hz, 3H), 1.01 (s, 9H), 1.11 

(sextet, J= 7.2 Hz, 2H), 1.54 (quint, c/'= 7.2 
Hz, 2H), 1.83 (s, 3H). 3.29 (t, 4.8 Hz, 
2H), 3.80 (t, J= 7.2 Hz, 2H), 7.20-7.67 (m, 
2H), 7.50-7.60 (m, 3H), 8.46 (s, IH), 10.15 
(br 3, IH). 



13-033 




0.71 (t, e/= 7.5 Hz, 3H), 1.11 (sextet, J = 
7.5 Hz, 2H), 1.56 (quint, J =^ 7.5 Hz, 2H), 
1.82 (s, 3H), 3.81 (dd, J= 6.0 Hz, 3.6 Hz, 
2H), 3.93 (d, 6.0 Hz, 2H), 5.53-5.61 (m, 

IH), 7.19-7.57 (m, lOH), 8.44 (s, IH), 10.83 
(d, J= 8.4 Hz, IH). 



13-034 




0.99 (t, J= 7,2 Hz, 3H), 1.45 (sextet, J = 
7.2 Hz, 2H), 1.58 (d, J= 7.2 Hz, 3H), 1.64- 
1.77 (m, 4H), 1.83-1.92 (m, 2H), 2.60 (t, / = 
6.0 Hz, 2H), 2.74 (t, e/= 6,0 Hz, 2H), 4.00- 
4.10 (m, 2H), 5.30 (quint, J= 7.2 Hz, IH), 
7.19-7.42 (m, 5H), 8.23 (s, IH), 10,34 (d, J 
= 7.5 Hz, IH). 



13-035 




0.98 (t, J= 7.6 Hz, 3H). 1.44 (sextet, 
7.5 Hz, 2H), 1.60-1.70 (m, 2H), 1.69-1.80 
(m, 2H), 1.83-1.93 (m, 2H), 2.62 (t, J- 6.0 
Hz, 2H), 2.75 (t, c7= 6.0 Hz, 2H), 3.89-3.98 
(m, 2H), 4.00-4.08 (m, 2H), 5.25-5.32 (na, 
IH), 7.27-7.43 (m, 5H), 8.27 (s, IH), 10.75 
(d, J= 5.4 Hz, IH). 



13-036 




0.99 (t, J - 7.2 Hz, 3H), 1,45 (sextet, J = 
7.2 Hz, 2H), 1,62-1.78 (m, 4H), 1.83-1.93 
(m, 2H), 2,61 (t, J= 6.0 Hz, 2H), 2.75 (t, J- 
6.0 Hz. 2H), 3,91 (d, cA= 6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H), 5.50-5.58 (m, IH), 
7.27-7.45 (m, 5H), 8.23 (s, IH), 10.75 (t, 
7.5 Hz, IH). 
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No. 


mm 


^H-NMR (CDCI3) 


13-037 


0 


0.99 (t, c/= 7.2 Hz, 3H), 1.18-1.51 (m, 8H), 
1.61-1.77 (m, 6H), 1.83-1.92 (m, 2H), 1.96- 
2.02 (m, 2H), 2.61 (t, c/= 6.0 Hz, 2H), 2.73 
(t, 6.0 Hz, 2H), 3.90-4.01 (m, IH), 4.03 
(t, 7.2 Hz, 2H), 8.24 (s, IH), 9.86 (d, c7' = 
7.5 Hz, IH). 


13-038 


Q 


0,99 (t, c/= 7.5 Hz, 3H), 1.13-1.30 (m, 2H), 
1.45 (sextet, 7.5 Hz, 2H), 1.59-1.92 (m, 
15H), 2.61 (t, 6.0 Hz, 2H), 2.74 (t, 
6,0 Hz, 2H), 3.28 (t, 6.0 Hz, 2H), 4.04 
(t, 7.5 Hz, 2H), 8.25 (s, IH), 9.96 (br s, 
IH). 


13-039 




0.98 (t. J ^ 1 b Hz. 3H) 1 44 fsextet J- 
7.5 Hz, 2H), 1.52-1.78 (m, lOH), 1.82-1.91 
(m, 2H), 1,99-2.11 (m, 2H), 2.61 (t, 6.0 
Hz, 2H), 2.73 (t, J= 6,0 Hz, 2H), 4,02 (t, J 
= 7.5 Hz, 2H), 4.36 (sextet, c/= 6.6 Hz, IH), 
8.24 (s, IH), 9.91 (d. c/= 6.9 Hz. IH). 


13-040 




0.99 (t, J= 7.2 Hz, 3H), 1.05-1.29 (m, 6H), 
1.18 ("d. c/ = 6 6 Hz 3H) 1 45 ^sextet J" = 
7.2 Hz, 2H), 1.59-1.92 (m, IIH), 2.61 (t, J= 
6.0 Hz, 2H), 2.73 (t, J= 6,0 Hz, 2H), 3.93- 
4.13 (m, 1H+2H), 8.24 (s, IH). 9.85 (d, J = 
8.7 Hz, IH). 


13-041 




0.99 (t, J= 7.2 Hz, 3H), 1.45 (sextet, 
7.2 Hz, 2H), 1.60-1.78 (m, 4H), 1,83-1.91 
(m, 2H), 2.61 (t, «/= 6.0 Hz, 2H), 2.75 (t, c/= 
6.0 Hz, 2H), 3.70 (d, J= 6,0 Hz, 2H), 4.06 
(t, J = 7,2 Hz, 2H), 5.38-5.46 (m, IH), 
7.26-7.45 (m, 5H), 8.23 (s, IH), 10.73 (t, J== 
8.7 Hz. IH). 


13-042 


w 0 

11 J H J. i J 


0.99 (t, c/= 7.5 Hz, 3H), 1.45 (sextet, 
7.5 Hz, 2H), 1.58 (d, e/= 7,2 Hz, 3H), 1,68 
(quint, J= 7.6 Hz, 2H), 2.82 (t, c/= 6.0 Hz, 
2H), 4.00 (t, J-^ 6.0 Hz, 2H), 4.05 (t, c/= 7.5 
Hz, 2H), 4.58 (B, 2H), 5.29 (quint, «/= 7.2 
Hz, IH), 7.23-7.42 (m, 5H), 8.17 (s, IH), 
10.25 (d. c;'=7.5 Hz. IH). 


13-043 




0.99 (t, J= 7.2 Hz, 3H), 1.03-1.30 (m, 4H), 
1.18 (d, 6.6 Hz, 3H), 1.45 (sextet, </ = 
7.2 Hz, 2H), 1.60-1.84 (m, 9H), 2.82 (t, J = 
6.0 Hz, 2H), 3.92-4,13 (m, 5H), 4.59 (s, 
2H), 8.18 (s, IH), 9.77 (d, c/= 8.1 Hz, IH). 


13-044 




1.01 (t, c/= 7,5 Hz, 3H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1.71 (quint, J= 7.5 Hz, 2H), 
1,79 (s, 6H), 2.82 (t, J 6.0 Hz, 2H), 4.00 
(t, J= 6.0 Hz, 2H), 4.05 (t, J== 7.5 Hz, 2H), 
4.54 (s, 2H), 7.26-7.34 (m, 3H), 7.42-7.46 
(m, 2H). 8.11 (s, IH). 10.34 (br s, IH). 


13-045 




0.99 (t, 7.5 Hz, 3H), 1.19-1.52 (m, 8H), 
1.62-1.79 (m, 8H), 1.80-1.88 (m, 2H), 1,91- 
2.02 (m, 2H), 2.71 (t, </= 6.0 Hz, 2H), 2.93 
(t, J= 6.0 Hz, 2H), 3.93-4.02 (m, IH), 4.16 
(br t, 7.5 Hz, 2H), 8,29 (s, IH), 9.86 (d, 
J^=6.9Hz. IH). 
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MM 


'H-NMR (CDClg) 


13-046 


0 


0 


1.00 (t, J= 7.2 Hz, 3H), 1.47 (sextet. J 
= 7.2 Hz, 2H), 1.63-1.74 (m, 6H), 
l.od-1.90 (m, ^H), 2.72 (t, J = o.O riz, 
2H), 2.96 (t, c/= 6.0 Hz, 2H), 4.23 (br 
t, 7.2 Hz. 2H),4.96 (d, J= 4,5 Hz, 
2H), 7.50 (t, J= 7.5 Hz, 2H), 7.61 (t, J 
- 7.5 Hz, IH), 8.04 (d, J=: 7.5 Hz, 2H), 
8.29 (8,1H), 10.79 (br a, IH). 


13-047 






0.99 (t, J= 7.2 Hz, 3H), 1.22-1.49 (m, 
6H). 1.60-1.78 (m, 6H), 1.94-2.01 (m, 
2H), 2.82 (t, J= 6.0 Hz, 2H), 3.91-4.05 
(m, 5H). 4.60 (s, 2H), 8.18 (s, IH), 
9.79 (d, J= 6.3 Hz, IH). 


13-048 


OH 


0 


0.98 (t, J= 7.2 Hz, 3H), 1.10-1.29 (m, 
6H), 1.40-1.56 (m, 8H), 1.65-1.82 (m, 
8H), 1.93 (br t, J= 12.0 Hz, IH), 2.66 
(t, J= 6.0 Hz, 2H), 2.93 (t, 6.0 Hz, 
2H), 3.78-3.87 (m, 2H), 4,00-4.12 (m, 
IH), 4.16 (br t, e/= 7.2 Hz, 2H), 7,29 
(br s, IH). 8.00 (s, IH). 


13-049 


CI 
CI 


o 


0.99 (t, J= 7.2 Hz, 3H), 1.46 (sextet, J 
= 7.2 Hz, 2H), 1.61-1.73 (m, 6H), 1.87 
(sextet, J= 6.0 Hz, 2H). 2.74 (t, 
6.0 Hz, 2H), 2.96 (t, «/= 6.0 Hz, 2H), 
4.19 (br t, c^= 7.2 Hz, 2H), 4.68 (d, J= 
6.0 Hz, 2H), 7.15 (dd, 8.4 Hz, 2.4 
Hz, IH), 7.23-7.29 (m, IH), 7.39 (d, J 
= 2.4 Hz, IH), 8.31 (s,lH), 10.43 (br s, 
IH). 


13-050 


CI 
CI 


o 


0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, J 
= 7.2 Hz, 2H), 1,63-1.79 (m, 4H), 1.89 
(quint, c/= 6.0 Hz, 2H), 2.63 (t, J- 6.0 
Hz, 2H), 2.76 (t, 6.0 Hz, 2H), 4.05 
(t, c/'= 8.1 Hz, 2H), 4.68 (d. 6.0 Hz, 
2H), 7.15 (dd. c/= 8.7 Hz, 2.4 Hz, IH), 
7.25-7.29 (m, IH), 7.38 (d, 2.4 Hz, 
IH), 8.27 (s,lH). 10.44 (br s. IH). 
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No 


mm 


3-017 


0 


3-018 


0 


3-019 


O 

Ph-^NVV^® 
"o*^N Me 

6 


3-020 


0 

"o'^N Me 

6 


5-021 


CI 

CI O^J-xr-^t/l 

^0 N Me 
nBu 


5-022 




Me oJ.J 
nBu 
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S8 7 



Xo 

nBu 



No. 


Y2 




8-001 


■C(=0)-NH- 


Ok 


8-002 


-C(=0)-NH- 




8-003 


-C(=0).NH- 




8-004 


-C(=0)-NH- 




8-005 


■C(=0)-NH- 




8-006 


-C(=0)-NH- 


H 


8-007 


-C(=0)-NH- 




8-008 


-NH-C(=0)- 




8-009 


-NH-C(=0)- 




8-010 


-NH-C(=0)- 




8-011 


-NH-C(=0)- 


6^ 


8-012 


-NH-C(=0)- 




8-013 


-NH-C(=0)- 




8-014 


-NH-C(=0). 
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Bn 



No. 






8-015 


-C(=0)-NH- 


a 


8-016 


-C(=0)-NH- 


or 


8-017 


-C(=0)-NH- 




8-018 


-C(=0)-NH- 


(X^ 


8-019 


-C(=0)-NH- 




8-020 


-C(=0)-NH- 




8-021 


•C(=0)-NH- 




8-022 


-NH-C(=0)- 


a 


8-023 


-NH-C(=0)- 


(X 


8-024 


-NH-C(=0)- 




8-025 


-NH-C(=0)- 




8-026 


-NH-C(=0)- 




8-027 


■NH-C(=0)- 




8-028 


-NH-C(=0)- 
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$8 9 



O 




lb a^S-^ 


R9 


RIO 


n 


9-001 


(4-Cl)C6H4CH2- 


n-Bu 


3 


9-002 


(3-Cl)C6H4CH2- 


n-Bu 


3 


9-003 


(2-Cl)C6H4CH2- 


n-Bu 


3 


9-004 


(4-F)C6H4CH2- 


n-Bu 


3 


9-005 


{3-F)C6H4CH2- 


n-Bu 


3 


9-006 


(2-F)C6H4CH2- 


n-Bu 


3 


9-007 


(4-Me)C6H4CH2- 


n-Bu 


3 


9-008 


(3-Me)C6H4CH2- 


n-Bu 


3 


9-009 


(2-Me)C6H4CH2- 


ri-Bu 


3 


9-010 


(4-MeO)C6H4CH2- 


n-Bu 


3 


9-011 


(3-MeO)C6H4CH2- 


n-Bu 


3 


9-012 


(2-MeO)C6H4CH2- 


n-Bu 


3 


9-013 


(4-Me2N)C6H4CH2- 


n-Bu 


3 


9-014 


(3-Me2N)C6H4CH2- 


n-Bu 


3 


9-015 


(2-Me2N)C6H4CH2- 


n-Bu 


3 


9-016 


(4-MeOCO)C6H4CH2- 


n-Bu 


3 


9-017 


(3-MeOCO)C6H4CH2- 


n-Bu 


3 


9-018 


(2-MeOCO)C6H4CH2- 


n-Bu 


3 


9-019 


(4-CN)C6H4CH2- 


n-Bu 


3 


9-020 


(3-CN)C6H4CH2- 


n-Bu 


3 


9-021 


(2CN)C6H4CH2- 


n-Bu 


3 


9-022 


(4N02)C6H4CH2- 


n-Bu 


3 


9-023 


(3N02)C6H4CH2- 


n-Bu 


3 


9-024 


(2N02)C6H4CH2- 


n-Bu 


3 




(4-CI)06H4CH2- 


n-Bu 


4 


9-026 


(3-Cl)C6H4CH2- 


n-Bu 


4 


9-027 


(2.C1)C6H4CH2- 


n-Bu 


4 


9-028 


(4-F)C6H4CH2- 


n-Bu 


4 


9-029 


(3.F)C6H4CH2- 


n-Bu 


4 


9-030 


(2-F)C6H4CH2- 


n-Bu 


4 


9-031 


(4-Me)C6H4CH2- 


n-Bu 


4 


9-032 


(3-Me)C6H4CH2. 


n-Bu 


4 


9-033 


(2-Me)C6H4CH2- 


n-Bu 


4 


9-034 


(4-MeO)C6H4CH2- 


n-Bu 


4 


9-035 


(3-MeO)C6H4CH2- 


n-Bu 


4 


9-036 


(2-MeO)C6H4CH2- 


n-Bu 


4 


9-037 


(4-Me2N)C6H4CH2^ 


n-Bu 


4 


9-038 


(3-Me2N)C6H4CH2- 


n-Bu 


4 


9-039 


(2-Me2N)C6H4CH2- 


n-Bu 


4 


9-040 


(4.MeOCO)C6H4CH2- 


n-Bu 


4 
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^9 0 



0 






P Q 


xClO 


n 




(S-MeOCO)C6H4CH2- 


n-Bu 


4 


9-042 


(2-MeOCO)C6H4CH2- 


n-Bu 


4 


y-U4o 


(4-CN)06H4CH2- 


n-Bu 


4 


9-044 


(3-CN)C6H4CH2- 


n-Bu 


4 


9-045 


(2CN)C6H4CH2- 


n-Bu 


4 


9-046 


(4N02)C6H4CH2- 


n-Bu 


4 


9-047 


(3N02)C6H4CH2- 


n-Bu 


4 


9-048 


(2N02)C6H4CH2- 


n-Bu 


4 


9-049 


(4-Cl)C6H4CH2- 


n-Bu 


5 


9-050 


(3-Cl)C6H4CH2- 


n-Bu 


5 


9-051 


(2-Cl)C6H4CH2- 


n-Bu 


5 


9-052 


(4-F)C6H4CH2- 


n-Bu 


5 


9-053 


(3-F)C6H4CH2- 


n-Bu 


5 


9-054 


(2-F)C6H4CH2- 


n-Bu 


5 


9-055 


(4-Me)C6H4CH2- 


n-Bu 


5 


9-056 


(3-Me)C6H4CH2- 


n-Bu 


5 


9-057 


(2-Me)C6H4CH2- 


n-Bu 


5 


9-058 


(4-MeO)C6H4CH2- 


n-Bu 


5 


9-059 


(3-MeO)C6H4CH2- 


n-Bu 


5 


9-060 


(2-MeO)C6H4CH2- 


n-Bu 


5 


9-061 


(4-Me2N)C6H4CH2- 


n-Bu 


5 


9-062 


(S-Me2N)C6H4CH2- 


n-Bu 


6 


9-063 


(2-Me2N)C6H4CH2- 


n-Bu 


5 


ft t\cy A 

y-0b4 


(4-MeO0U)C6H4CH2- 


n-Bu 


5 


5/- vwW 


^ O - IVl e W W ^ v D Xl *t V-' XT A " 


n-Bu 


5 


9-066 


(2-MeOCO)C6H4CH2- 


n-Bu 


5 


9-067 


(4-CN)C6H4CH2- 


n-Bu 


5 


9-068 


(3-CN)C6H4CH2- 


n-Bu 


5 


9-069 


(2CN)C6H4CH2- 


n-Bu 


5 


9-070 


(4N02)C6H4CH2- 


n-Bu 


5 


9-071 


(3N02)C6H4CH2- 


n-Bu 


5 


9-072 


(2N02)C6H4CH2- 


n-Bu 


5 


9-073 


(4-Cl)C6H4CH2- 


n-Bu 


6 


9-074 


(3-Cl)C6H4CH2- 


n-Bu 


6 


9-075 


(2-Cl)C6H4CH2- 


n-Bu 


6 


9-076 


(4-F)C6H4CH2- 


n-Bu 


6 


9-077 


(3-F)C6H4CH2- 


n-Bu 


6 


9-078 


(2-F)C6H4CH2- 


n-Bu 


6 


9-079 


(4-Me)C6H4CH2- 


n-Bu 


6 


9-080 


(8-Me)C6H4CH2- 


n-Bu 1 6 
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S9 1 



0 








"Pin 


n 


9-081 


(2-Me)C6ri4CH2- 


n-Bu 


6 


9-082 


(4-MeO)C6H4CH2- 


n-Bu 


6 


9-083 


(3-MeO)G6ll4CH2- 


n-Bu 


6 


9-084 


(2-MeO)C6H4CH2- 
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4 


9-337 


(4-Cl)C6H4CH2CH2- 


n-Bu 


5 


9-338 


(3-Cl)C6H4CH2CH2- 


n-Bu 


5 


9-339 


(2-Cl)CeH4CH2CH2- 


n-Bu 


5 


9-340 


(4-F)C6H4CH2CH2- 


n-Bu 


5 


9-341 


(3-P)C6H4CH2CH2- 


n-Bu 


5 


9-342 


(2-F)C6H4CH2CH2- 


n-Bu 


5 


9-343 


/A ii ji" \ ^ XX J y^ XX xx ^ 

(4-Me)C6H4CH2CH2- 


n-Bu 


5 


9-344 


(3-Me)C6H4CH2CH2- 


n-Bu 


5 


t7-04D 


-ivie ; L/ oil 4 vy rl 2l On. Z - 


n-Jt>u 


5 


9-346 


(4-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-347 


(3-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-348 


(2-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-349 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-350 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-351 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-352 


(4.MeOCO)C6H4CH2CH2- 


n-Bu 


5 


9-353 


(3-MeOCO)C6H4CH2CH2. 


n-Bu 


5 


9-354 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


5 


9-355 


(4-CN)C6H4CH2CH2- 


n-Bu 


5 


9-356 


(3-CN)C6H4CH2CH2- 


n-Bu 


5 


9-357 


(2CN)C6H4CH2CH2- 


n-Bu 


5 


9-358 


(4N02)C6H4CH2CH2- 


n-Bu 


5 


9-359 


(3N02)C6H4CH2CH2- 


n-Bu 


6 


9-360 


(2N02)C6H4CH2CH2- 


n-Bu 


5 
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O 




VLo Mn azx. ca 


R9 


RlO 


n 


9-361 


(4-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-362 


(3-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-363 


(2-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-364 


(4-F)C6H4CH2CH2- 


n-Bu 


6 


9-365 


(3-F)C6H4CH2CH2- 


n-Bu 


6 


9-366 


(2-F)C6H4CH2CH2- 


n-Bu 


6 


9-367 


(4-Me)C6H4CH2CH2- 


n-Bu 


6 


9-368 


(3-Me)C6H4CH2CH2- 


n-Bu 


6 


9-369 


(2-Me)C6H4CH2CH2- 


n-Bu 


6 


9-370 


{4-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-371 


(3-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-372 


(2-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-373 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-374 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-375 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-376 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-377 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-378 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-379 


(4-CN)C6H4CH2CH2- 


n-Bu 


6 


9-380 


(3~CN)C6H4CH2CH2- 


n-Bu 


6 


9-381 


(2CN)G6H4CH2CH2- 


n-Bu 


6 


9-382 


(4N02)C6H4CH2CH2- 


n-Bu 


6 


9-383 


(3N02)C6H4CH2CH2- 


n-Bu 


6 


9-384 


(2N02)C6H4CH2CH2- 


n-Bu 


6 


O Q Q R 


(4-01)0611401120x12- 


Bnzyl 


3 


9-386 


(3-Cl)C6H4CH2CH2- 


Bnzyl 


3 


9-387 


(2-Cl)C6H4CH2CH2. 


Bnzyl 


3 


9-388 


(4-F)C6H4CH2CH2- 


Bnzyl 


3 


9-389 


(3-F)C6H4CH2CH2- 


Bnzyl 


3 


9-390 


(2-F)C6H4CH2CH2. 


Bnzyl 


3 


9-391 


(4-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-392 


(3-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-393 


{2-Me)C6H4CH2CH2- 


Bnzyl 


3 


9-394 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-395 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-396 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


3 


9-397 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


3 


9-398 


(3-Me2N)C6H4CH2CH2- 


Bnzyl 


3 


9-399 


(2-Me2N)C6H4CH2CH2. 


Bnzyl 


3 


9-400 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


3 
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O 




1 u n -ryJ ^ 




JtvlU 


n 


y-4Ui 


(3-MeU0U)C6il4CH2UH2- 


Bnzyl 


3 


O Af\0 


(2-MeUCO)C6H4CH2CH2- 


Bnzyl 


3 


y-4Uij 


(4-ON)C6H4CH2CH2- 


Bnzyl 


3 


y-404 


(3-CyN)C6H4CH2CH2- 


Bnzyl 


3 


y-4U5 


(20N)C6H4CH2CH2- 


Bnzyl 


3 


9-406 


(4N02)C6H4CH2CH2- 


Bnzyl 


3 


9-407 


(3N02)C6H4CH2CH2- 


Bnzyl 


3 


9-408 


(2N02)C6H4CH2CH2- 


Bnzyl 


3 


9-409 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


4 


9-410 


(3-Cl)C6H4CH2CH2- 


Bnzyl 


4 


9-411 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


4 


9-412 


(4-F)C6H4CH2CH2- 


Bnzyl 


4 


9-413 


(3-F)C6H4CH2CH2- 


Bnzyl 


4 


9-414 


(2-F)C6H4CH2CH2- 


Bnzyl 


4 


9-415 


(4-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-416 


(3-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-417 


(2-Me)C6H4CH2CH2- 


Bnzyl 


4 


9-418 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


4 


9-419 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


4 




(2-MeO)C6H4CH2CH2- 


Bnzyl 


4 




(4-Me2N)C6H4CH2CH2- 


Bnzyl 


4 


y-4zz 


(3-Me2N)Ooxl4CH20H2- 


T3 1 

Bnzyl 


4 


y-4Zo 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


4 




V4-MeU0U;Coil4Orl2CH2- 


TJ 1 

Bnzyl 


4 


9-425 




jDnzyji 


A 

4 


9-426 


(2-MeOCO)C6H4CH2CH2- 


Bnzyl 


4 


9-427 


(4-CN)C6H4CH2CH2- 


Bnzyl 


4 


9-428 


(S-CN)C6H4CH2CH2- 


Bnzyl 


4 


9-429 


(2CN)C6H4CH2CH2- 


Bnzyl 


4 


9-430 


(4N02)C6H4CH2CH2- 


Bnzyl 


4 


9-431 


(3N02)C6H4CH2CH2- 


Bnzyl 


4 


9-432 


(2N02)C6H4CH2CH2- 


Bnzyl 


4 


9-433 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


5 


9-434 


(3-Cl)C6H4CH2CH2- 


Bnzyl 


5 


9-435 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


5 


9-436 


(4-F)C6H4CH2CH2- 


Bnzyl 


5 


9-437 


(3-F)C6H4CH2CH2- 


Bnzyl 


5 


9-438 


(2-F)C6H4CH2CH2- 


Bnzyl 


5 


9-439 


(4-Me)C6H4CH2CH2- 


Bnzyl 


5 


9-440 


(3-Me)C6H4CH2CH2- 


Bnzyl 


5 
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yU- Mn ^ °. 


K9 


RIO 


n 


9-441 


(2-Me)C6H4CH2CH2- 


Bnzyl 


5 


9-442 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-443 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-444 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


5 


9-445 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


5 


9-446 


(3-Me2N)C6H4CH2CH2- 


Bnzyl 


5 


9-447 


(2-Me2N)C6H4CH2CH2- 


Bnzyl 


5 


9-448 


(4-MeOCO)C6H4CH2CH2- 


Bnzyl 


5 


9-449 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


5 


9-450 


(2-MeOCO)C6H4CH2CH2- 


Bnzyl 


5 


9-451 


(4-CN)C6H4CH2CH2- 


Bnzyl 


5 


9-452 


(3-CN)C6H4CH2CH2- 


Bnzyl 


5 


9-463 


(2CN)C6H4CH2CH2- 


Bnzyl 


5 


9-454 


(4N02)C6H4CH2CH2- 


Bnzyl 


5 


9-455 


(3N02)C6H4CH2CH2- 


Bnzyl 


5 


9-456 


(2N02)C6H4CH2CH2- 


Bnzyl 


5 


9-457 


(4-Cl)C6H4CH2CH2- 


Bnzyl 


6 


9-458 


(3-Cl)C6H4CH2CH2- 


Bnzyl 


6 


9-459 


(2-Cl)C6H4CH2CH2- 


Bnzyl 


6 


9-460 


(4-F)C6H4CH2CH2- 


Bnzyl 


6 


9-461 


(3-F)C6H4CH2CH2- 


Bnzyl 


6 


9-462 


(2-F)C6H4CH2CH2- 


Bnzyl 


6 


9-463 


(4-Me)C6H4CH2CH2- 


Bnzyl 


6 


9-464 


(3-Me)C6H4CH2CH2- 


Bnzyl 


6 


Q A 
t7-40D 


( Z -Me; b Jl 4 C/ xl /5 Orl Z - 


Bnzyl 


6 


9-466 


(4-MeO)C6H4CH2CH2- 


Bnzyl 


6 


9-467 


(3-MeO)C6H4CH2CH2- 


Bnzyl 


6 


9-468 


(2-MeO)C6H4CH2CH2- 


Bnzyl 


6 


9-469 


(4-Me2N)C6H4CH2CH2- 


Bnzyl 


6 


9-470 


(3-Me2N)C6H4CH2CH2- 


Bnzyl 


6 


9-471 


(2.Me2N)C6H4CH2CH2- 


Bnzyl 


6 


9-472 


(4.MeOGO)C6H4CH2CH2- 


Bnzyl 


6 


9-473 


(3-MeOCO)C6H4CH2CH2- 


Bnzyl 


6 


9-474 


(2-MeOCO)C6H4CH2CH2- 


Bnzyl 


6 


9-475 


(4-CN)C6H4CH2CH2- 


Bnzyl 


6 


9-476 


(3-CN)C6H4CH2CH2- 


Bnzyl 


6 


9-477 


(2CN)C6H4CH2CH2- 


Bnzyl 


6 


9-478 


(4N02)C6H4CH2CH2. 


Bnzyl 


6 


9-479 


(3N02)C6H4CH2CH2- 


Bnzyl 


6 


9-480 


(2N02)C6H4CH2CH2- 


Bnzyl 


6 
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R9 


RIO 


n 


9-481 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-482 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-483 


(2-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-484 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-485 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-486 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-487 


(4-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-488 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-489 


(2-Me)C6H4CH2CH2- 


4-pyridyl.CH2- 


3 


9-490 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-491 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-492 


(2-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-493 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-494 


(3-Me2N)C6H4CH2CH2. 


4-pyridyl-CH2- 


3 


9-495 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-496 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-497 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-498 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-499 


(4-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-500 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-501 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-502 


(4N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-503 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-504 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


3 


9-505 


(4-Cl)C6H4CH2CH2- 


4-pyridyl.CH2- 


4 


9-506 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-507 


(2-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-508 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-509 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-510 


(2.F)C6H4CH2CH2- 


4-pyridyI-CH2- 


4 


9-511 


(4-Me)C6H4CH2CH2- 


4-pyridyI-CH2- 


4 


9-512 


(3-Me)C6H4CH2CH2. 


4-pyridyl-CH2- 


4 


9-513 


(2-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-514 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-515 


(3-MeO)C6H4CH2CH2- 


4-pyridyl.CH2- 


4 


9-516 


(2-MeO)C6H4CH2CH2. 


4-pyridyl-CH2- 


4 


9-517 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-518 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-519 


(2-Me2N)C6H4CH2CH2. 


4-pyridyl-CH2- 


4 


9-520 


(4.MeOCO)C6H4CH2CH2- 


4.pyridyl-CH2- 


4 
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R9 


RIO 


n 


9-521 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-522 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl.CH2- 


4 


9-523 


(4-CN)C6H4CH2CH2- 


4-pyridyl.CH2- 


4 


9-524 


(3-CN)C6H4CH2CH2- 


4.pyridyl-CH2- 


4 


9-525 


(2CN)C6H4CH2CH2- 


4-pyridyl.CH2- 


4 


9-526 


(4N02)C6H4CH2CH2. 


4-pyridyl-CH2. 


4 


9-527 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-528 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


4 


9-529 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-530 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-531 


(2-Cl)C6H4CH2CH2- 


4.pyridyl-CH2- 


5 


9-532 


(4-F)C6H4CH2CH2- 


4-pyridyl.CH2- 


5 


9-533 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-534 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-535 


(4-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-536 


(3-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-537 


(2-Me)C6H4CH2CH2- 


4.pyridyl-CH2- 


5 


9-538 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-539 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-540 


(2-MeO)C6H4CH2CH2. 


4-pyridyl-CH2- 


5 


9-541 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-542 


(3-Me2N)C6H4CH2CH2. 


4-pyridyl-CH2- 


5 


9-543 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-544 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-545 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-546 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-547 


(4-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-548 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-549 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-550 


(4N02)C6H4CH2CH2- 


4-pyridyl.CH2- 


5 


9-551 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


5 


9-552 


(2N02)C6H4CH2CH2. 


4-pyridyl-CH2- 


5 


9-553 


(4-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-554 


(3-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-555 


(2-Cl)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-556 


(4-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-557 


(3-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-558 


(2-F)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-559 


(4-Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-560 


(3.Me)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 
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R9 


RlO 


n 


9-561 


(2-Me)C6H4CH2CH2- 


4-pyridyl.CH2- 


6 


9-562 


(4-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-563 


(3-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-564 


(2-MeO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-565 


(4-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-566 


(3-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-567 


(2-Me2N)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-568 


(4-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-569 


(3-MeOCO)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-570 


(2-MeOCO)C6H4CH2CH2- 


4-pyridyI.CH2- 


6 


9-571 


(4-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-572 


(3-CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-573 


(2CN)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-574 


(4N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-575 


(3N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-576 


(2N02)C6H4CH2CH2- 


4-pyridyl-CH2- 


6 


9-577 


(4-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-578 


(3-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-579 


(2-Cl)C6H4CH(Me)- 


n-Bu 


3 


9-580 


(4-F)C6H4CH(Me)- 


n-Bu 


3 


9-581 


(3-F)C6H4CH(Me)- 


n-Bu 


3 


9-582 


(2-F)C6H4CH(Me)- 


n-Bu 


3 


9-583 


(4-Me)C6H4CH(Me)- 


n-Bu 


3 


9-584 


(3-Me)C6H4CH(Me)- 


n-Bu 


3 


9-585 


(2-Me)C6H4CH(Me)- 


n-Bu 


3 


9-586 


(4-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-587 


(3-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-588 


(2-MeO)C6H4CH(Me)- 


n-Bu 


3 


9-589 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-590 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-591 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


3 


9-592 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


3 


9-593 


(3-MeOCO)C6H4CH(Me). 


n-Bu 


3 


9-594 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


• 3 


9-595 


(4-CN)C6H4CH(Me)- 


n-Bu 


3 


9-596 


(3-CN)C6H4CH(Me)- 


n-Bu 


3 


9-597 


(2CN)C6H4CH(Me)- 


n-Bu 


3 


9-598 


(4N02)C6H4CH(Me). 


n-Bu 


3 


9-599 


(3N02)C6H4CH(Me)- 


n-Bu 


3 


9-600 


(2N02)C6H4CH(Me)- 


n-Bu 


3 
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n 


9-601 


(4-Cl)C6H4CH(Me)- 


n-Bu 


4 


9-602 


(3-Gl)C6H4CH(Me)- 


n-Bu 


4 


9-603 


(2-Cl)C6H4CH(Me)- 


n-Bu 


4 


9-604 


(4-F)C6H4CH(Me)- 


n-Bu 


4 


9-605 


(3-F)C6H4CH(Me)- 


n-Bu 


4 


9-606 


(2-F)C6H4CH(Me)- 


n-Bu 


4 


9-607 


(4-Me)C6H4CH(Me)- 


n-Bu 


4 


9-608 


(3-Me)C6H4CH(Me)- 


n-6u 


4 


9-609 


(2-Me)C6H4CH(Me)- 


n-Bu 


4 


9-610 


(4-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-611 


(3-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-612 


(2-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-613 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-614 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-615 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-616 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-617 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-618 


(2.MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-619 


(4-CN)C6H4CH(Me)- 


n-Bu 


4 


9-620 


(3-CN)C6H4CH(Me)- 


n-Bu 


4 


9-621 


(2CN)C6H4CH(Me)- 


n-Bu 


4 


9-622 


(4N02)C6H4CH(Me)- 


n-Bu 


4 


9-623 


(3N02)C6H4CH(Me)- 


n-Bu 


4 


9-624 


(2N02)C6H4CH(Me). 


n-Bu 


4 


9-625 


(4-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-626 


(3-Cl)C6H4CH(Me)- . 


n-Bu 


5 


9-627 


(2-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-628 


(4-F)C6H4CH(Me)- 


n-Bu 


5 


9-629 


(3-F)C6H4CH(Me)- 


n-Bu 


5 


9-630 


(2-F)C6H4CH(Me)- 


n-Bu 


5 


9-631 


(4-Me)C6H4CH(Me)- 


n-Bu 


5 


9-632 


(3-Me)C6H4CH(Me)- 


n-Bu 


5 


9-633 


(2-Me)C6H4CH(Me)- 


n-Bu 


5 


9-634 


(4-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-635 


(3-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-636 


(2-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-637 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-638 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-639 


(2.Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-640 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


5 
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n 


9-641 


(3-MeOCO)C6H4CH(Me)- 


n-Bu 


5 


9-642 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


5 


9-643 


(4-CN)C6H4CH(Me)- 


n-Bu 


5 


9-644 


(3-CN)C6H4CH(Me)- 


n-Bu 


5 


9-645 


(2CN)C6H4CH(Me)- 


n-Bu 


5 


9-646 


(4N02)C6H4CH(Me)- 


n-Bu 


5 


9-647 


(3N02)C6H4CH(Me)- 


n-Bu 


5 


9-648 


(2N02)C6H4CH(Me)- 


n-Bu 


5 


9-649 


(4-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-650 


(3-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-651 


{2-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-652 


(4-F)C6H4CH(Me)- 


n-Bu ^ 


6 


9-653 


(3-F)C6H4CH(Me)- 


n-Bu 


6 


9-654 


(2-F)C6H4CH(Me). 


n-Bu 


6 


9-655 


(4-Me)C6H4CH(Me)- 


n-Bu 


6 


9-656 


(3-Me)C6H4CH(Me)- 


n-Bu 


6 


9-657 


(2-Me)C6H4CH(Me)- 


n-Bu 


6 


9-658 


(4-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-659 


(3-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-660 


(2-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-661 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-662 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-663 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-664 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


6 


O CAR 


(o-MeUOU)L»bxl4UxlCJVle)- 


n-Bu 


6 


9-666 


(2-MeOCO)C6H4CH(Me)- 


n-Bu 


6 


9-667 


(4-CN)C6H4CH(Me)- 


n-Bu 


6 


9-668 


(3-CN)C6H4CH(Me)- 


n-Bu 


6 


9-669 


(2CN)C6H4CH(Me)- 


n-Bu 


6 


9-670 


(4N02)C6H4CH(Me)- 


n-Bu 


6 


9-671 


(3N02)C6H4CH(Me)- 


n-Bu 


6 


9-672 


(2N02)C6H4CH(Me)- 


n-Bu 


6 


9-673 


(4-Cl)C6H4CH(Me). 


Bnzyl 


3 


9-674 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-675 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-676 


(4-F)C6H4CH(Me)- 


Bnzyl 


3 


9-677 


(3-F)C6H4CH(Me)- 


Bnzyl 


3 


9-678 


(2-F)C6H4CH(Me)- 


Bnzyl 


3 


9-679 


(4.Me)C6H4CH(Me)- 


Bnzyl 


3 


9-680 


{3-Me)C6H4CH(Me)- 


Bnzyl 


3 
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R9 
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n 


9-681 


(2-Me)C6H4CH(Me). 


Bnzyl 


3 


9-682 


(4.MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-683 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-684 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-685 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-686 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-687 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-688 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-689 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-690 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-691 


(4-CN)C6H4CH(Me). 


Bnzyl 


3 


9-692 


(3-CN)C6H4CH(Me)- 


Bnzyl 


3 


9-693 


(2CN)C6H4CH(Me)- 


Bnzyl 


3 


9-694 


(4N02)C6H4CH(Me)- 


Bnzyl 


3 


9-695 


(3N02)C6H4CH(Me)- 


Bnzyl 


3 


9-696 


(2N02)C6H4CH(Me)- 


Bnzyl 


3 


9-697 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-698 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-699 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-700 


(4-F)C6H4CH(Me)- 


Bnzyl 


4 


9-701 


(3-F)C6H4CH(Me)- 


Bnzyl 


4 


9-702 


(2-F)C6H4CH(Me)- 


Bnzyl 


4 


9-703 


(4-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-704 


(3-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-705 


(2-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-706 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-707 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-708 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-709 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-710 


(3-Me2N)C6H4CH{Me)- 


Bnzyl 


4 


9-711 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-712 


(4.MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-713 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-714 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-715 


(4-CN)C6H4CH(Me)- 


Bnzyl 


4 


9-716 


(3-CN)C6H4CH(Me). 


Bnzyl 


4 


9-717 


(2CN)C6H4CH(Me)- 


Bnzyl 


4 


9-718 


(4N02)C6H4CH(Me)- 


Bnzyl 


4 


9-719 


(3N02)C6H4CH(Me)- 


Bnzyl 


4 


9-720 


(2N02)C6H4CH(Me)- 


Bnzyl 


4 
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R9 


RlO 


n 


9-721 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-722 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-723 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-724 


(4-F)C6H4CH(Me)- 


Bnzyl 


5 


9-725 


(3-F)C6H4CH(Me)- 


Bnzyl 


5 


9-726 


(2-F)C6H4CH(Me)- 


Bnzyl 


5 


9-727 


(4-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-728 


(3-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-729 


(2-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-730 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-731 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-732 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-733 


(4-Me2N)C6H4CH(Me). 


Bnzyl 


5 


9-734 


(3.Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-735 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-736 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-737 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-738 


C2-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-739 


(4-CN)C6H4CH(Me)- 


Bnzyl 


5 


9-740 


(3-CN)C6H4CH(Me)- 


Bnzyl 


5 


9-741 


(2CN)C6H4CH(Me)- 


Bnzyl 


5 


9-742 


(4N02)C6H4CH(Me)- 


Bnzyl 


5 


9-743 


(3N02)C6H4CH(Me)- 


Bnzyl 


5 


9-744 


(2N02)C6H4CH(Me)- 


Bnzyl 


5 


9-745 


(4- CI) C6H4CH (Me) - 


Bnzyl 


6 


9-746 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-747 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-748 


(4-F)C6H4CH(Me)- 


Bnzyl 


6 


9-749 


(3-F)C6H4CH(Me)- 


Bnzyl 


6 


9-750 


(2-F)C6H4CH(Me)- 


Bnzyl 


6 


9-751 


(4-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-752 


(3-Me)C6H4CH(Me). 


Bnzyl 


6 


9-753 


(2-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-754 


(4-MeO)C6H4CH(M6)- 


Bnzyl 


6 


9-755 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-756 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-757 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-758 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-759 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-760 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 
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9-761 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 


9-762 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 


9-763 


(4-CN)C6H4CH(Me)- 


Bnzyl 


6 


9-764 


(3-CN)C6H4CH(Me)- 


Bnzyl 


6 


9-765 


(2CN)C6H4CH(Me)- 


Bnzyl 


6 


9-766 


(4N02)C6H4CH(Me)- 


Bnzyl 


6 


9-767 


(3N02)C6H4CH(Me). 


Bnzyl 


6 


9-768 


(2N02)C6H4CH(Me)- 


Bnzyl 


6 


9-769 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-770 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-771 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-772 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-773 


(3-F)C6H4CH(Me)- 


4-pyridyl.CH2- 


3 


9-774 


(2-F)C6H4CH(Me)- 


4.pyridyl-CH2- 


3 


9-775 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-776 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-777 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-778 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-779 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-780 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-781 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-782 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-783 


/rt TV fl" ri XT\ /"^ TT >t /~1 TT /TV JT \ 

(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-784 


/A lv JT _ rf^O /iTtrr i* /^TT /TV ^ \ 

(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


l7- i oO 


V o - ivie o o oxi 4 Oil uvie ; - 


4-pyriayl- Uxi2- 


3 


9-786 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-787 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-788 


(3-CN)C6H4CH(Me). 


4-pyridyl-CH2- 


3 


9-789 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-790 


(4N02)C6H4CH(Me)- 


4.pyridyl-CH2- 


3 


9-791 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-792 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-793 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-794 


(3-Cl)C6H4CH{Me)- 


4-pyridyl-CH2- 


4 


9-795 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-796 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-797 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-798 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-799 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-800 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 
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n 


9-801 


(2-Me)C6H4CIl(Me)- 


4-pyridyl-CH2- 


4 


9-802 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2«' 


4 


9-803 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-804 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-805 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-806 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-807 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-808 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-809 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-810 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-811 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-812 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-813 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-814 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-815 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-816 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-817 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-818 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-819 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-820 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-821 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-822 


(2-F)C6H4CH(Me)" 


4-pyridyl-CH2- 


5 


9-823 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-824 


{3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 




V. ^ - ivi e ^ ^ o 11 ^ <j jci I JYi e ^ - 


4-pyr layl- url id - 


5 


9-826 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-827 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-828 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-829 


(4-Me2N)C6H4CH(Me). 


4-pyridyl-CH2- 


5 


9-830 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-831 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-832 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-833 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-834 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-835 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-836 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-837 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-838 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-839 


(3N02)C6H4CH(Me). 


4-pyridyl-CH2- 


5 


9-840 


(2N02)C6H4CH(Me). 


4-pyridyl-CH2- 


5 
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R9 
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n 


9-841 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-842 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-843 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-844 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-845 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-846 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-847 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-848 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-849 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-850 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-851 


(3.MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-852 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-853 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-854 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-855 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-856 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-857 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-858 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-859 


(4.CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-860 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-861 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-862 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-863 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-864 


(2N02)C6H4CH(Me). 


4-pyridyl-CH2- 


6 


9-865 


(4-Cl)C6H4C{Me2)- 


n-Bu 


3 


9-866 


(3-Cl)C6H4C(Me2)- 


n-Bu 


3 


9-867 


(2.Cl)C6H4C(Me2)- 


n-Bu 


3 


9-868 


(4-F)C6H4C(Me2)- 


n-Bu 


3 


9-869 


(3-F)C6H4C(Me2)- 


n-Bu 


3 


9-870 


(2-F)C6H4C(Me2)- 


n-Bu 


3 


9-871 


(4-Me)C6H4C(Me2)- 


n-Bu 


3 


9-872 


(3-Me)C6H4C(Me2)- 


n-Bu 


3 


9-873 


(2.Me)C6H4C(Me2)- 


n-Bu 


3 


9-874 


(4.MeO)C6H4C(Me2)- 


n-Bu 


3 


9-875 


(3-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-876 


(2-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-877 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-878 


(3-Me2N)C6H4C(Me2). 


n-Bu 


3 


9-879 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-880 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


3 
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9-881 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


3 


9-882 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


3 


9-883 


(4-CN)C6H4C(Me2)- 


n-Bu 


3 


9-884 


(3-CN)C6H4C(Me2)- 


n-Bu 


3 


9-885 


(2CN)C6H4C(Me2)- 


n-Bu 


3 


9-886 


(4N02)C6H4C(Me2)- 


n-Bu 


3 


9-887 


{3N02)C6H4C(Me2)- 


n-Bu 


3 


9-888 


(2N02)C6H4C(Me2)- 


n-Bu 


3 


9-889 


(4-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-890 


(3-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-891 


(2-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-892 


(4-F)C6H4C(Me2)- 


n-Bu 


4 


9-893 


(3-F)C6H4C(Me2)- 


n-Bu 


4 


9-894 


(2-F)C6H4C(Me2)- 


n-Bu 


4 


9-895 


^ A \ y^ y\ X X A y*n ii* y^ s 

(4-Me)C6H4C(Me2)- 


n-Bu 


4 


9-896 


(3-Me)C6H4C(Me2)- 


n-Bu 


4 


9-897 


(2-Me)C6H4C(Me2)- 


n-Bu 


4 


9-898 


(4-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-899 


(3-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-900 


(2-MeO)06H4C(Me2)- 


n-Bu 


4 


9-901 


(4-Me2N)C6ii4C{Me2)- 


n-Bu 


4 


9-902 


{3-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-903 


( i2 -Me 2 JN ) C 6 Jnl40 (Me 2 ) - 


n-Bu 


4 


9-904 


(4-MeOOO)C6Ji4C(Me2)- 


n-Bu 


4 






vt 13ii 


>i 
't 


9-906 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-907 


(4-CN)C6H4C(Me2)- 


n-Bu 


4 


9-908 


(3-CN)C6H4C(Me2)- 


n-Bu 


4 


9-909 


(2CN)C6H4C(Me2)- 


n-Bu 


4 


9-910 


(4N02)C6H4C(Me2)- 


n-Bu 


4 


9-911 


(3N02)C6H4C(Me2)- 


n-Bu 


4 


9-912 


(2N02)C6H4C(Me2). 


n-Bu 


4 


9-913 


(4-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-914 


(3-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-915 


(2-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-916 


(4-F)C6H4C(Me2)- 


n-Bu 


5 


9-917 


(3-F)C6H4C(Me2). 


n-Bu 


5 


9-918 


(2-F)C6H4C(Me2)- 


n-Bu 


5 


9-919 


(4-Me)C6H4C(Me2)- 


n-Bu 


5 


9-920 


(3-Me)C6H4C(Me2)- 


n-Bu 


5 
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9-921 


(2-Me)C6H4C(Me2)- 


n-Bu 


5 


9-922 


(4-MeO)C6H4C(Me2)- 


n-Bu 


5 


9-923 


(3-MeO)C6H4C(Me2)- 


n-Bu 


5 


9-924 


(2-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-925 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-926 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-927 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-928 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-929 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-930 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-931 


(4-CN)C6H4C(Me2)- 


n-Bu 


5 


9-932 


(3-CN)C6H4C(Me2)- 


n-Bu 


5 


9-933 


(2CN)C6H4C(Me2). 


n-Bu 


5 


9-934 


(4N02)C6H4C(Me2). 


n-Bu 


5 


9-935 


(3N02)C6H4C(Me2). 


n-Bu 


5 


9-936 


(2N02)C6H4C(Me2)- 


n-Bu 


5 


9-937 


(4-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-938 


(3-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-939 


(2-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-940 


(4-F)C6H4C(Me2)- 


n-Bu 


6 


9-941 


(3-F)C6H4C(Me2)- 


n-Bu 


6 


9-942 


(2-F)C6H4C(Me2)- 


n-Bu 


6 


9-943 


(4-Me)C6H4C(Me2)- 


n-Bu 


6 


9-944 


(3-Me)C6H4C(Me2)- 


n-Bu 


6 


9-946 


(2-Me)C6H4C(Me2)- 


n-Bu 


6 


9-946 


(4-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-947 


(3-MeO)G6H4C(Me2). 


n-Bu 


6 


9-948 


(2-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-949 


(4.Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-950 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-951 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-952 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-953 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-954 


(2.MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-955 


(4-CN)C6H4C(Me2)- 


n-Bu 


6 


9-956 


(3-CN)C6H4C(Me2)- 


n-Bu 


6 


9-957 


(2CN)C6H4C(Me2)- 


n-Bu 


6 


9-958 


(4N02)C6H4C(Me2)- 


n-Bu 


6 


9-959 


(3N02)C6H4C(Me2). 


n-Bu 


6 


9-960 


(2N02)C6H4C(Me2)- 


n-Bu 


6 
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n 


9-961 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-962 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-963 


(2.Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-964 


(4-F)C6H4C(Me2)- 


Bnzyl 


3 


9-965 


(3-F)C6H4C(Me2)- 


Bnzyl 


3 


9-966 


(2-F)C6H4C(Me2)- 


Bnzyl 


3 


9-967 


(4-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-968 


(3-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-969 


(2-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-970 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-971 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-972 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-973 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-974 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-975 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-976 


(4-MeOCO)C6H4C(Me2). 


Bnzyl 


3 


9-977 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-978 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-979 


(4.CN)C6H4C(Me2)- 


Bnzyl 


3 


9-980 


(3-CN)C6H4C(Me2)- 


Bnzyl 


3 


9-981 


(2CN)C6H4C(Me2)- 


Bnzyl 


3 


9-982 


(4N02)C6H4C(Me2)- 


Bnzyl 


3 


9-983 


(3N02)C6H4C(Me2)- 


Bnzyl 


3 


9-984 


(2N02)C6H4C(Me2)- 


Bnzyl 


3 


9-985 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-986 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-987 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-988 


(4-F)C6H4C(Me2)- 


Bnzyl 


4 


9-989 


(3-F)C6H4C(Me2)- 


Bnzyl 


4 


9-990 


(2-F)C6H4C(Me2). 


Bnzyl 


4 


9-991 


(4-Me)C6H4C(Me2). 


Bnzyl 


4 


9-992 


(3-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-993 


(2-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-994 


(4-MeO)C6H4C(Me2). 


Bnzyl 


4 


9-995 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-996 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-997 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-998 


(3-Me2N)G6H4C(Me2)- 


Bnzyl 


4 


9-999 


(2-Me2N)C6H4C{Me2)- 


Bnzyl 


4 


9-1000 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 
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n 


9-1001 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 


9-1002 


(2-MeOCO)C6H4C{Me2)- 


Bnzyl 


4 


9-1003 


(4-CN)C6H4C(Me2). 


Bnzyl 


4 


9-1004 


(3.CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1005 


(2CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1006 


(4N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1007 


{3N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1008 


(2N02)C6H4C(Me2). 


Bnzyl 


4 


9-1009 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1010 


(3-Cl)C6H4C(Me2)- 


• Bnzyl 


5 


9-1011 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1012 


(4-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1013 


(3.F)C6H4C(Me2)- 


Bnzyl 


5 


9-1014 


(2-P)C6H4C(Me2)- 


Bnzyl 


5 


9-1015 


(4-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1016 


(3-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1017 


(2-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1018 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1019 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1020 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1021 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1022 


(3-Me2N)C6H4C(Me2). 


Bnzyl 


5 


9-1023 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1024 


(4-MeOCO)G6H4C(Me2)- 


Bnzyl 


5 


9-1025 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1026 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 


9-1027 


(4-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1028 


(3-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1029 


(2CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1030 


(4N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1031 


(3N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1032 


(2N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1033 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1034 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1035 


(2-Cl)C6H4C{Me2)- 


Bnzyl 


6 


9-1036 


(4-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1037 


(3-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1038 


(2.F)C6H4C(Me2)- 


Bnzyl 


6 


9-1039 


(4-Me)C6H4C(Me2)- 


Bnzyl 


6 


9-1040 


(3-Me)C6H4C(Me2). Bnzyl 


6 
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n 


9-1041 


(2-Me)C6H4C(Me2)- 


Bnzyl 


6 


9-1042 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1043 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1044 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1045 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1046 


(3.Me2N)C6H4C(Me2). 


Bnzyl 


6 


9-1047 


(2.Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1048 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1049 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1050 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1051 


(4-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1052 


(3-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1053 


(2CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1054 


(4N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1055 


(3N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1056 


(2N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1057 


(4-Ci)C6H4C(Me2)- 


4-pyridyl-CH2- 


8 


9-1058 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1059 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1060 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1061 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1062 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1063 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1064 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1065 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1066 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1067 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2. 


3 


9-1068 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1069 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1070 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1071 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1072 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1073 


(3.MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1074 


(2-MeOCO)C6H4C(Me2). 


4-pyridyl-CH2- 


3 


9-1075 


(4.CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1076 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1077 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1078 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1079 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1080 


(2N02)C6H4C(Me2)- 


4.pyridyl-CH2- 


3 
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R9 


RIO 


n 


9-1081 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1082 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1083 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1084 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1085 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1086 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1087 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1088 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1089 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1090 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1091 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1092 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1093 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1094 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1095 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1096 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1097 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1098 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1099 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1100 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2. 


4 


9-1101 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1102 


(4N02)C6H4C(Me2)- 


4-pyridyl.CH2- 


4 


9-1103 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1104 


(2N02)C6H4C{Me2). 


4-pyridyl-CH2- 


4 


9-1105 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1106 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1107 


(2.Cl)C6H4C(Me2). 


4-pyridyl-CH2- 


5 


9-1108 


{4.F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1109 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1110 


(2.F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1111 


(4-Me)C6H4C(Me2)- 


4.pyridyl.CH2- 


5 


9-1112 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1113 


(2-Me)C6H4C(Me2)- 


4-pyridyI-CH2- 


5 


9-1114 


(4-MeO)C6H4C(Me2). 


4-pyridyl-CH2- 


5 


9-1115 


(3-MeO)C6H4C(Me2)- 


4-pyridyI-CH2- 


5 


9-1116 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1117 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl.CH2-* 


5 


9-1118 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1119 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1120 


(4-MeOCO)C6H4C(Me2). 


4-pyridyl-CH2- I 


5 
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n 


9-1121 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1122 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1123 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1124 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1125 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1126 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1127 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1128 


(2N02)C6H4C(Me2)> 


4-pyridyl-CH2- 


5 


9-1129 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1130 


(3-Cl)C6H4C(Me2). 


4-pyridyl-CH2- 


6 


9-1131 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1132 


(4-F)C6H4C(Me2)- 


4-pyTidyl-CH2- 


6 


9-1133 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1134 


(2.F)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1135 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1136 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1137 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1138 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1139 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1140 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1141 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1142 


(3-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1143 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1144 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


Q 1 1 AK 




4-pyriayl-urlz- 


6 


9-1146 


(2-MeOCO)C6H4C(Me2). 


4-pyridyl-CH2- 


6 


9-1147 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1148 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1149 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1150 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1151 


(3N02)C6H4C(Me2)- 


4.pyridyl-CH2- 


6 


9-1152 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1153 


(4.Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1154 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1155 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1156 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1157 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1158 


(2.F)C6H4CH2C(Me2V 


n-Bu 


3 


9-1159 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1160 


(3-Me)C6H4CH2C(Me2). 


n-Bu 


3 
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n 


9-1161 


(2-Me)06H4CH2C(Me2)- 


n-Bu 


3 


9-1162 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1163 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1164 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1165 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1166 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1167 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1168 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1169 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1170 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1171 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1172 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1173 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1174 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1175 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1176 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1177 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1178 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1179 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1180 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1181 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1182 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1183 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1184 


/ IV if \ />TT .* /^TTO /~1 /TV JT rk\ 

(3-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


Q 1 1 Q.K 




n-Jt5u 


4 


9-1186 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1187 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1188 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1189 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1190 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1191 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1192 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1193 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1194 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1195 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1196 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1197 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1198 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1199 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1200 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


4 
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n 


9-1201 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1202 


(3-Cl)C6H4CH2G(Me2)- 


n-Bu 


5 


9-1203 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1204 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1205 


(3-P)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1206 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1207 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1208 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1209 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1210 


(4-MeO)C6H4CH2C(Me2). 


n-Bu 


5 


9-1211 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1212 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1213 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1214 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1215 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1216 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1217 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1218 


C2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1219 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1220 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1221 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1222 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1223 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1224 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


5 




(4-Cl)06ri4dl2C(Me2)- 


n-Bu 


6 


9-1226 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1227 


(2-Cl)C6H4CH2C(Me2). 


n-Bu 


6 


9-1228 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1229 


(3.F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1230 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1231 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1232 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1233 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1234 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1235 


(3-MeO)C6H4CH2C{Me2)- 


n-Bu 


6 


9-1236 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1237 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1238 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1239 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1240 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 
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R9 
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n 


9-1241 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1242 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1243 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1244 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1245 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1246 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1247 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1248 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1249 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1250 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1251 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1252 


(4-F)C6H4GH2C(Me2)- 


Bnzyl 


3 


9-1253 


(3-F)C6H4CH2C(Me2). 


Bnzyl 


3 


9-1254 


(2-F)C6H4CH2C(Me2). 


Bnzyl 


3 


9-1255 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1256 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1257 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1258 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1259 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1260 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1261 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1262 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1263 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1264 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1265 


(8-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1266 


(2^MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1267 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1268 


(3.CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1269 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1270 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1271 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1272 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1273 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1274 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1275 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1276 


(4-F)C6H4CH2C(]V[e2)- 


Bnzyl 


4 


9-1277 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1278 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1279 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1280 


{3-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 
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n 


9-1281 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1282 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1283 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1284 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1285 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1286 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1287 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1288 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1289 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1290 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1291 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1292 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1293 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1294 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1295 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1296 


(2N02)C6H4CH2C(Me2). 


Bnzyl 


4 


9-1297 


(4.Cl)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1298 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1299 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1300 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1301 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1302 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1303 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1304 


(3-Me)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1305 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1306 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1307 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1308 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1309 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1310 


(3-Me2N)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1311 


(2.Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1312 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1313 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1314 


(2-MeOCO)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1315 


(4-CN)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1316 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1317 


(2CN)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1318 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1319 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1320 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


5 
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O 






R9 


RIO 


n 


9-1321 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1322 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1323 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1324 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1325 


(3-F)C6H4CH2C(Me2). 


Bnzyl 


6 


9-1326 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1327 


(4.Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1328 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1329 


(2-Me)C6H4CH2C(Me2). 


Bnzyl 


6 


9-1330 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1331 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1332 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1333 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1334 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1335 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1336 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1337 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1338 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1339 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1340 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1341 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1342 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1343 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1344 


(2N02)C6H4CH2C(Me2). 


Bnzyl 


6 


9-1345 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1346 


(3-Cl)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


3 


9-1347 


(2.Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1348 


(4.F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1349 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1350 


(2.F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1351 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1352 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1353 


(2-Me)C6H4CH2C(Me2). 


4-pyridyl.CH2- 


3 


9-1354 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1355 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1356 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1357 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1358 


(3-Me2N)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


3 


9-1359 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1360 


(4-MeOCO)C6H4CH2C(Me2)- 1 4-pyridyl-CH2- 


3 
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R9 


RIO 


n 


9-1361 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1362 


(2-MeOCO)C6H4CH2CaVle2)- 


4-pyridyl-CH2- 


3 


9-1363 


(4.GN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1364 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1365 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1366 


(4N02)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


3 


9-1367 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1368 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1369 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1370 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1371 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1372 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1373 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1374 


(2-F)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1375 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1376 


(3-Me)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1377 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1378 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1379 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1380 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1381 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1382 


(3-Me2N)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1383 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1884 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1385 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1386 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1387 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1388 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1389 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1390 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1391 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1392 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1393 


(4.Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1394 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1395 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1396 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1397 


(3-F)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


5 


9-1398 


{2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


5 


9-1399 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1400 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 
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JL, AXj. SO, C3 


K9 


RIO 


n 


9-1401 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1402 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1403 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1404 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


5 


9-1405 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1406 


C3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1407 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1408 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1409 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1410 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1411 


(4.CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1412 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1413 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1414 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1415 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1416 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1417 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1418 


(3-Cl)G6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1419 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1420 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1421 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1422 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1423 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1424 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 






4-pyrxayi-0xi2- 


6 


9-1426 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1427 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1428 


(2-MeO)C6H4CH2C(Me2)- 


4.pyridyl-CH2- 


6 


9-1429 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1430 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


6 


9-1431 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1432 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1433 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1434 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1435 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1436 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1437 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1438 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1439 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1440 


{2N02)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


6 
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<^-f:/7U-A> 

5 i-:rf-;i/.2-:t*v-5-TU-;v-i,2-$^h KDi^ 3-:^ t^H^^ 

(Combi-A)0 □ > b::^ h U 

« un-r I PyB0P(3eq.) o O O O 

nBu O 

4-Sulfamyl butyryl AM resin ^Bu 

(Safety catch linker. LL: 1 .09 mmol/g) A-OI ^ ^^^^^^^^ LL: 0.748 mmol/g 

(Determined by I content) 

PdCl2(dppf)2(0.4eq.) O q p O 

aq-KgCOa (6 eq.) rk^N^^^^^^^^^^-t^\<i^ <^ eq^/Z-PrgNEt (5 eq.) 

ArB(OH)2(5eq.) V# H I J " 

dm! " A^-Ol^A-03-24 ° V 1-Methy.2-pyrrolldinone (NMP) 



nBu 



9 o o o 



Qf^^^^^'^^'^^'j -1) RNH2(2eq.)/THF R-^A^^^Ar 

Ar04-01~A-04-24 ^ nBu 

A4l01~ArO96 



a) US^> A-02 O^fiii : 4-;^;i/7 r AM (3.9 g) (Dmih:>^^ 

10 V> (80 ml) ^^t, gSt? l.:^f-;i/-5-3- H-2-:t=^V-l,2-i^ t Ho hfU 

-3.*;i/4t>^ (A-oi)(4.ig),sviv;Ar-$;-f v7'ntf;vxf-;i/T5> (3.7 ml) * 

jn^fc. io^^}^bfe^{cpyBOP(6.6g) ^MWii:m^, ^ iQ^mMnv 

fe. Vi;>:£?g9iL, 7j<, THF, SVx-5r ;i/-cli»Ji5fc?tt S 

i:K:J;?)l/5;>(A-02)I5.2g. 92%0"i7|fl7c3!l;»-^)l ^ntz. 
15 b) l'i?>(A-03-01~A-03-24)®^5g A-02 (150 mg) §24fi07^;^n 

t^fib, til:: DME (2.5 ml), PdCl2((ippf) (35 mg), 7'iJ-;i/*>>^ (5 

14), Str^^:* ij 'J?A7jC^?£ (2M, 0.34 ml) <£Sn^fe. 80 'Cf 18 l^^^f^ 

Lfe^, ^$^><&iSDib, 7jc, THP, iV-^^;i/tD i; H>, mih^'^vy, Rz)^ 

:i^-7-)V-Gm}kl^^t ^ tliZ ^ t) 1/ > A-03-01~A-03-24 Stf fc. 
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c) VPy A-04-01~A-04-24 CD^Jt : l/i^^ A-03-01~A-03-24 \Z N-?t.f-)V\^U 
Ub*> (2.0 ml), B-YT^Y-V^) )V (0.16 ml), N,N-i/ V m \^ )\/ 
7Xy (0.1 ml) ^^^-^mXtz. 24l^P^^#Ufc^, N-^^ 

04-01~A-04-24 ^fffe. 

d) l-:/f-;i/-2-;t=SrV-5-7y-;U-1.2-S;t. HDtfiJ i?>-3-*;i/;t?>® 

^fli: A.05-01~A-05-96 0-&fiS : 1/ > A-04-01~A-04-24 0 ^tl-^tl^^ ^ 4 
^mU, 965t7*V- b C^ft bfc. -en-^nt THF (0.7 ml) ^JPxfe^t::, T 

5 24 a^obi^^tci^n-enjp;^^. 24 ntKiiiid Ltz^^^-^^^m^ih 
;i/-i,2-s^ t KD t 'ji>'>-3-;!3;i/5jf>^ A-ooi-A-oee 

WTC A-001~A-096 (DWM^mto 
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No 


mm 


No 


mm 


A-001 


0 2^ 


A-008 


0 


A-002 


0 

6/ 


A-009 


1 


A-003 




A-010 




A-004 


0 


A-011 


0*N 

1 


A-005 


0 ^.i^ 


A-012 


L 

\ 


A-006 


0 

6/ 


A-013 


a 

o si^ 

L 

\ 


A-007 


0 


A-014 


CI 

ON 
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No 


mm 


A-015 


CI 

0 s-i 

\ 


A-016 


CI 

0 

\ 


A-017 


1 


A-018 


ON 

1 

\ 


A-019 


1 


A-020 


\ 


A-021 





No 


mm 


A-022 


\ 


A-023 


\ 




\ 


A-024 


A-025 


s 


A-026 


O^N-^ 
\ 


A-027 


0 o-\ 

X 




0 0% 


A-028 



262 




263 



wo 02/053543 



PCT/JPOl/11427 



^12 8 



No 




A-043 


\ 


A-044 


\ 


A-045 




A-046 


6/ 


A-047 




A-048 


9 jf^°> 


A-049 





No 




A-050 


\ 


A-051 


\ 


A-052 


9 


A-053 


\ 


A-054 


\ 


A-055 


\ 


A-056 


9 fl 
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No 


mm. 


No 


mm 


A-057 


\J IN 


A-064 


W IN 












U N 

\ 




n M 

\ 




O N 


M-UOO 


O N 

\ 


A-060 




A- 067 


0 /j-S 
p-sx- o^N 

\ 


M-UD 1 






0 /J-S 
ON 


A-062 


on' 

\ 


A-069 


\ 


A-063 




A-070 
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No 




A-071 




A-072 


\ 


A-073 




A-074 


\ 


A-075 


X 


A-076 




A-077 


2 iTF 

\ 
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No 


mm 


A-078 


^ ^5.F 
ON 

\ 


A-079 


^^F 
2 i^F 


A-080 


^^F 

2 i^F 

\ 


A-081 


0 ^'iT^^' 


A-082 


\ 


A-083 


0 Crr^i-CI 

r UN 

\ 


A-084 


0 Clx>.CI 
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mi 3 1 



No 




A-085 


0 cij^ 


A-086 


\ 


A-087 


0 C'rr^ 

\ 


A-088 


0 ci|r^ 

\ 


A-089 


• / 

s 


A-090 


/ 

ON 



No 


mm. 


A-091 


/ 

\ 


A-092 


J 

0 


A-093 




A-094 


\ 


A-095 




A-096 


0^ O^N^ 
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<7'f :/7 U-B> 



1) R-NHa (2 eq.) 



O 

R 



nBu nBu ^ i 



^-NCO O^N 

nBu 




B^0^ B-001~B094 

a) l-^9^;i/-2-;r^V-1.2.5.6.7,8.9,10-:ti'^' t H U -S/ ^ D :t [A] t <J J?>.3- 
5 :i7>il/7}?:i;i/^' D U K (B-02)®^fiK 

i-:/^;i/-2-^=ip V-l,2,5,6,7,8,9.10-:t^ tJ' t D-i/i7 D;r^ ^ i;>-3- 
*;V/^'>^ (B-01) (416 mgx 1.50 mmol)* h;i/x> (15 ml)lc:^^ b^ m<t'^:t 
-)V (328 |a1s 4.50 mmol);&^Pi^ 65»C T? 20 ^SJSS^-frSo eiOS*&?^Sj^E 

iit:: J; i-^5^;i'-2-2rdf v-i,2,5,6.7,8,9,io-;t ^ ^ t KD->>^a:t 

10 if ^[b\\^VP>-'^-tl)V'ir^-)Vi^X2\) K(B-02)?£ff fco 

b) l-:7f-;i/-2-;t ^ V -l,2,5,6,7,8,9,10-:t ^ t H D -5/ ^ D ;r 1^ ^ U > -8- 

(B-03-01~B.03-94)©-&J5!i 

^^a^^SI^-fb N-^ ^;i/^;i//J^ u >MBh(i.93 nmioi/g)<& gejtSJf&T'^- h i;: i5 

mg-fo ^fiUfc^Z)•fe^ 7$ >(R-NHa)0 50 mM Jg-fb^ 5^ 1/ 300 OU 
15 'fb^5=-V>(700 l->^^;i/-2-;t^V-l,2,5,6,7,8,9,10-;4-^^ t K D-i/^ 
>:'^[i>]tri;5^>.3-*;i/^-;i/^'D i; H(b-02)cd 30 mg/mi i®<b;<5=- u 

100 996 5tKJ5S7*b-b{^^tl-en]!j0^fco 

15l^^^i:5 tfc^t^^^SS^b'f V$/7;?i- h:^li**PA, ^ 6 H 
3i^^Mi:5 Ufeo Wi^>?£ilSiJb, ig-fb^^l/VT-^Jfc^tbia^SMBETT'S^-r 
20 ^5 i;t;<t t) B-001~B-094 §ff fco 

WTt B-001~B.094 ©igtit^rg^-fo 
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^13 2 



No 


mm 


No 


mm 


B-001 


Olv^ 0 


B-008 


a 


B-002 


'°7r^ 0 


B-009 


0 


B-003 




B-010 


\ 


B-004 


\ 


B-011 


U N ^ — ^ 

\ 


B-005 


0 


B-012 


CI 


B-006 


\ 


B-013 


1 


B-007 


/ \ 


B-014 
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a 1 3 3 



No 




No 


mm 


B-015 


o 


B-022 


p 

N-i 0 


B-016 




B-023 




B-017 




B-024 




8-0 18 


0 


B-025 




B-019 




B-026 


0 N 

\ 










B-020 




B-027 




B-021 




B-028 
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No 




No 


mm. 


B-029 


CI 


B-036 




B-030 




B-037 




B-031 


0 

^ O N'W 
\ 


B-038 




B-032 


\ 


B-039 




B-033 


O '0^^ 

\ 


B-040 


0' 


B-034 




B-041 




B-035 




B-042 


0 
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No 


mm 


D-Uh-o 


0 N 

V 


B-044 


1 

\ 


B-045 


•s^N^ 0 


B-046 




8-047 




B-048 




B-049 
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No 




D-UOU 


\ 




0 


B-051 








B-052 




B-053 


0 N 

\ 


B-054 




B-055 


ON 
O-" 


B-056 
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No 


mm 




o 


B-057 


Ik X 


B-058 


■ \ 


B-059 








B-060 




b-Ubl 


\ 


B-062 




B-063 


\ 



No 


mm 


B-064 


0' 0 

\ 


B-065 


i ° 

\ 


B-066 




B-067 




B-OOO 


a ^ ON 


B-069 


\ 


B-070 
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No 


mm 


B-071 




B-072 


a ^ 


B-073 




B-074 




B-075 




B-076 


0 

y 


B-077 





No 


mm 


B-078 




B-079 




B-080 


1 

\ 


B-081 


o 1 


B-082 




B-083 








6-084 
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S 1 3 8 



No 


mm 


B-085 


0 

\ 


B-086 




B-087 


rt^ 0 

\ 


B-088 


N 0 


B-089 


fi^ 0 


B-090 





No 


mm 


B-091 


0'^ 0 


B-092 




B-093 


I 

\ 


B-094 


0 

\ 
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<7-f :r7 u-c> 



(>0 



UK, 1) l^-COCI (2 eq.) ^ H 



C-01 

(MP-Carbonate) 

a) JV-(l-7'f-;V-5,6-S^^5^;i'-2-;i-dpv-l,2-i't KD-K ';i^>-3-(';i/) 
HSiait^: (0-02-0 l~C-02- 19)® 

5 ^^^HS-fb iV-^ ^'^U^;!'?}^'; >^jil(3.0 mmol/g)?& 48 5tSiSri/- h t 50 

mg -fo ^«Ufc<Z)^s 3-T^>'-i-:/5^;i/-5,6-i^p<f-;i/-i^-t«Ji/>-2-:^-> 
(C-01)«D 25 mMJtg-fb^ 5" 1/ >^§?S<£ 2 mU n U F (R-COC1,0.10 inmol)S)li 

g^T- 15 ^^Mi:^ Ufcm{C|5^^^@^'fb*-Jt^:^- h^Jil(MP-Carbonate) 

10 ssp^, ^et;: i2^igiigi:d Lfeo ]yi^>t:m\L, m<h^^u>-Qm^Lmm 

t:mBTC^i:t^ZtiZ^ D C-02-01~C-02-19 
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No 


mm 


No 




U-001 


\ 


C-008 


\ 


C-002 


\ 


C-009 


a OqI^K 


C-003 




C-010 


F Oo^N^ 


C-004 




C-011 


CI OoiN'-k 


C-005 


CI OqI^K 

\ 


C-012 


0 


C-006 


CI 

\ 


C-013 


1 


C-007 


CJN^CI 


C-014 
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SI 4 0 



No 




C-015 


w IN 

\ 


C-016 


OrD^O 






C-017 


\J IN 


C-018 


\ 


C-019 





1 t h CB2 §:mi^^'^mmmm 

t b CB2g^#:t:3- HfS cDNAE^J (Munro^, Nature, 1993, 365, GI- 
BS) $^ W!^m^mmM^i'i'—-^&^ pSVL SV40 Late Promoter Expression 
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Vector (Amersham Pharmacia Biotech^) O'T'O^ — ^— T^S^HMJ^lRlf^Jf 
AUfco n^btitz^^^i^ i^-t: LipofectAMINE (Gibco BRL^t) 
' T^ ^^mm CHO C^ffliJiB^^tUfcASoT h7>;^7x^i/3>bx CB2 S 

5 CB2 §:mi^^mm^^tz CHO iiiSA»e>^S5bfeii^iD°D^^ ^^it-^'^jSitj' 

38,000 dpm 0[3H]CP5594O 0.5 nM : NEN Life Science Products tt^) 

i:^:*(c:^ 7y-fe-f (0.5% ^^Ifltf >?£#tf 50mMTris-HCli^® 

(pH7.4) . lmMEDTA^ 3mMMgCl2) cfT-> 25°C^ 2 l^H-f > :3r a ^- 

3 > ufc^s 1% ^j^uci^^^uv-T 5 >mm\^tz^v7.y ■< )v^-G¥ic fctigiiau 

10 fco 0.1% BSA^^tr 50 mM Tris.HCliSffi?^ (pH 7.4) m^l^> 

i^^tt 10 fM WIN55212-2 (US 5081122 13® CD * > :Mf y -I" K^g^:^^--;;^ 
h> Research Biochemicals International aM) #^ET'T? L/^ i|^Pfi1jig^{3 
Ml-Slifetfefb^tJ® 50%|SgJig (ICbo^I) 
15 b h CBl g^<*:t*ft-Sig^^gttt> CBlg^<*:<&^S^3it-^ CHOiiilS=& 

*^^0-^gO^b^i3{*^ CB2 CP55940 (US 

4371720 IB «6 CD ;b y±\i^ ^ ¥ ^^i^lf-T :2 - 7. h) CD^-^^PI^ bfco 
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mi 4 1 



{b-^m Ki (nM) 





CBIg^fr 




2-004 


nt 


101 


3-010 


nt 


57 


3-038 


1252 


12 


4-001 


2851 


28 


4-002 


746 


17 


4-003 


680 


44 


4-052 


1497 


24 


4-053 


254 


6 


4-054 


482 


6 


4-056 


551 


8 


4-061 


124 


2.5 



n.t.: not tested 
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ih^^ Ki{nM) 





CB1§g# 




4-062 


>5000 


4 


4-101 


890 


1.5 


4-102 


908 


1.6 


4-104 


54 


6 


4-105 


91 


2.1 


4-301 


1769 


8 


4-302 


>5000 


10 


4-310 


512 


9 


5-005 


391 


16 


5-006 


390 


14 



5 mmm2 \ih cB2§:mi!^^ifvt^ cAMi?&mmmmm 

3.^_.>3 ycD^^ V y mBm 4 um^ sigma^l) ^m^x 20^ 

m-( >^i^-5^3 >bfco IN HCl ^^AP bTS)i6<£#±^-&fc^> ±m^(D 
cAMP M & Amersham Pharmacia Biotech ^t^O EIA kit * ffi V^ T SiJ^ b o 7 
10 U cAMP^^<&7;*-;U:^3 U >mMWH^MLX 100%t bs 

15 tt^X'^^o 
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^14 2 





ICso (nM) 


3-038 


28.6 


4-001 


64.2 


4-053 


7,9 


4-054 


4.2 


4-056 


4.3 


4-061 


2.3 


4-062 


1.3 


4-101 


1.4 


4-102 


1.7 


4-104 


9.8 



mm t 'yi?f5?jfil^(SRBC)gl^il3aE^31®tKj;S(DTH)^x;i/^i^ 

ddY V 1^:^(7 10^ <i® SBBC ?&v«i7;^^^JKSM;$ 1^(40 ml) 

iz^mt ^ ^ t\z ^ \) mi'ft ^ o w*^e> 5 s^tc 10" ^i® sebc t:-?^x^^^B. 

J£18lJSl*l(40 nDtaiJtSc: tk: J; t) DTH K^^^Umt?>o ijyi-MJ ^ K 2, 

DTHS^S^jg 1 ^P^BU^ScttF 5 ^P^^ti^PjS#(10 ml/kg)-r§o SRBC 24 
I^M^{c:£fe^iK0S«(S7jcffim^C J; Daunts :&S^«i:iJl^«©^S 

t^^«i Welch ® t^^^^Sd ct D^T^ o c: i:*s■e§^P<0.05 CD ^^icMfe D t 
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1 . ^ il) : 

R2 




S^^tl■^:^^-c^> J;v^*;i/^t^'r;u^ V5=■:ti'7':^ h s MJfe 
^i^•C^^■c^) J:^^7'$ >'^ tHndp>>, T;i/ndri^x T;i/^rr::;i/ 

PXttS; : -y- Y2-Y3-R'^ (^rfs Y ^ Y ^ li ^ n ^tvJii: b T #^ 
10 ^xttg^^^n•^:^^•c^) 0 ; Y^^^ig-^, -o-^ - o-c 

( = 0) -o-c ( = 0) -0-. -o-c ( = 0) -NR"-, -0-SO 
2-> -NR"-. -NRb-C (=0) -NRb-sOz-s -NR^-C ( = 
NH) -NR»-C ( = 0) -0-^ -NR^-C ( = 0) -NR"-. -N 
R*'-C (=0) -NR''-S02-> -NRb-C (=S) -> -NR^-c ( = 

15 S) -NR''-^ -NR''-S02-NR''-, -NR^-C ( = NH) -NR^-s 
-S-. -SOj-O-^ -SOa-NR"-. -S02-NR«'-C (=0) -N 
Rb_^ -C ( = 0) -0-^ -C ( = 0) -NRb-, -C ( = 0) -NRb- 
C ( = 0) -X -C (=0) -NR^-C (=S) -C (=S) -NR''-> 
-C (=S) -NRb-C ( = 0) -C ( = NH) -NR»'-. -C (=0) 

20 -C (=0) -NR^-C ( = NR'') -Xtt-C ( = 0) -NR^-NR^ 

gife^nTVNT*) J:^^T;I/^rl;^, m^^tix\,^x<b ^i^i^mm^m. urn 
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X'b^^^7j\^^~))^s g^^^n•r^^T4» fi^^^n■cv^-ct> 

g^^l^t^Tlr^-Ct» JiVNT? >'s tKn^pi/, Ti\>Zi^^y^ 

h nXfiaS; : - Y^-Rc (^p|3, Vtt^^^x -0-^ -S-^ 
-SO-s -S0^-^ -NH-. -C (=0) -CHz-. -C ( = 0) - 

10 NH-xtt-NH-c ( = 0) -T-fet) ; R«ttlsm^^^r^^r'& J;v>^l!ig|S;3l 

O-s -S-. -so-. -S02-S -NH-. -C (=0) -CH2-. 
20 -C ( = 0) -NH-E-Xtt-NH-C ( = 0) --CfeU ; Ett#i^^Xttg 

25 J;^^T;^^^>^ T;i"5rz:l/>, -o-s -s-s -so-> - 

SOz-s -NH-> -C ( = 0) -s -C ( = 0) -NH-E-Xtt-NH-C 
( = 0) -1!^ D ; Ett#ie^Xtt«^fe$n■CV^T^) J;lr>T;i/^V>tf& t) ; R» 
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■s) xm^ti^&x$>^ ; 

4> J; < ; 

2 . R«'AJ/s5^^M^Sl;f/Xtt^taWM-&AS:^■^£UT^.^T^. cl;l^B^^$tl 
^^TV^T4) J;v^7;^:^rl/>'efet) ; R»ttH^fe$i^•cv^T4) U-;^^ Itlfe^ 

4. R : -Y»-Y2-Y3-R» (j^i^, Y^^ Y^s Y\ R-^SV 

25 5, R^y&JS; : -Y1-Y2-Y3-R* (^F|3, yi, Y^SVR'ttSI*® 

«gffl^ IJii^llitilTfe ;Y2(i-0-> -NRb-c ( = 0) -3^tt-C ( = 
0) -NR^-T-feD ; RMi7k^X(*■m^nT^r^Tib J;i<>7;i/=Sr;i/T'fe2.) x 
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-R** Y5(i#^^, S^fe^n■r^^■c^» j;^^T>'^^^>^ 7;i'^r:zv>, 

J;ir>:7';i'^;i'-e^^ ({lbs R3;si;fR4;!)S|ii^{;:*^-e*S:®^^l^<o ) if 

h HD:^i/, :i7;i/A^-f : - Y^-Y^-Y^-R* {^(p, Y^RXJ' 

20 ;i/7h--;i/7'^ y > 7 )V'7:=-)\/r X J s 7 ^) )Vif^-)\^7 X J . ^7-U7^) — 

iy. tsJlK)V:t^i-J&ZJ^/Kit7i^;U^:t) X$>f) lY^itM^m^. -O 
-C ( = 0) -0-C (=0) -0-. -0-C ( = 0) -NH-. -NH 
25 -NR'>-C ( = 0) -NH-C ( = 0) -0-^ -NH-C ( = 0) - 

NH-^ -NH-C (=S) -NH-. -S-> -SOa-O-^ -SOg-NH 
-SOa-NH-C (=0) -NH-s -C (=0) -0-. -C ( = 0) - 
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NR»'-^ -C (=S) -NH-. -C (=0) -NH-C (=0) -^ -C ( = 
0) -NH-C (=S) -C (=0) -C ( = 0) -NRb-C ( = NR 
-Xtt-C ( = 0) -NH-NR»'--efe D J R^ifiSm^ nx\<^X <^ ^\,^T 

J;v^T$y^ T'Ji/ijdpi/, y jv^v nuVi/^ 

;p7'5y) ^ ®^fe$^^Tlr^■rt» J;v^^xDTl;-;^ (giiSi:uttt> ;t+Vs 

20 R3AS7jc^x 7)V^)Vs AD-^yjittiC : - Y^-Rd Y^tt^ig^, 

V>Xli- C ( = 0) -NH-T;i/*lx>--Cfe D ; R '•{iSm^ l^T 

J;l^ru-;^ (smgi:UTtt^ ad^v, r^md^i^, 

(filfeSi: U-C{*^ J\uffy^ t;vzi^>>^ Tjv^\y>i/ytr^i^ 

'J-;i/T*a5i.) Xm^ti^^X$>\) ; 
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7^y)V7K^s 7^)-)\^i3)Vi!!i:^)V7 K ^ s i7 U 7 ^ J]/ :h JV t!^ - 

7^)-)V7>;V7t^~))/7^.', ;t=5p vStJ^/Xtti^^y ) xii^ : - 

10 xit. R^RUR^ifi-m{zf3:-:>x. mmt ?>m^tmzum^ thx\,^x ^ ^^^^ 

7A^=.\yyRV/5L\t7)V^\/y) ^W^^t^Ps XktR^'&VFR^ 1fi-m\ZtJi 

20 11. f^^mmmx$>^m^<D^mm im--mQm<D\,^tnpiz%m<Dti 

1 2. ?llSJ?g0^Jt!$)SSI*0*gHII l]i~m9]i©^^■rt^A^CSB«0* 

1 3 . mmnx^-^m^o^^n% \^'^%^m<K>\^tM\zi^moiiy± 
25 \f.j>{Y2 m.^m^m\^mM^mR. 

14. ( I ) : 
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r2 




(I) 



10 R5{d;'V7^nii^srJ'/xtt^tafni^-&>{)S:n^:ffi b-c v>-C'fo J;v^s^^$^^•r i/NT*) 
cti>^^iS3 Jii±©T;i/^;i/Xti^ : - Y6-R« Y6srjtR«iitt*cD|g 

y^>m^Bsisi.t ^m-^it. R'ifi^-. -y^-y^-y^-r^ {^^. y'h^m^ 

( = 0) -C ( = 0) -NR»-T-fe?) ; R»f*ggi$nT^^■C^) J;VN^^^ 

&*3> R3:Rl;^R**s-ll^3^coT^ mmt ^m'^tpivi^^m^m^^ imv. r 
^t!& t)s m(Dmmm'i'mo^-^\tM^f^'^x$>i>) ^nm^. a^or 1*555; : - y 
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mt^m'i^t)^iZ^y-\i>mt:W^^L. *»oR«Asi5:-Y»-Y2-Y3-R''(i5i 
ffJ^ Yi*s#J^^ffe t)> Y3*sxf U>-e* !3> Y^j&s-C ( = 0) -NR''--^ 

15. R^ifi^ : - Y^-Y^-Y^-R^ yi^ Y^St^R^fiW^R 

CDHH^ 1 4mtmMm-^$>^ ;Y^it-0-. -NRb-C (=0) -Xit-C 

10 ( = 0) -NR''--c$)D ; R''tt7jc|gxttffilft$nTiNT* J;v>t;v=¥;vc&§) 

1 6 . R32fct;^R4AS-i^K:*•^TV^^V^«^©^gffl^ 1 4WXtt^ 1 5 
15 17. R3St5R<*s-!!i^:::feo■C^ ii^t^xDi^^St;?/ 

5«iB«©^b'&ti> ^©7'^K7y^^^ •?®S!M±it§$n5«xJi*©^iiim 

18. RiAS^:-Yi-Y2-Y3-R'' (^cf^s YM*#^-g-efeD ; Y^ 

20 {ifi^^l$nT^^T^) J;^^7;l/d^^>t•afe t) ;Y2{i-o-x -nh-c ( = o) - 
Xtt-C ( = 0) -NH--e^!3 ; R'^{d:gtfe^^^•C^^-C<& J:^^J^^^iCSXttg 

R3AST;^=^p;^^ >'\n^>3^tt^ : -YS-r^ (^^i, Y^tt^j^^-e^) D ; R"* 

25 s) -r^^tisST-* D ; R**s7XigXttr;i/:^;i/-e&i3 ; R5ASMm$^^■c^^•r 

* cI;v^;^^S^3 Jii±0T;i':3p;i'3^tt^ : -Y«-R« Y«ttgm$nTv^ 
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19. S; ( I ) : 
(1) 

^-&3^ttgji$tl•c^r^r t) D ; yM*-c ( = o) -nr^- 

i^|gii^^oi^^{i#ie^-e$.5) ^ff^fiKb ; R5tt^^i!c3W±©T;i/=¥;i/Xtt 

15 S : - Y«-R« (t?;*^ Y«ttjgJfe^nTV^T* «fclr\7;i'^rl/>T?a& D ; R«tt® 
^j|^tlTV^T^) J;l^7' U-;Ux Bife ^ tit T 4) J; v^ n Jittfi^^ 

2 0. »*0f5ffl01 9JSiBI8®<b^i^ (fibx R3;Rt)'R<*s_i^{:::&^ 

20 Xs m^t^m^t^\z6m<D^mm R^ifimt^Lx^^^Mmm^tR^ 
ifim^bx^^:s>^mm'i-m<Dm-^(o?i.ifi-mm'^xi!>^. mommm'^mo^^ 

SB^bx d^oRiAs^t : - Y»- Y2- Y^-R"^ (^ffJ, Y* 
291 
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2 1 . 



^ (I) 




6 c ( = 0) -NR"--??*!? ; Y3tt#i^^35ttg^fe^^^-c^r^T^)c);^^7';^+^> 

^ : -Y6-RMS;t|'^ Y^itM^m-^. R«»f*S^#i^TV^-C4, J;VN^|ggiS«X 
10 T;Udf-;i/fS D ; R^it^mm3lik±<DT)V^)l^it^ : - Y«-R« (i^cfJ, Y« 

fF^ ^ ti S ^ ® ^ii?P tio 

2 3. S; ( I ) : 



RM*^:-Yi-Y2-Y3-R» (5S;rt«> Y V Y » tt^i^^t t) ; 
20 Y^fi-NRb-C ( = 0) ; R *ttgj^^ tlT ^^T t J: 
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2 4. ^*0®Hm2 3«fBiGCD<b^t)> ^OT-DK^i/i^, -ec?)S^ii± 
If ^ ^ ti 2. *i X * © i^iSffi ife) o 
5 2 5. ^ : 




(^ftJ> Y(i#ie^> -NH-. -0-X(i- (CHz) ,-s--e$»D> YMi- 
C ( = 0) -NH-:Rtt-NH-C (=0) -t^>t)^ Y ^ tt^ig^XttlBJfe^ n 

R6tt{g^fe$n•t^^T4, J:V^^^|gt3^^i^±0T;^^;l/XttSi : -y«-r« 

2 6. Y*s- (CHz) 3--^feSii*<0«SH^2 5]IIB«®{b^t>s €® 



2 7. ^ : 




R3svRM*^ti-en3fiibTT;i'dp;i/T* t3> y^j^-c ( = o) - 

NH-Xtt-NH-C ( = 0) --^fet). Y3^i#^^yttg^^|^i^TV^'C4) J:^/^ 
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10 mRii^omummo 

2 9 . M^CIBHII 1 4:^-^ isms m2 0ms m2 2m. ^2 4-^ 



15 3.1. ^i}i.mmx$>^m^0mmm2 9mmm(DmMmm^o 

3 3. m^kmmmx$>^mj^t(Dmmm2 9mmm(DmmmMo 

3 4. ^0i|ijT!fe*W5lcCDffifflll2 9]lfBIS©ISII«afigtl. 

3 6. *>:hbry^ H 2SS^fli:{c:g33£tS^ilO?^«S!l*iiiiS1-5fefe 
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This international application relates to a medicinal composition 
with a cannabinoid 2-type receptor affinity which contains as the active 
ingredient a compound having a pyridone moiety and to the pyridone 
derivative compound. 

Medicinal compositions with a cannabinoid 2-type receptor affinity 
which contain as the active ingredient a compound having a pyridone moiety 
were already disclosed in documents, i.e., EP 887340 Al and WO 99/02499 
Al, published before the priority date for this international 
application. In claim 1 and other claims of this application, the term 
"exclude" is used for the active ingredient to exclude the active- 
ingredient compounds disclosed in those documents - 

Although the active-ingredient compounds disclosed in those 
documents have been excluded from the claims, the points which remain 
unchanged are that the only technical feature common to the subject 
matters of the claims is to use a compound having a pyridone moiety as 
the active ingredient of a medicinal composition with a cannabinoid 
2-type receptor affinity and that this technical feature is not novel. 
Consequently, this technical feature cannot be regarded as a special 
technical feature provided for in Rule 13.2 of the Regulations under 
the PCT in view of the prior art techniques. In the current claims, a 
subject matter having a special technical feature cannot be recognized 
until a specific combination of sxibstituents in the active ingredient 
represented by the formula (I) is specified. 

In order to specify a combination of substituents in the active 
ingredient represented by the formula (I), the choices with respect to 
each of Rl, R2, R3, R4, and R5 are first classified into groups based 
on substituent similarity. 

Five groups of choices for Rl: 

1) hydrogen, 

2) halogeno, 

3) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, 

4) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulfinyl, alkylsulfonyl, and nitro, and 

5) -Yl-Y2-Y3-Ra. 

Six groups of choices for R2 : 

1) hydrogen, 

2) optionally substituted alky 1, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
sxibstituted carbamoyl, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulfinyl, alkylsulfonyl, and nitro, and 

6) -Y4-RC. 

Six groups of choices for R3: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno. 
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4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, isothiocyanato, and nitre, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, and alkylsulfonyl, and 

6) -Y5-Rd. 

Five groups of choices for R4: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl,, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

6) -Y5-Rd. 

Three groups of choices for R5: 

1) hydrogen, 

2) carbocyclic or heterocyclic group optionally having one or more 
heteroatoms and/or unsaturated bonds in the ring structure, and 

3) -Y6-Re. 

The claims disclose inventions containing as the active ingredient 
a compound specified based on a combination of choices out of the 
respective groups. Namely, the number of medicinal compositions 
disclosed in the claims is regarded as equal to the product of the numbers 
of the groups of choices forRl, R2, R3, R4, andR5, i.e., 5x6x6x6x3=3,240. 

(The invention relating to the compound and those subject matters 
in which Rl is -Yl-y2-y3--Ra comply with the requirement of unity of 
invention. ) 

Continuation of Box No.II-4 of continuation of first sheet (1) 

An international search for this international application was made 
with respect to, among those subject matters, compounds corresponding 
to the compound 1-001 described in the description, wherein 

(1) Rl is selected among optionally substituted amino, hydroxy, 
alkoxy, alkylthio, alkenyloxy, alkynyloxy, alkylsulf inyl, 
alkylsulfonyl, and nitro, 

R2 is hydrogen, and 

R3, R4, and R5 each is optionally substituted alkyl. 



Form PCr/ISAy210 (extm sheet) (July 1998) 



PCT/JPO 1/1 14 2 7 



Int. CI. ' C07D213/82. 215/54, 221/04. 401/04, 12. 405/04. 409/04. 413/06. 12. 14. 417/12. 455/02. 06. 471/04. 491/052. 
A61K31/4439. 4709. 473, 465, 4375, 435. 4545, 5377. 4725, 506, 496, 4433. 4436, A61P43/00, 25/00, 04, 37/00, 29/00 



^^s-fTofcS/Mis»ji4 mmii^^m (IPC) ) ~~ 

Int. CI. ' C07D213/0O-82, 215/00-54, 221/00-04. 401/00-12. 405/00-04, 409/00-04, 413/00-14, 417/00-12, 455/00-06, 
471/00-04. 491/00-052, A61K3 1/00-5377 



REGISTRY (STN) . CAPLUS (STN) 









X 


EP 887340 AIQAPAN TOBACCO INC. ) 30. 12^. 1998(30. 12. 98) 


1-15, 17. 






18, 29-34, 36 




& wo 9729079 Al 


A 


& US 6017919 A 


16, 19-28 


X 


WO 99/02499 Al (JAPAN TOBACCO INC. ) 12. 1^. 1999(12. 01. 99) & AU 


1-15, 17. 




9881279 Al 


18. 29-34, 36 






A 




16, 19-28 



1^ Qm<om\c%-xmm^^i\.x\,^^, 



roj 0St-J:5H:^> ffiffi, w^mxz-^'Bt.-f'bim. 



<!53iiJ5?c07S:»K:§|ffif -5 



0 3. 0 4. 0 2 


B«M«.oi«B ,6.0402 ■ 


^i^mmff (I sA/jp) 

0 0-8 9 1 5 
»CSSP=fftSlE:®;OSilHTS 4«3-^ 


W^-^ 03-3581-1101 


4P 


9 16 4 


3-4 9 0 



«ISJPCT/I SA/2 1 0 (^a^^-y) (I 9 9 8^7>g) 



PCT/JPOl/11427 



c (m^) . 


















X 


WO 00/69826 Al (MONSANTO COMPANY) 23. 11>^ . 00 (23. 11. 00) 


1.2.4.6. 










RN 308134-09-0 


36 




1 (2H)-Pyridineacetamide, N-[4-[ (aminoiminomethyl) amino] -1- (2 






-thiazolylcarbonyl) butyl] -5- (hydroxyraethyl)-2-oxo-3-[ (2-phen 






ylethyl) amino] -6- (pheny Iraethy 1) - 










X 


Synthesis and evaluation of 2-pyridinone derivatives as HIV 


1.4,6. 7, 




-1-specific reverse transcriptase inhibitors. 2. 


14, 16. 29, 30 




Analogs of 3-anjinopyridin"'2(lH)-one. 






SAARI, W.S. ; WAI, J.S. ; FISHER, I.E.; THOMAS, CM,; 






WniTRMAM T M • PnOMFV P C * QMTTH A U ■ THMRQ T U • 

nurrMAiN, J.M. > KUuiNiii, tf. o, J oMlin, A. m. > juni!o, J.n. > 






BAMBERGER, D. L. ; et aL 






J. Med. Chem.,1992. Vol. 35, No. 21, p. 3792-3802 












RN 143708-20-7 






2 (IH) -Pyridinone, 5-ethy 1-1, 6-dimethyl-3- C (2-naphthalenylmet 






hyl) amino] - 




X 


Formation of Dihydropyridone- and Pyri done-Based. 


14, 16 




reptiae xuiaiogs xnrougn Aza Annuiation ox . oeLa. cnaminoisste 






r and Amide Substrates with . alpha. -Amido Acrylate 






Derivatives. 






BEHOLZ, L.G. ; BENOVSKY, P. ; WARD, D.L ; BARTA, N.S. ; ' 






STILLE, J. R. 






J. Org. Chem., 1997, Vol. 62, No. 4, p. 1033-1042 ±X 










X 


Studies on amino acid derivatives.. IV. 


14,16 




Synthesis of 3-araino-2(lH)-pyridone derivatives 






using 4-ethoxymethylene-2-phehyl-5-oxazolone. 






CHIBA, T. ; TAKAHASHI, T. 






Chem. Pharm. Bull., 1985, Vol. 33, No. 7, p. 2731-2734 






RN 103910-17-4 






3-Pyridinecarboxylic acid, 5-(benzoylamino)-l, 6-dihydro-2-m 






ethyl-6-oxo-l- (pheny Imethyl)-, ethyl ester 






RN 103910-20-9 






3-Pyridinecarboxamide, 5- (benzoylaraino) -1, 6-dihydro-2-meth 






yl-^-oxo-1" (phenylmethyl) - 





^^PCT/I SA/2 10 m2-<-i^<om) (1 9 9 8#7^) 



ffl{SUJS»# PCT/JP 0 1/1 142 7 



mmsmsm (pcTi7*(2)(a)) <Dm&\^i:r), zom^mitn^\'m<DmA\ci:\)n^(Dmm(D-mc^\f^xi^ 



1. □ mxi>^!iiW£mm^^mti--^xmmp^\cmHLit<o-x^. zom^m^m^n. •t-<x<OfM^-^mf£m^ 



4. |xi wisAiJ4Js«;ii*piw4¥»)ftSrS8mt^(-iW#u/i*><>fcoT^ wrom^sssft^tt. m^<oim<DMm^w.m 



e^PCT/I SA/2 1 0 (iri-:—;?©!^* (1) ) (1 9 9 8¥7M) 



m^tam^^ pct/jpoi/i 1427 



<mum(Dm> 

EP 887340 Al, WO 99/02499 AHc:;^|l^ffl^O^5fe0M(D^^IC1-T{CfS^$tL 

^ UT^fc i: t (-It ^ PC T^IIJ13. 2};i^^-r 5 mij;^^ S^lf t \±fii i3 #-f . 

■^(OmWM^ii'O . Rl> R2, R3. R4, R50S^;Sr ^^/v-7?^bUX;5^S, 

R10 50(^S^^^: 
1) 

2) /^D^^/, 

4) a^$^^XV^•rt) J;V^T5/'^ fc Kadr>>, T/ya^^:^, Z/V'^/V'f^;^^. T/V-irs/V;^ 

5) -Yl-Y2-Y3-Ra 

1) 7K», 

3) /M3<^*>, 

5) fi^^tLTv^T'bJ;v^T5;y. t kp^^x, T/i/=i^i^, T)v^j\'^ir. rjvfr^iv^ 

6) -Y4-Rc 



^S;P CT/ 1 S A/B 1 0 mSH^-i^) (1 9 9 8¥7 J) 



H^fflSIS-i- PCT/J PO 1/1 1 4 2 7 



1) y^m. 

3) /Nny>', 

5) ej^^tiTV^T^J:v>7'^ fc KDdrv-, T/v-n^i/, 7/^^/^^;^-. Tyi^-J-^/i^^r 

6) -Y5-Rd 

1 ) 7K*> 

2) ffJ^^nrv^Tlj ^(/^T/l'^/K 

3) /M^yv, 

5) E^^nrv^rts J;^^T^/s t Kn:^;>-, T/i^n^ix, r/V'=Sr/i'5=-;r. T/i'y=^/i';r 

6) -Y5-Rd 

R5®3o(^®^|fep: 
1) tK^. 

3) -Y6-Re 

2, R3. R4. R5c^i 9 5S^illlfel|(75f:(D^tJ;!9. 5X6X6X6X3 = 3, 24 005 
MfcLTVN^^ ) 

(1) Rl;JSjt^$tbTV^-rfc<tv>r$y, tKn^f^ix, T/va:^-^, T/^^/^5^;^-> T>'V'^r 
R2;5S7K^^ 

R3. R4, R5;^Sg^$tlTV^T'^>j;V^T>'^dp/^ 



«5S:PCT/I SA/2 1 0 m&i^r-i?) (1 9 98#7^) 



( 



This Page is Inserted by IFW Indexing and Scanning 
Operations and is not part of the Official Record 

BEST AVAILABLE IMAGES 

Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ BLACK BORDERS 

□ 1M/CGE CUT OFF AT TOP, BOTTOM OR SffiES 
_ FADED TEXT OR DRAWING 

/ 

□ blurred or illegible text or drawing 

□ skewed/slanted images 

□ color or black and white photographs 

□ gray scale documents 

(Klines or marks on original document 
□Treferencecs) or exhibit(S) submitted are poor quality 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 



